Caoiweclag vi* HlxisoeJc to STS 



Vclooma to Sta ZncexDAtiagaAl i 
MOISZD :SSSPTA1 633ZCT 



TEaWSU. (EHTES J, 3. 3. OB 9}i3 



Halo 



tUB 03 



e NAB 33 

9 MAB 33 

10 MAB 33 

11 MAR 33 
13 APS 04 



BENS 13 An 04 EMBASE - 



V«b Paga TBlM for STB Saainar Sehsdola - 1 
'Aak CAS" for aelf-halp arooad cha clock 
pa 30 PATOPAFDLL - Hsw display fields pmvida for lagal acatna 
data f rca IBPADOC 

UBS - Currant -avaranaaa alarta (SDIal aval labia 
CBTULLi Saw fttll^Cexc pacant databa— on STV 

KAK 03 KB&ISTXT/ZB£BISTBY • Seqaenca amotatlo 
MAR 03 MESUBB file aegment of TOXCEOTES reloaded 
KGREAPAT now updated monthly; piaceat Infomi 
Ori Sinai IDE displ&y fomat recuma to SBGISTBY/ZBEOISTKr 
PATDPASPC - New patent database available 
BB0I5TKY/ZRBBISTRY cnbaacad with ea^rivantal property tags 
EPFOLL enbaneed with additional patent inforaatioa and naw 
fields 

Database reloaded and enhanced 

14 AVK 10 Hew CAS InfonaaCicxi Use Policies available cnlina 

15 APR 35 Patent searching, including current -awareness alerts (SDIs), 
based on plication data in CA/CAplus and VSPATF0LL/USPAT3 
wy ba aff acted by a eihanga in filing data for U.S. 
applieatlcns. 

IC APR 30 Zi^roved seareliing of V.S. Patent Classifications for 

U.S. patent reoords In CA/CAplus 
17 MAY 33 CSFULL enhanced with patent drawing Inagss 
IS MAY 33 SBSISTEY has been enhanced with sourcs information fren 
CHEtCATS 

19 JUSr OS The Ana.lyais Edition of STS Ejqpress with Oisecnrerl 
(Version 0.0 for Windows] now available 

30 JUH 13 SUSSIAPAT: New full -text patent database on STV 

31 JUK 13 FBTULL enhanced with patent drawing inages 
33 JW 27 MASFAT displays enhanced with ej^andad O-groap dsfiniticns 

and text labels 
HEffS 33 JUL 01 MEDICOtlF renoved frcn SIN 
HBVS 34 JUL 07 SUT Patent Foroas to be held in' Jnly 3005 
NEWS 35 JUL 13 SCISBJkSCH reloadsd 

HEWS 3S JUL 30 Powerful naw interactive analysis and visual izatien software, 
Sra AnaViat, now available 

Ksns ExntEss juhe 13 cass^r niKDOffs version is va.o, curbeot 

MACINTOSH VERSION IS VS.0c(£NO) AMD V6 . 0 Jo ( JP) , 
AND CCBBBIT DISCOVES PILE IS DAia> 13 JUNE 3005 

NEWS HOOBS STN Operating Eours Plus Help Desk Availability 

NEWS imia. General Inteznet Infomation 

NEWS LOGIN ffelcone Banner and News Items 

NEWS PHONE Direct Dial and TeleeocBaunicaticai Network Accesa to STN 

NEWS mm CAS world Wide Web Site (general infonnatioa) 

Biter NEWS followed by the itea niodier or now to see nsws on that 



NEWS 
NEWS 



leeiflo topic. 

All use of STN is subject to the prcvisians of* the em Costcner 

It. Pleass note that this agreeMnt limits use to seientifie 
I. Use for software dsvelopaent or design or inpleasntatlon 
of coBmarcial gateways or other similar uses is prsbibited and nay 
result in loss of nssr privileges and other penalties. 



PILE 'HCKB' 



•••••••• STN Colunbos • • ' 

EBTBtED AT 13:31:33 ON 33 JUL 3005 



COST IN U.S. D0UAR5 
FULL ESTIMATED COST 



I FILB TOTAL 
JfllTXY SESSION 
0.31 0.31 



SESSION WILL BS HELD FOB CO MINUTES 
STN IHTaNATIOBAL SESSICH SUSPENDED AT 13:31:30 ON 33 JUL 3005 

Connactlng via Winsook to STN 



Weloone bo STN Intematiooal I Biter x:x 

LOOUnO tSSSPTAl 633ZCT 

PASSWOBDt 

•••••• EECONHBCTHD TO STB INTESmTZOKU. •••••• 

SESSICH HBSUHBl IV PILE 'BOHB* AT 13>33:03 OH 33 JITL 3005 
FILE •HCHE* SnratB) AT 13>33i03 ON 33 JUL 3005 



COST IN U.S. DOUJKS 



» FILE BEO 
COST IN U.S. 



FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
0.31 



SINCE FILE 
ENTRY 
0.31 



TOTAL 
SESSION 
0.31 



TOTAL 
SESSION 
0.31 



FILE 'RBSISTSY* EHTEBID AT 13:33:14 ON 33 JUL 3005 

USE IS 5DBJBCT TO THE TESNS OP YOUR STN CUSTOMER AOREDfENT. 

PLBASE SEE "Hm.P U5AGETEBMS- FOB DETAILS. 

COPYRIGHT (C) 3005 Ausrican Chsaieal Society (ACS) 



Property values tagged with IC are fr< 
provided by InfoChen. 



I the ZIC/VIHITI data file 



STRUCTURE FILE UPDATES: 
DICTiaHAHY FILE UPDATES: 



31 JUL 3005 
31 JUL 3005 



New CAS Infoznaticn Use policies, enter HELP USAGETERMS for details. 

TSCA INFOSMATION NOW OIBRBIT IBROUOB JANUARY 18, 3005 

Please note that search-tem pricing does apply when 
ecnducting SuartSELECT searches. 



' The CA roles and doeunent type Imfon 



1 have been renoved froa ■ 



' the IDE default display f oznat and the Q) field has been added, 
' effective March 30, 3005. A new display fozmat, IDSL, is now 
' available and eontaina the CA role and document - type infoxmation. 



I littits havs been increased. See HELP SLIMITS 



El^rinsmtal and calculated property data are now available. For more 
infoxmaticQ enter HELP PROP at an arrow prxni^c in the file or refer 
to the file suzomary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/regi stryss .html 

» ....Testing the current file... 

EHTBt SCKEBN BTFRESSICH <» (END) icnd 



Uploading C:\ProgramFiles\Stne3qp\Oneries\BUR6ESS REAGENT SULFAHIDES. Str 



1 3 N 



• -10 



chain nodes : 
13345S709 
ring/dhaln aedss 1 
10 

chain bonds : 

1-3 2-3 3-4 3-5 3-6 2-9 6-7 6-B 8-10 
exact /norm bonds : 

1-3 3-3 3-4 3-S 3-6 «-? 6-0 fl-10 

exact bonds : 

3-9 



Match level : 

1 sAtom 3:Ataa 3 :Atan 4<CL&SS 5:CLASS « s CLASS 7>CLASS BiCLASS 9 1 CLASS 

lOsCLASS 




Structure attributes must be viewed using STN Ef^ress qoexy preparatioi 
L3 QUE ABB-CN PLU-CN LI 



-> S L3 

SAMPLE SEARCH INITIATBI 13:33:39 FILB •BEGISnEY* 
SitmX SCREEN SEARCH OCHPLBTED - 8 TO ITESATE 



100.00 SKOCBSSED 0 ITERATICHS 

SEARCH TIME: 00.00.01 

FULL FILB PROJECTIONS: ONLIEE ••CCMPLETE** 
BATCH • •COMPLETE* • 
PROJECTED ITERATIONS: 0 TO 339 

PROJECTED ANSWERS: 5 TO 334 



L3 



5 SEA SSS SAM LI 



-> 8 L3 SSS PULL 

POLL SEARCH INITIATED 13:33:35 FILB •REOISTBT* 
FULL SCREBI SBIRCH COMPLETED • 197 TO ITQATE 



100.0* niOCESSED 197 ITmATICHS 

SEARCH TIME: 00.00.01 

L4 ICO SEA SSS FUL LI 

■> ....Testing the current file.,.. s( 

ENTER SCBEBH EXPRESSION OR (END) :cnd 



Uploadlin C:\Prognm Filas\Stas37\0nsries\BUR<3SS REAGENT SULFAHIDES. str 




-> D L3 H 
L3 HAS 110 ANSWERS 

LI STB chain nodes 



ring/chain nodes : 
10 

chain bonds : 

1-3 3-3 3-4 3-5 3-6 3-9 6-7 C-8 0-10 
exact /norm bonds 1 

1-3 3-3 3-4 3-S 3>C C-7 (-0 8>10 
exact bonds : 



3-9 



POLL SEARCH INITIATQ) 13:26:15 TILE •RBGISTEY* 
POLL SCBE£» 5E&RCB OOMPLETQ) - 1780 TO ITXSATB 



Macch lcrv«l : 

liAtoB 2:Aun SiAtOB 4iCUlSS StCLASS CtCUkSS 7:CLASS OiCUSS 9>CL&SS 
10;CL>SS 




StroetarB attrlbataa naac be viewed uaing 
Lfi CPJB ABB-CH PU7-0H IS 



STB B>q>nae query preparaticn. 



\ 



StruBtuxe attribacea mat be viewed uaing SIN Expzwaa quexy pxepexmtioD. 
Lfi OOB ABB-OK FL9-GH L5 



-> S U 

SIMPLE SEABCS IHXTIATED 13:35:34 FIUB 'REOISnnr* 
SAMPLE SCBEBT SBUtCE COMPLETED > 98 TO ITBSATE 

100.0% PaoCESSED 98 ITESATIOHS 

INCCHPL.ETB SEARCH (SYSTIM LIMIT EXCEOIED) 
SEftRCH TIME: 00.00.01 

FULL PILE PROJECTIONS; ONLIHE ••CCHPLETE** 
BATCH ••CCMPLETB*" 
PROJECTiD ITERATIONS: 13«7 TO 3553 

raOJECTS) ANSWERS: (08 TO 1473 



SO AHSHBtS 



L7 



50 SEA SSS SAM L5 
S L5 SSS FULL ■ 



100.09 PKOCB56BD 1780 ITEBATICBS 
SBUCH TINBi 00.00.01 

Le 7iS SEA SSS POL LS 

» FILE CAPLDS 
COST IH U.S. SOLLAKS 

POLL ESTIMATED 005T 

7XLB 'CAPLDS* XHTBIB) AT 13:38:19 OR 33 JUL 3005 

OSB IS SUBJECT TO THE TBtMS OF YOUB S1V CtJSTOHBE AffitSBlBIT. 

PLEASE SEE "BELP USAOETB(M5" FOB DETAILS. 

CQPYSIGHT (C) 3005 AMSICAH CHEMICAL SOCIETY (ACS) 



SIHg g FILE 
ERTST 
334. 81 



TOTAL 
SESSION 
335.03 



Copyrighc of che arciclea co whicti reeorda in thia d&tabaae refer ia 
held hy the pobli^ra liated In Uie PUBLISHER (PB) field (eveileble 
for reeorda pobliahed or i^daced In Chndoel Abecr&cte afcer Deeenter 
3C. 199C), unleea otherwiae isdieeted in the original publlcationa. 
Tba CA Lexicon la the copyrighted intellectual prqperty of the 
Aaerican Chemical Society and is provided to aeeiet yoo in eearching 
databaeea cm STH.. Any dieecninacion, dietrilmtian^ copying, or acoring 
of this infomaticn, without the prior written oonacat of CAS, ia 
•crictly prohibited. 

FILE COVERS 1907 - 33 Jul 300S VCI. 143 ISS 5 
FILE LAST UTOATB}: 31 JUl 3005 (30050731 /ED) 

Hew CAS Infomacion Vaa Polioiea, enter HELP U5AOTTESMS for detalla. 

Thia file containa CAS Begistry Bunbera for eaay end accurate 
aiibatenca ideatif ieation. 

-> S LS OB L4 

304 L8 
33 U 

L9 31S L8 OB L4 

» S 1-31« IBIB ABS HXTSIK 

1 OF 31« CAPLOS COP'OtlGBT 3005 ACS en STtI 
2005:451397 CAPUTS 
143:7efiS 

Preparation of novrel 17 ^-hydraxysteroid 
dehydrogenaae type I inhibitors 
iieasinger, Josef i Thole, Heinrich-BUbertt Etisen, 
Bettina; Van Steen, Bartholooeus Johannesi Schneider, 
Oyula; Eulsbof, Joibannes Beznajcdoa Everardosi 
Koskimies, Pasi> Johanssca, Hinai Adanaki, Jerzy 
Solvay Phazmaceuticals G.u.b.H.* Gemu^ 
PCT Int. Appl.. 190 pp. 
CaDEH: VVCICDI 



CCCCKBIT BUMBms 
TITLE: 



PATQIT ASSIGNEE (S) : 
SOURCE: 

DOCXMEWT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT HO. 

190 3005047303 



Bigliah 



KIND DATE 
A3 3005053C 



APPLICATION HO. 
WO 3004-EP53935 



SATE 
30041111 
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8S2S19-05-2P aS2519-06-3S a52Sl»-0S-5P 
852519-10-96 8S2519-ll''0f 8S2519-12-1P 
852519-U-2V 8S2519-14-3V 8S2S19-1S-4F 
852519-17«6B 852519>i9-89 8S2S19-20-1P 
852S19-21-2B 8S2519-22-3S 8S2519-23-4P 

RL: PAC (Phamaeelogioal aotivity) i SPN (Synthetic preparation)} THU 
(Therapeutic uae) t BIOL (Biologieal atucfy) $ PREP (Preparation} i USES 
(Vaea) 

(praparacien of novel 17 P-liydrcKyateroid dehydrogenaae type I 
inhibitora) 
RH 853518-88-8 CAPUTS 

CH Bstra-l, 3,5(10} -trien-17-ane. 15- (9, 9-diaxido-7-OKO-ll-pbelxyl•6-axa-9-thia- 
B, 10-diazauadee-l-yl) -3-n»thaity-, (15 P)- (9CI) (CA IBDEV NAME) 

Absolute atereocheniiatzy. 



MeO" 





This invention relates to the preparation of novel 3 , 15- subsci tuted-escroce 
derivs., auch as I (A - -CO-, -S03-, -NR3-> )[ - bond, -0-, -NR3-) Y - 
bond, -0-, -10(4-. -NBS03-. -NHS03NR4-, etci Z - -{CH3)n-, n - 0-ii Rl, R3 
• H, Ph, subatituted-Ph, alkyl, subeticuted-alkyl, etc.; R3 ■ alkyl, acyl, 
hydraainyl, aryl, hatezoaryl, cycloalkyl, hacerocyclyl, etc.), for use in 
phamaceutioal coapis. which inhibit the activity of 17 9- 
bydroKysteroid dehydrogenase type I. These estrone derivs. are claimed 
for use in the treatment or prevention of steroid hormone dependent 
diseases or diaordera requiring the inhibition of 17 P-hydroxysteroid 
dehydrogenaae type I ensynea and/or reqairing the lowering of the 
endogenoua 17p-e8tradiol concentratloa. such as breast cancer, ovarian 
eaz»er, uterine oaneer, endoiaetrial cancer, endonetrial hypezplaaia, 
proatace earcioona proatadynia, beniga prooeacic hypexplaaia, urinary 
dyafunccion and lower urinary tract syndrocw. iheunacoid arehricia. oolon 
cancer, tiaaoe wounda, akin wrinklea and eataracta. In addition, cheae 
estrone derive, have antagonistic binding affinities to the estrogen 
receptor and are olaimad for use in the treatmrnc and preventicn of benign 
gynecol. disorders, in particular endometriosis, ucerina fibroids, uterine 
leiotdyoaa, adeneoyosis, (tysnenorchea, venorrhagia, metrorrhagia, or 
urinary cfyafuneCioBi. Ihua, 3-MthaKy-15 P- (4^norpholin-4-yl-4- 
oKobtttyl)eatr«•lf 3,5 (10) -trl«n-17-oae (II) was prepared via en aaidatioa 
reaction in 33% yield of the in aitu forvad acid chloride of the 
corresponding estratricn-15 P-ylbutyrio acid and vorpholine. The 
prepared estrones were assayed for inhibition of reccnbinanc hnMn 
17p-hydroKysteroid dehydrogenaae type I. 
852S18-88-8P 852518-e9-9S 892S18-91-3P 
852518-92-49 852518-93-59 852518-94-69 

852518- 96-89 8S2518-99-19 852S19-01-89 

852519- 02-99 852519-03-09 852519-04-19 



RN 853518-89-9 CAPLUS 

CH Eatra-1, 3,5(10) -trien-17-ane. 3-aechoKy-15- (5- 
(([[(phenylaBino)attlfonyl)aaino]oaxi>onyl]a}qr)pcneyl] (15 p). (9CI) 
(CA IHDEir BKMB) 

Abaolute ateraochcBlatry. 




H 



BN a5351B>91-3 CAPUTS 

CH Eatra-l, 3,5(10) -crian-17-ane, 15- (9, 9•dlaKido-7-aKo-C-oDUl-9-thia-«,10- 
diasatatt«daa-l-yl) -3-nBthaxy., (15 p)- (9CI) (CA imsir UkHE) 

Abaolute atareoehaniacry. 




RH 853510-92-4 CA?LDS 

oM-9<tbia-e,10-diAzat«tiiuiBQ-l-yl)-, (l$p}-(9CI} (CA XBDBf HIHB) 
Absolute vccraocSiralstry. 




KK 853510-93-5 CAPUTS 

car Eatra-l,3,5tl0)-tricn-l7-<iiie, 3-aetha9cr-lS-(10^cfayl-9, 9-dicscldo-7-cBa>-ll- 
an-9-thi•-e, lO-diAsaundee-l-yl) -, (15 fi)- {9CI) (CA UDBf 



Abaoluts ■tcMoebeaistry. 




EN 853518-94-6 CAPUTS 

CN EstrA-l,3,5(10)-trieai-17-ane, 15- [13- (IH-indol -3-vl) -9 , 9-diQxido-7-Qxo-6 - 
co(a-9-thiei-8,10-diazadcidec^l-yl] -3-aeChctxy-, (15 P) - (9CI) (CA INDEX 



Absolute acereoeliemiaety. 




VX' 



RV e53510-9S-O CAPUTS 
CH E«cra-1, 3.5(10) -trien-l7 
rbcnyllosylpentyl] -3 



Abeolute etereodheaiecry. 



, 15-15- ([{( (oycldhM^lanino) ml faiiyl]«gklno]o 

(IS p)- (9Ct) (CA tmmmaai 




SH 853518-99-1 CAPUTS 

.CK Escr*-1, 3,5(10) -trieu-17-oma, 3-nethsKy-lS- (3- 

([({{pbaiiyl«Bliio)Bul£eayl}>nine]eftzbanyl]cagr)praCVl] -r (15 P) - (9CI) 
(CA IHDBir HAKE) 

Absolute ■teraoeilieBistry. 





T A 



RXr 853519-01-8 CAPUTS 

CN Escra-l,3,5(10)-trlen-17-ane, 15 - (7, 7-dicKido-5-cKo-9 -phenyl -4-i 
6,8-diA2«naa-l-yl)-3-nethaxy-, (IS P) - (9CI) (CA HffiESf NAME) 

Absolute sccreodtiealstry. 




RN 852519-03-9 CAPUTS 

CN Estra-1, 3,5(10) -trieii-17-aM, 15- (10- (IH-indol -3-yl) -7. 7-diQxido-5-o3co-4- 
aBUl•9-tllis-G,8-diAzsdBC-l-yl] -S-wthoxy-, (IS P)- (9CI) (CA IBDEK 

Absoluts stersodicaaistry. 



PAGE 1-A 




PACffi 1-B 




RH BS3S19-04-1 CAPUTS 

CH Estra-l, 3,5(10) -trien-17-one, 15- [3- [[ [( (cyclali«xyl«aiizio}8ulfauyl]«mizio]ca 
rbonylloxylprcOTl) -3-iutboKy-, (IS P) - (9CI) (CA INDEIC NAME) 

Absolute stereoehsnistry. 




RN 852519-05-3 CAPUTS 

CN EstrA-l,3,5{10)-tri«n-17-aaM, 3-wthcKy-lS-(0-vsthyl-7,7-dioxldD-S-a»>-4- 
axa-9-thia-6,a-diazftdodso-l-yl}-, (IS P) - (901) (CA IHDEir NAME) 

Absolute stereochemistry. 



SN 8S3519-03-0 
CN Sstrs-1.3,5(10)-trlen-J7-aiu 
dl««wlodso-l -yl) -3 -natheocy- , 

Absolute stsrsochsnlstry. 



15 - (7. 7-diaKido-5-ogco-4-aiM-9-thls-C ,e- 
115 P)- (9CI) (CA INDEX NAME} 




<CH3)3 Y ^ Bu-a 
O O 



B53S19-0C-3 CAPUTS 
tetrs-1, 3,5(10} -trien-17- 



phsuyl •« -axa-9 • this- C , 8 -di sBsi 



CDS, 3-mstlicBty-15-(0-wthyl-7,7-diaxi<to-5 



1-yl)-, (15 P)- (9CI) (CA ] 



Absoluts stersocaisBistry. 




BV SS351«-0e-5 CAPUTS 

ca EBC»-l,3,5(I01-tri«n-17-4sw, 3 -BBthoxy- IS- li- 
lt (({pibie]qrlaniao}aQlfenyl]anlao]e&xbeii7l) 0x7) butyl ) (15 fH' (9CI} 
(CA IHDEIf HMS) 

Absolut* ■tareoe&cmiBtry. 




BH 853519-10-9 CftPLUS 

CH &str«-l, 3,5(10} •trien-17-aii«, 15- (0, O-dioKido-t-aoco-lO-pbenyl-S-eKa-B-chiA- 
7,9-diazadec-l-yl)-3-n«thaa^-, (ISP)- (9CI} (CA INDBC NAME) 

Abaolntc •t«r«oeibcni«try. 



Ur B53S19*13>1 CAPUTS 
CH EBtrA-l,3,S(10)-trien-17-cn«. 
diasAtrid«o-l-yl) -3-Mthaaqr-« 

Absolute ■tsrcoebcaistxy. 



15 - ( 0 . 0 -dioKido- i -oKO-5 -OM- a • this 9 - 
(15 P)> (9CI) (CA imSt KBMS) 





(CHa)4 



B» 053519-11-0 CAPUTS 

C» EstrA-l,3,5(10)-trien-17-ane, IS- Ill-dH-indol-S-yl) -e,e-dloocido-«-o«o-5- 
aKs-a-Chia-7,»-disiEsundae-l-rl] -3-n»cheocy-. (IS P)- (9CI) (CA IBDSar 



Absoluts stsrsocluaiatry. 




BH 6525 19 -13-3 CAPUTS 

cat EBtrs-l,3,5(10)-trisn-17-aQS, 15-[4> [( [{(oyclalisxylsBiiio)salfagiyl)aaizio]o 

xbonyl ]o37l butyl] -3-nsthoKy-, (15 P) • (9CI) (CA IHDSir KAMB) 

Absoluts stsrsodisBiBtry. 




BV B53519-14-3 CAPUTS 

CV BitrA-l,3,S(10}-trisn-17-aDS, 3-nsthaocy-15-(9-nBthyl-8,0-dioxido-S-axo-10- 
I>ieDyl-5-om-B-tbis-7,9-diazadKi-l-yl) (15 P) - (9CI} (CA IHDEir 
HAME) 

Absoluts stsrsochsniatry. 



Meo' 




RH 053519-15-4 CAPUU5 

CN Estra-l,3,5(10)-crieii-17-azM, 3-nacheKy-15-(9-n«thyl-8,8-dloxido-6-axo-10- 
phaiyl-5-axA-B-this-7,9'diszatrid«c-l-yl}-. (15 P) - (9CI) (CA IHDET 
NAME) 

Abaoluts stsrsochsaistry. 



MaO 




BN 653519 •17-S CAPUTS 

CH Katrs-l,3,5(10) -tri«k-17-ans, 15-(10,10-diaKido-B-(9u>-13-phsnyl-7-aKs-10- 
tbis-9,ll-disBsdodsa-l>yl)-3*msthai9'-, (15 P) - (9CI) (CA IMDS HAHE] 

Absoluts stsrsoehsaiatry. 




BH BS3519-19-S CAPUTS 

CH Eatrs'l, 3,5(10} -crlsn-17-aiis, 15 •«•[[([ (oyolohsj^lsminalaulfaayllaaineles 

rbanyl]caqr)hsxyll-3-asthaxy. (15 P)* (9CI} (CA IBDXX NAME) 

Absoluts stsrsoehsnlscry. 




BN 853519-aO-l CAPUTS 

CH Estrs-l, 3,5(10) -tri«n-17-one, a-mstboxy-lS- {ll-n•thyl-10,10-diQJcido-6-oBco- 
13-IaMayl-7-aM-10-chis•9.11-disssdDdse-l•rl)-, (IS P)- (9CI) (CA 
tmaX HAHB} 

Absoluts stsrsodisttlatry. 




BH 853519 -31 -a CAPUTS 

CH B*tr«-l,3,5(10}-crini-17-oaw, 15-(10,10-dicsildo-8*aKo-7-oxs-10>tbis-9,ll- ' 
di«a(9satsdse-l-yl}-3-MGh0Ky-, (15 P) - (9CI) (CA XNDSC HAME) 

Absoluts stsrsoch sn latry. 



S 




ItoO' 



BN 053519-33-3 CAPUTS 

CN Eacra-l,3,5(10)-trisa-17-cais, 3-wtlxoaqr-15- [<- 

{({[(phsnyUai&o)sulfcnyllsalno]esxbciiyl)a]7]hsKyl)-. (15 P) - (9CI) 
(CA INDEX NAME) 

Absoluts sfrsodhs a i atry . 




xo 
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2005:431400 CAPUTS 
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Preparacicm of fused thiadiAzinedioneB, particularly 
di cocothi adiazliy Inaphtha lepaoBB , &■ anci viral agents 
for the treatmieat of inf«ccioas involving 
EMA-containing viral «peci«* such as hepatitis B and C 
and HIV 

Hutchinson, Douglas K. t Bellectinl, John X.i 
Betebenner, David A. i Bishcp, Hi chard D. ; Borchardt, 
Thonas B.t Bosse, ToddD.; Cink, Bussell D.j Flentga, 
Charles A. j Gates, Bradley H.t Green, Brian E. ; 
Hinaon, Mr*. M. i Huang, Peggy P. j Klein, Larry L. j 
Xrusger, Allan C.» Laracm, Dani«l P. i Lbwuia, H. 
Sobortf LiUt Dmetanf Hadigsn, Duold L. i MdDaaial, 



Ihiculiazinediomes -I [A ■ voao- or bioyolle azyl, cycloalkyl, haearoatylf 
haterocyelyl I B ■ (un) aubati tubed S-OKo-l-eyolqpcntan-l-yl, 
t-QDK»-l-cyolqhaxen-l-yl, 7-o«o«l -eyclcheptan-l -yl, C-oko-I , 3 -cyelohaxadian- 
l-yli n - 0-4) S6 - E, (un) substituted alkyl, alkenyl, alkynyl i B7 « DC, 
CEC, 03N, oxo, halo, (un) substituted alkyl , alkenyl, alkynyl, acyloxy, 
alkaxyearbcnyloxy, etc.], particularly fused dioxothiadiazinyl -substituted 
naphchalcnones such as II and chelr coolaca anica salts, are prepared as 
anciviral agenca for cha cnactMUic of infaotiens involving SKA -containing 
viral spaeiea such aa the hepatitis B and C viruses and HIV. Alkylation 
of He phanylaeetaCa with allyl broodda and sodium hydride, hydrogenatica 
of the alkenes, ester cleavage with potassium trims thyl si lanolate Co yield 
a -phenyl -3 -propylprm tannic acid, ccoveraion of the acid to the acid 
chloride and acylacion of di-Et malonace, acid-catalyzed cyclcondensatioiu 
direct omidacicn of the ester with 3-aminobenzenesulfonamids, and 
cyclocondensation yields 11/ treatment of II with aqueous sodium hydroxide in 
acetcnitrile :water yields the enolate anion sodium salt of II. 
[Bis (alkyl thio)methylene}cyclahexenedi<xies III [HI > H, (un) subatl tuted 
alkyl, alkenyl, alkyzyl, alkoKycarbonyl , aminocarbonyl > S3 • H, 
(un) substituted alkyl, alkenyl, alkynylj BlRaC « (un) substituted 
cycloalkyl, cycloalkenyl » B3, R4 - H, VC, OHC, halo, 03N, (un) subs tl tuted 
alkojgr< acylescy, aminocazi>oaylaKy, sulfonylaxy, aminoaulfociyloxy, etc. i K3 
and R4 may fozn (with the eazbens to which thay are attadied) an azyl, 
hataxoaryli eyeloallcylt eyeloallcanylf or hecerocyclyl ringt B13i B13 ■ 



alkyl, alkenyl, alkynyl] ore claimed. Processes for the preparation of I are 
alao elaimad. I inhibit hepatitis C viral BKA polymerase with IC50 values 
of a DM to 500 MM and inhibit hepatitis C replioation with BCSO values 
of between 5 nM and >100 ^^H. (no data on individual cco^xts. ) ■ 
847441-49-OP e47441-98-9E 647442-52-8? 

BL.! PAC (Phaxmocologlcal activity); BCT (Beactant) ; SPN (Synthecio 

preparation) I THU (Therapentic use) ; BIOL (Biological study) t PSEP 

(Preparation) t BACT (Keactant or reagent) i USES* (Uses) 
(praparaticn of fused thiadiasinadienes, particularly 
dioxothtadtaalnylnajhthalancnas, as antiviral agents for the treacnent 
of infections involving BNA-ccntaining viral species such as hepatitis B 
and C and HIV) 

B47441-49-0 CAPUTS 

Caxbomic acid, [ [ [3- (3,4-dihydro-l -hydraxy-4 -methyl -4- (3-methylbucyl) ^S* 
oKo-a-nafhthalenyl] -l.l-diGKido-2H-l,a,4-benzothiadiazin>7- 
yllaminolaulfcnyl) (Aieiiylmetl^l eater (9CI) (CA IHDBf NAME) 



I? i 




XY' 



<^pi 



847441-47-8P 

BL: PAC (Phazmacological activity)} SPH (Synthetic preparacica) i TBU 
(Therapeutic use) ; BIOL (Biological study) ; PBEP (Preparation) i USES 
(Uses) 

(pre}>araciaai of fused thiadiaainediones, particularly 

dioxothiadiazinylnaflithalenones, as antiviral agents for the treatment 
of infections imrolving RHA -containing viral speoies such as hepatitis B 
and C and HIV) 
847441 •47-e CAPUTS 

Cazbamie acid, [ [[3* (3,4'dihydro-l•hy(lraacy-3-axo-4,4-diprqpyl-a- 
IlaFhthalcny 1 ) - 1 , 1 -di oKido* SH -1 , a , 4 •benzothiadl ax in -7 -y 1] aaino) sul f cnyl ) - . 
phenylmathyl eater (9CI} (CA INDSlf HAKE) 



BN 847441-96-9 CAPUTS 

ON CaxbsBic acid, ( (C3- (3,4-dihydro-l-hydrDxy-4-methyl-3-oxo-4- (3- 

phenylpropyl ) -a-naphthalenyll -1, 1-dioKido-aH-l ,a,4•b«n^othiadiaBin-7• 
yl)aainolsulfanyl] -. phei^lnathyl aster (9CI) (CA IHDEir NAME) 




BN 847443-53-8 CAPUTS 

CH Cacbamlo acid, ( [ [ (3- ( (4B) -4 - (3, 3-dimethylbutyl) -3, 4-dihydro-l -hydRny-4 • 

methyl -3 -axo-2 -naphthalaayl) •! > 1 -dioxido-aH- thiano [3, 3 -a] •! , 3, 4 -thiadiasin- 
7.yl]methyl] amino] sulfonyll*, |4ie&ylnethyl astsr (9CI) (CA INDEX BAMB) 

Absolute stereochemistry. 




IT 847443-74-7P e47445-0«-lP 

BL: BCT (Seactant) t SPH (Synthatio prsparation) i PBBP (Preparation) i BACT 
(Beactant or reagent) 

(preparation of fused thiadiasinadlsnas, particularly 

dioxothiadiazinylnaphthalanonss, as antiviral agants for the treataent 
of infections involving BBA -containing viral speeies sach as hepatitis B 

and C and HIV) 
BN . 647443-74-7 CAPUTS 

CXI Cazbamie acid, [ [ [3- (?-f luoro-3, 4-difaydro-l-hydroKy-3-axo-4, 4-diprcfiyl -3- 
napbthal eny 1 ) • 1 , 1 -di ootido- aH^l ,3,4 -banaothiadi asin-7 -y 1 ) amino] sal f onyl ] - , 
phanylnethyl ester (9CI) (CA INSBir HANB) 




BS e47448-0S-l CAPUTS 



Cubamie acid, ( ((3> [4-(c7elei>eacylBethyl) -3,4-dihydro-l -hydrcffy-^-^^lJirl- 
3-oxo- a-SAphthal enyl ] - 1 , 1 -dioKido-lB -1 , 3 , 4 -bcnsothladi «zl&-7 - 
yllaainolmlfonrll phraylnsbliyl cacer t9CI) (CA UDS HtttB) 
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BL: BCT (Beaccanc) ) 5ACT (Seaccant or reagent) 

(total eyntbeaia of natural and ent-4-2]e8aBetaKy-S, 7-dihydravindoroaine 
and natural and ent^inovina via oudiasole candm incramol. 
9iela-Aldar/l,3-dipelar cyeloadte. VBaeclca (Erracom) ) 

39(84-5C-B CAPLDS 

Ethanavinium, HrN-diathyl I ( (ttatlioixyoazbcn.yl ) amino] aul fonyl) - , inner 
aalt (9CI) (CA TSDWC BANS) 



|-N+Et3 
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US 3003- 


-5140B1P 




P 30031034 




(B«)n 



3-(3-PyrrDlylmetb7l«ne)indolineb« deriva. (I) (SI . H, allcyl, C(0)GB7. 
C(0)ir(B7)3, each (un)8iibBtitutad azyl, azalkyl, or heterocyelyli S3 • 
alkyl, alkenyl, aDcynyl, halo, haloallcyl, haloaDcenyl, cyano, -SB-CB?, 
-B8-N(B7)a, -Be'C(0)aB7, -BS-C{0)N(B7)2, -BO -S (O) tN(R7) 2 , 
-B8-N(B7) S (0) tB7, -EB-N{R7) S (O) tN{a7) 2, -Be-N{B7) S (0) tN(B7)C (O) OR?, 
-B8-N(B7)C(0)B7, -BB -H(E7) -B8-C (0) CfR7, -Be-N(B7) C (O) N(B7) 2, 
-RS-N(S7]C(0J-B9-N{R7]2, -Be-H(B7) -X9-C(0}V(B7)3, -Re-N(B7)C (O) -B0-H(B7) • 
K8-C(0)QR7, -Se-H(S7)C(O)-BS-V(S7)-B«-C(0)-Ea>N(B7)a, each (im)aubBCiCuted 
hataxoeyelyl or eyelio ureido groap, atcj (where t - 1 or 3) B3 la 
hydrogen, alkyl or aralkyl? B5 - H, alkyl, axyl, aralkyl, -C(0)B11, 
-S(0)2B11> B6 - alkyl, alkenyl, alkynyl, halo, haloalkyl, cyano, nitro, 
each (im) substituted aryl, aralkyl, or heterocyclyl , -S9-OH7, -EB-C(0)aR7, 
-B8-C(0)1I(B7)2, -BB-C(0)B7, -Ba-N{B7)2, -B8-N(B7) C {0)B7, 

-RS-C(O) -B9-N{B7)2, -R8-H(R7) -B8-C (O)0S7, -B8-JI(B7) C (0)NfB7) 3, etc.j B7 • 
B, haloallcyl , eaA (nn}««b«tltuted alkyl, aryl, aralkyl, hecerooyclyl, or 
hecctoeyelylalkyli BB ■ a bond or a acraighc or brancbed allcylene ohaini 
Ell ■ haloalkyl, each (un) aubaeitutad alkyl, axyl, aralkyl, hateroeyolyl , 
or heterocyclylalkyl] aa a single atereoisomer, a mixture of stereoiaonera, 
a solvate or a polyoorpb or ptiarmaceutical ly acceptable salts thereof ere 
prepared These coiqpds. are useful in treating manmal having disease -atatea 
alleviated by the inhibition of phoephoinosi tide -dependent kinase-1 
(PSX-1) aotivity. Tlnia, a eolation of S -methoxyindolin-3-Gne (0.41 g) and 
a -pyrrol aoarboxaldiAyde (O.as g) in athanol (5 mL) was treated with 



piperidine (0.05 g) . The reacticn mixture waa then heated to 05* for 
3 h, cooled to ambient temperature, and dhronatograifliad on sllloa gel (13 g) 
naing 3:1 hexane/ethyl acetate to give 5 -metluu7-3- [ (pyrrol-3- 
yDmethylene] indolin-3-ane (0.40 g). 

850716-57-3P, 5 - ( ( ( (1 , 1 -Dimethylethoxyoarbonyl ) amino) sulf onyDamin 
o) -3 -11- (pyrrol -3-yl) ethyl idene) lndolin-2-ane 

BL: PAC (Pbazmajcological activity)) SPN (Synthetic preparation); TEU 
(Therapeutic use)} BIOL (Biological atu<fy) i PREP (Preparation) i USES 
(Uaea) 

(preparation of indolinone darivs. aa phoapholnoa it Ida -dependent klnaae-1 

inhibitora for treating cancer) 
850716-57-3 CAPLOS 

Caxbamie acid, [ ([3, 3rdihydro-3-axo-3- tl- (lE-pynol-3-yl}ethylldene] -IH- 
indol-5-yl)amlno]a«lfoayl] -. 1 , 1 -diaathylethyl eater (9CI] (CA INDElf 
NAME) ' 
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* STBUCTUBE DIAStAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

AB The presoit invention provldea l-oxo and 1 , 1 -dioxoisothlazolcnea (ahonn aa 
I-IV) also isothiazolldlnone analogs of I-IV with R16 and R17 in plaoe of 
R15 and Rz as a substituent at the S position of the i sothlazolidinone 
ring; variables defined below; e.g. V) and related corapda. that can 
modulate (no data) the activity of a target protein, such as a 
pihosphatase, that selectively binds piiosphoryl ated peptides or proteins. 
The present coiqpds. can be useful (no data] in treating diseases or 
disorders, including, for example, diabetes and ci^esity. that are 
connected directly or indirectly to the activity of the target protein. 
Methods of preparatlcD axe claimed and hundreds of exasc>le prepna. are 
included- Tor example, V waa praparad in 13 atapa (SO. 63, 100, 59, not 
determined, 100, 100, 99, not <btezmined, not determined, 43, and 35 » yield) 

atartlng 

from N-tert-butyl-3- [2- (tert-butylcaxbamoyl)ethyldisulfeuxyl)propianamida. 
For I-IV: a dashed line indicates an optional bond) Scl is a 1st mol . 
scaffold or is absent; Sea is a andmol. scaffold or is absent, idierein at 
least one of Scl and Sc3 la preaent; or Scl and Sc2 together with TCI <uid 
X3 or M and fom a 6-, or 7-vaigiberad fnaed oarbocyollo ring or a 
or 7'menbered fuaed haeerooaKbeoyelle ringi n la C or N whan Scl 
la preaent; XI la CBl, N, 13R3, CO, CS, SO, or S03 when Scl la abaent; Y3 
is C or N when Sc2 la present; Y3 is CRl, N, I1R2, CO, CS, SO, or 502 when 
Sc2 is absent; Y3 is C or N; each Dl , Da, and L3 - CRl, N, IIR2, CO, CS, 
SO, or S02, herein the ring formed by XI, Dl, D2, and D3 is an 

aromatio ring; V4 la C or N lAien Scl la preaent; is O, S, CR3, N, HR4, CO, 
CS, SO. or S03 when Sol ia abaenti ITS ia C or N ahen SoS ia preaent; X5 la 
0, S. GS3, N. IK4. CO, CS. SO, or S03 idien Sea la abaent; » ia C or H. 
Each El and B3 - O, S, CR3, N, BB4, CO, CS. SO, or 502, wherein the ring 
formed by Y4. YS, Y6, El, and Ba la an az«natic ring; Rz is H, halo, C1-C4 
alkyl, C3-C6 cycloalkyl, haloalkyl, CS36, SR2B, N02, CN, SCR29, S02R29, 
COR30, C00R31, NR32R33, a 5- or 6-membered heterocarbocyclyl group, or 
tetrazolyl. R15 Is H, halo, C1-C4 alkyl, C3-C6 cycloalkyl, haloalkyl, OH, 
C1-C4 alkojgrr C1-C4 haloalkeagT' SE, Cl-C4-thioalka]gr, CV. B03, S0(C1-C4 
alkyl), SO (CI -C4 haloalkyl), S0(C3-C6 eyoloalkyll, SONHa. S03E, S03(C1-C4 
alkyl), S03(C1-C4 haloalkyl), S03(C3-C6 cycloalkyl), S0aHH2, CBD, COCH, 
CO(Cl-C4 alkyl), CO(C3-C6 cycloalkyl), CO(Cl-C4 haloalkyl), 
CO (heterocarbocyclyl ) , COO{C1-C4 alkyl), COO(C3-C6 cycloalkyl), COO{Cl-C4 
haloal)cyl) , C0NB2, C<SIH{C1-C4 alkyl), C0N(C1'C4 al]cyl)2, Caim(C3-C6 
cycloalkyl). CCir(C3-C6 cycloalkyl) 3, NH2, KB(C1-C4 alkyl), N(C1-C4 
alkyl)3, SH(C3-C6 cycloalkyl), or N(C3-C6 cycloalkyl}3. R16 and Ra7 . H, 
halo. CI-C4 alkyl. C3-C6 cycloalkyl, haloalkyl, OH. C1-C4 alkoxy, C1-C4 
haloalkoxy, SB, C1-C4 thioalkoxy, CN, »03, S0(C1-C4 alkyl), SO(Cl-C4 
haloalkyl), SO(C3-C6 cycloalkyl), SOHHa. S03H, S02(C1-C4 alkyl), S02(C1-C4 
haloal)cyl), 502(C3-C6 cycloalkyl), S02NH3, CHO, COOH, C0(C1-C4 alkyl), 
CO(C3<C6 cycloalkyl), CO(Cl-C4 haloalkyl], CO(heterocaxbocyclyl) , 
COO(Cl<C4 alkyl], COO(C3-CS cycloalkyl], C00(C1.C4 haloalkyl), CaNH2, 
C0I1H(C1-C4 alkyl), ca{f(Cl-C4 alkyl)2, CQIIH(C3-C6 cycloalkyl), CON(C3-C6 
cycloalkyl ) 2 , NB3, NH(C1-C4 allcyl), N(C1-C4 alkyl)a, NH(C3-C6 cycloalkyl), 
or N(C3-C6 cyoloaDcyl) 2; or B16 and R17 together with the C atom to 4iieh 
they are attached fom a C3-C6 cycloalkyl group or a 3-7 membared 
heterocycloalkyl group; and (jl is 1 or 2 ; addnl. details are given in the 
claims. 

IT e50315-26-3P, Benzyl (2S] -2- [ (tert-butaxycazbcnyl)amino} -3- (4- 
( [ { (tart -butoxycarbony I) amino] aulfcnyl] (2-etho;^-2- 
cocoethyl)amino}phenyl]propanoate BS 03 15-27- 4P, 
(2S) -2- ( (tert-Butoxycarbcnyl) amino] -3- [4- [ (((tert- 

kutoj^caxbonyl ) amino] aul fonyl] (3-echoKy-2-oKoethyl]aminolphenyl] propanoic 
acid 8S0315-28-5P B5031ft-30-9P. Ethyl 

[ ( {(tert-butoxycarbanyl) amino] aulfcnyl] {4 - [ (3S) - 3- ( (ten:- 
butoxyoaxbcnyl ] amino) -3- [5- (trif luOTCCWthyl) -IH-bensimidasol-a- 



yDathyllplien/l] «&iiio} ttcetaCa trif Iuozxmcacam B50315-55-6S* 
Benzyl (3S)-2-f(terc-butoKycAztni7l)4mino} -3- [4- ( ( ( (c«rt- 
bacc«yeaztaiyl)anli»]culfost7l| U>«chylAy-a-aicMthyl}caiao) '3- 
ehloroFhcnyl] propanoics 8S031S-55-9S, (38) ^S* I (tart • 
BatODqrcaxbanyDiBilno) -3- (4 • I ( |(c«rc-bQbaxyeubanyl)aninol*ulfoiiyl] (3- 
•thcaxy-a-CDCo«cliyl)aBUQo] •3>eblorqpdienyl]prepanaie acid 
eS0315-57-0I>, Ethyl { [4- ((35) -3^1 la-aaino-s- 
ttrifloorcwaelxyDphaj^lJaalnoJ •3-( (tart-batomyeaibaayDaaiiio) -3-cixflpxcTyl] - 
3-cailoroph.eiiyll ( I(t«rt-but09cycarbGnyl)«mlno] 8alfanyl]aainoIacecat« 
e503l5-59-2P, Echyl ( ( [ (cart-butoa^cAibonyDaalnoI aTilfcmyll (4- 
((aS) -3- ((tert-butoKycarbcmyDaaino] -a - (5- (trifluorooathyl) -IH- 
benaittidazol •3>yl) achyl] -a-chloro|^ienyl]aiiiino)ac«tac« crif luoroac«tate 
BL: SCT (Bea.ebant) I SPtf (Synchatio preparaticn) i PBEP (Prapar&biai} f BACT 
{B«ACt«nt or rMigsne) 

(prwpar&cion of l-oaco and 1»1 -dioxoiaothiazoloca and ralatsd wodnlacon of 
protalas meh am phoaiiiAtaaea thac bind phoaphorylacad paptidas and 
pxoceins) 
850315-36-3 CAPUTS 

L-Fhenylalanina, V-{ (l,l-dinacfayl«thf3xy)c&zb<»yll -4- [{{((1,1- 
diiBeChylecha7)caE^ao7l]«Bd.no]aalfaiyl) (3-acbojqr-3 -oxoa thy 1) amino] 
phenylnethyl aster {9C1) (CA ZHDBY lOMB) 



T 




Abaolnca atei 




BH a50315-30-9 OtPZATS 

CH 7-0b(a-3-chi«-3,4-diazanonaQoic acid. 4 - [4- [(SS) -3- [ ((l.l- 
ditMChylethoxyjcArbonyl] oalno] -a- [6* (trif luonsnathyl) -lH-ben>imidazol-2 
yl] ethyl 1 piheiqrl 1 l.l-dlna chyle thy 1 eater, 3,3-diOKid0, 
mazio(trifliiozoacetate) (»CI) (CA ZSDBlf HUfB) 

CM 1 

CSH l8031S-aB-fi 

CHF C30 E38 n MS 08 S 

Abaoluta atareoelMalatry. 



BH S5031S-37-4 CAPLOS 

at L-Pheayl alanine, [ (J ,1 .diaathylathoigr) e&tbenyll -4- ( ( ( [ (1, 1 • 

ditMChylethcKylcarbanyl] amino) aalfcByl] (3-ethojqr-3'Oxoathyl)aBine} - (SCI) 

(CA tSDSX SAKE) 

Abaolvte stereodhemiacry. 





BH B50315-38-5 CAPUTS 

CH 7-aBca-3-thia-a,4-diaaaaananoio aoid, 4- [4- ((3S) •S- ( [3*4 

{trifluon»echyl)phexiyl] amino) -3- ( [(i;i-divathyletbei9qr)car)xnyl]amino) -3- 
opccpropyl] phenyl] -«-csco-, 1, l-dinechyletliyl eacer, 3,3-dioxide (SCI) (CA 
INDEY KAME) 

Abaci ute atereochemiatry. 



-jT'C 



650315-55-8 CAPUTS 

L-Pheaylalanina, 3-chlaro-H- ((l,l-divetbylctha9(y)carbaixyl] -4-[([[(l,l- 
di-nethylat]uagr)e«rbanyl] cnino) aulfenyl) (a-achaxy-a'OHoatlqrD'Biao] -r 



phenyluethyl eater (SCI) (CA INSBK H&ME) 
Abaoluce atereochemlatry. 





BH 850315 -54-S CAPUTS 

CH L-nienylalanine, 3 -chloro-N- ( (1, 1 -diiaechylethcuqr)cArbcinyl] -4 - U ( [ (1< 1 - 

dinethylethoxyjcarbonyl] amino] aulfonyl] (a-ethao^-a-oxoathyl) amino] - (SCI) 
(CA IHDEir HUB) 

Abaoluta atereocheuiatry. 



BS0315-S9-a CAPUTS 

7-Qxa-3-thia-a,4-diaganonanoic acid, 4 - (3-chloro-4- ( (as) *a- ( ((1, 1- 
diuathylatlw»7)oarbcaxyl] amino] -3- (6- (crif IvoroMatbyl) -IH-benzimidazol-a 
ylJathyDphaayl} •8'aXD>, 1 . 1 -dimachylathyl eacar, 3,3-diaKldB, 
wao(criflnoxoaeatate) (SCI) (CA IHDSir HAHB) 

CM 1 

(XH a50315-5e-l 

OIF C30 E37 d F3 H5 08 S 



JUwelnca sceraoahamiatry. 



t-BnO O 
BH 850315-57-0 CAPUTS 

CH 7-0Ka-3-thia-a,4-dia2anananoic acid, 4 - [4- [ (25) - 3- ( [a -omino-S - 

(crifluoronwChyDphienyl} amino] -3-( ((1, 1 -dine thy lethoxy) earbanyl] amino] -3- 
OPto pmpy l] -a-chlorqphenyl] -t-oxo-, 1, 1 -dimethylethyl eater, 3,3-diaicida 
(SCI) (CA IHDEX HAMB) 

Abaoluta ataraochaBiatry. 




|,^Hs,^^COu-t 



C03H 



LS ABSRBt C OF 31C CAPUDS COraiGar 3005 ACS on STH 
A0CS5SICR HWBSBt a005t331S39 CAPUTS 



AtnHDl{8) t 



COBPOSATB SOtJftCBi 



SOUKCE: 



OOCWBIT NUMBBt! 1«3:43«35 

TITLE t CAxfooaic anhTdrase inhibitors: vyndieiii* and 

inhibitim of cytoaolic/tuBor-M«oci&t«d ea^anie 
anhydra«« iaozyoea I, II, IX, and Xll with 
g-hydrco cyaa lfanidaa - a ns« else -binding fmetim la 
cha doaign of inhibicors 

Vinua. Jaan-Wea; Iimooenci, AlaMie; V^mr, Jibanai 
Mcmcaro, Jean-Loaiaj Soozzafava, Aadnai Vullo, 
Danialai S\iparan< Clandiu T. 

Laboratorio di Chlnica Bioinorgonica, Uiivcraic* dagli 
Stndi di Pirense, Polo Scie&tiflco, Florence, 50019, 
Italy 

Bioorganle 6 Medicinal Cbaniacry Latter* (2005), 
15(»}, 3353-3358 
OODBTt BMCLBGi ISSN: 09CO-094)r 
ElMviar B.V. 
SOCWBIT TYPB: Journal 
LUIGVAOE: Qigliah 

AB RKHSOaKHCB (I, B - occyl. dacyl, dodacyl, ca2Ph, CEFb2] were prepared by 
oonveralan of He3CSiMeaQIlB3 to Ma3CSiIte3CeiBS03CBCO3CHe3 and then to 
Ma3CSiMaaOiatS03CHC03<ate3 and hTdxolyaia, to inveatigua idiecher tlila 
zinc-binding function ia efficient for the deaign of iahibicora tergeting 
the ertoeolie (hCA I and II) and tranmenbrone. coaor-aaeoeiated (hCA IIT and 
XII) iaoensynea of carbonic anhydrose (CA, SC 4.3.1.1). The parent 
EaNSOauaOH was a nore potent inhibitor than au If amide or aulfamlo acid 
dariva. against all iaoenzyoiea with inhibition conata. in the range of 473 
nM-4.05 m. I were lesa inhibitory againat hCA I (U in the range of 
S.S>I.3 m) bat nore inhibitory againat hCA II (XI in the nnge of 
SO.S-473 nK) . Hie MOM aictuieioa waa true for thm tnmaz--aaaoai«ted 
ieoensynes, with XI in the range of 353-790 nM against hCA IX and 373-674 
DM againat hCA XII. Sooie siilfomides and aulfaxoatea posseaeing similar 
■ubatitutioa patterns were also investigated for the inhibition! of these 
iaoensynea, and sooa sulfamidsa are wore efficient inhibitors than the 
correapooding salfaaatee. Potent CA inhibitors targeting the oytoaolie or 
tuaor-aaaociated CA iacenzynea can dma be daaignad fron varieoa claaaea of 
aulfcMUttidea, aulfaaidaa, me aulfaaaCea and their derive., conaidaring Che 
extensive interactiona in idiich the inhibitor and the enzyn» active aice 
are engaged, baaed on recent X-ray oxyacallog. data. 

IT eS3758-92-6P 

BL: RCT (BeactanC) > SPN (Synchetio preparaticai) i PBBP (Prepantien) j EACT 
(Beactant or reagent) 

(preparation of V-hydroigr*alfaBideB aa oaxbanie ahhydvaae iaoensyne 
inhlbitora) 
BH 853758-93-4 CAFLUS 

ca 5-GBta-3-thla-a,4-diaBa-«-ailaoctanoic aoid, CC. 7, 7-cetranBthyl-, 
1,1-dinathyl ethyl eater, 3,3-diaxide (9CI) (CA INDEX KUIB} 



f it 



-1'- 



BEFSBTCB CCUNT : 
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ACCESSION mjKBEB: 

DOCtMEarr humbxs; 

TITLE: 



3005:284150 CAPUTS 
143i3553S7 

Praparaticn of inidaaelyl inhibitora of 



I1IVI2R0B(S1 : 
PATBIT ASSIGUEE{8) t 



15-1 ipoKygenaae 
Heinstein, David S. 



U.D. Pat. Ippl. 



Ngn, Xhehycmgi 
Pobl., <5 pp. 



Bobl, Jeffrey A. 



DOCCMBVT TVPB: 

FAMILY ACC. HW. CXSUST 
PATSrr IBFOSMATION; 

PATEOT HO. 

US 3005070588 
PBICRITY APPLH. IHFO. i 
OTBS SailRCS(8) I 



Patent 

Bigliah 

1 



KIBD DATE 

Al 20050331 
MKBPAT 143 (355347 



APPUCATIOV KO. 



VS 3004-933594 
US 3003<499530P 



CK3 




The title cmpda. I [one of K or L - J3B3 and Che other ia J3B3i Jl, J2 - 
a bond, CO, OCO, C03, etc.; J3 - (un) substituted alkenylene, 
cycloalkylcne, allcenylcne, etc.} H ■ H, alkyl, cycloalkyl, oryl, ete.i El, 
B3 ■ E, allcyl, cycloalkyl, atyl, etc.i B3 » phthallBido, (nn}aubati toted 
BBS03Z, SEOOZ, etc. i Z - (ttQ)a^Btituted SHa, alkyl, cycloalkyl, etcj, 
uaefnl for treating diseaaes related to the IS-LO caaoade (no data), were 
prepared E.g., a tnilti-step synthesis of II, starting fxcn 
4-chloro-4 * -aethoK^Tutyrapbenaaie, was given. The pharmaceutical ooapoaicia 
coDpriaing the compound I ia claimed. 
648948-61-8^ 84e948-63-0E 848948-64-1? 
848948-6S-2F 848948-67-4P 

BL: PAC (Pharmacol ogical activity) i SPV (Synthetic preparation] i THIT 
(Therapeutic nse) i BIOL (Biological st\tdy) t PEEP (Preparation) i USES 
(Vaes) 

(prei>arat icos. of imid&zolyl inhibitors of IS-lipoocygenase) 
e4e94B-61-8 CAPUTS 

Cazbamic acid, ( ( [3- (5- (4-meChoKypthenyl) -2-phenyl-lE-imida^ol-4- 
yl]ethyl]a]aino] aulfonyl] -, S-pdwi^Iethyl eater (9CI) (CA IKDEX lOME) 



CH3- CHa-MH-^HH- C- 0^ CHa" CHa*- Ph 



XH. 848948-43-0 CAPUTS 

CH Caxbomie acid, [ [[3- (5-(4-aetheBcyplienyl) -3-phei7l-lB-imidazol-4- 
yl ] ethyl] amino] aulfonyll -r hexyl eater {9CI} (CA INDEX lOKB} 




CHa— cBa— KH-s-Ma-c-o- (CHa)s~H« 



BN 848948-64-1 CAPUTS 

CM Carbamio acid, [ { (3- [S- (4-BiaChQxypbenyl) -3-phenyl-lH-imidazol-4- 
yl ] ethyl] amino] sul fonyl] ethyl eater (9CI) (CA INDEX NAME) 



CHa— CH2-»H-|-1 



BN 848948-65-3 CAPUTS 

CN Carbemic acid,. ( {(3- (5-(4-iMthoKyphenyl) -a-phenyl-lE-imidazol-4- 

. yl ] ethyl] amino] BUl f ony 1] -, 1,1-dimethylethyl eater {9CI) (CA INDEX 1 



CHa- CBa-»H- j- HE- C- CBu - b 



BV 848948-C7-4 CAPUIS 

CB Caibemlo acid, 1 (t3- I5-(4-«eehaxyidianyl) .3-pllaJqrl-lR-imidalol-4- 
yl)ethyl]aaino]aulfaDyn 4 -pantylFhenyl eater (9CI) (CA IllDOC 1 




CHa~CBa~N^, 



■|-MB-C-0 — Ns,^ 



L9 AHSMSt 8 OF 316 CAPUTS COPYBIOST 3005 ACS on STV 



ACCESSION NtJMBER: 
DOCWfEST NUMBIS: 
TITIi:: 



AXTIEOS{S) : 
CCKPOBATE SOTRCE: 



PUBLISHES : 
OOCTMEIIT TYPE I 



3005:339333 CAPUTS 
143:447168 

Bromoallenes as allyl dication equivalents in the 
absence of palladium(O) : Synthesis of bi cyclic 
sulfomides by tanxiem cyclizacion of broooallenea 
Hamaguehi, Bisoof Kasoka, Shcheit Ohno, Elroaki) 
Tana)ca, Tecauaki 

Graduate School of Phanaeentical Seieneea, Oaaka 
TBiiveraity, 1-6 Yamadaeka, Suita, Oaoka, 545-0871, 
Japan 

Angewondte Chemie, International Edition (3005), 

44(10), 1513-1517 

CGDESs ACIEF5I ISSN: 1433-7851 

Wiley-VCB Verlag OnibH A Co. XOoA 

Jcunial 

Bigliah 



Terminal broooallenea eontaiuing sulfonenide and sulfaaide moietiea auch ai 
niCBaNHSOaNHCBac{CB30R}3CB:C:CHBr (X i B - Me3C5i (Me] 3] undergo 
regioseleetive cyelocendenaatioa reactions to yield mooiocyclie 
eulfenomides and bicyollc sulfamldes such oa II [B - Me3CSi(Ma)a] . tttiile 
Che cyelocondensacion of a bromoal lene -containing sulfonamide to a 
sulfonylazepine requires a palladium cacalysc, reactive bromoallenyl 
sulfonamides or sulfemidea can act aa allylio dication equivalent in 
cyolocondenaation vaooticna in the abaence of palladium eatalyata. E.g.. 
treatment of I with a aolubioo of aediun hydride In methanol followed fay 
stirring for 4.5 h at CO* yielda II (B - Me3CSi(He)3} In 918' yield. 
147000-78-0 

BL: BCT (Beactant) i BACT (BeoctanC or reagent) 

(preparation of a broooallenyl sulf amide and ita baae -mediated 
regioseleetive cycloccndenaation reactions in the preaence and abaence 
of palladium eatalyata to yield bioyelic aalf amides] 

147000-78-0 CAPUTS 

Cazbaotic acid, (( (phenylmethyl) amino] aalf 007!) 1,1-dimaCliylathyl eater 
(9CI) (CA INDEX NAME) 



S IT 



THiSB JOtE 45 CITES SETQEHCES AVAIUBLS FOB IBIS 
BBCOSD. ALL CITATICHS AVAILULB XH IBB RB FORMAT 



AITSnOt 9 07 31 C CAPL0S COPYRIGHT 2005 ACS c 



ACCSSSION KWBES: 

sociMarr niMBBt: 

TITLE: 



3005:316833 
143:375493 
Prcpartttla 



CAPUTS 



PATBIT ASSIOHSB(S) : 

senses: 

DOCCKiMT TYPE: 
LAHGOAGE: 

FAMILY ACC. HUM. COOHT: 
PATBTT IHPOBMATIOS: 

PAtmiT BO. 



mnnecins and avwrneecin 
•nbscicucad In tbm 4*- and 4" 
position, aa ins«cticida« «nd aearieidsa 
Maxphy Kaaaabl, FicuAi Pittaroa, TlwDaai Malaafiaehf 
Patari Caaaayre, Jerooaj Ooavanca, Laxu«) Jaag, 
Pi am I BtMtar, Otenar Pmna 
Syngane* Parti oipatioia Ag. Svies. 
POT Inc. i^l.r GS pp. 
OODBV: PinDS 
Pa Cant 



KIW OATB 



APPUCATION BO. 



DATE 



> 3005031569 



Al 20050310 ffO 2004-EP9594 

H: AB, AO, AL, AM, AT, A0, AZ. BA, BB, BG, BS, BH, 

CH, CO, CR, CO, CZ, DB, DK, CM, DZ, BC, EE, BO, 

GE, (a, GM, BR, W3, ID, IL, IH, IS, JP, KB, KG, 

LK, LS, LS, LT, UT, LV, MA, MD, MO, MK, MB, MH, 

BD, NZ, CH, PO, va. PL, PT, EO, BV, SC, SD, SE, 

TJ, TM, TB, TR, TT, TZ, UA, TO, TO, VZ, VC, VS. 

BW: BT), GH, OM, KE, LS, MR, MZ, BA, SD, SL. SZ, TZ, 

AZ, BY, EO, XZ, KD, EU, TJ, TM, AT, BB, BG, CE, 

EE, B5, FI, FS, GB, GR, H(7, IB, IT, UJ, MC, KL, 

SI, SK, TR, BF, BJ, CF, CO, CI, Ot, GA, OB, OQ, 

SB, ID, TO 

PRICKITY APPLB. IBFO. t GB 3003-30176 

OTBES SODSCB(S) s HASPAT 143 1375493 

OI 



20040837 

BY, Bz, CA, ea, 

ES, FI, GB, GD, 

XP, KB, XZ, IC, 

MX. HZ, NA, NX. 

SO, SK, SL, SY. 

YV, ZA, at, zn 

TO, at, ZH, AM, 

CY, CZ, DE, DK, 

PL, PT, RO, SE, 

OR. ML, MR. BE, 

A 30030838 




AB Iba citla eoopda. I aharain cha' boad bacwacai carbon acona 33 and 33 ia a 
aingla or dorobla bcodj n la 0 or It Rl, ia Cl-ClSalkyl, C3-C8oyeloalkyl or 
CS-ClSalkanyl? ud aithar (A) B3 ia BR3X4. and (1) X ia C, wtaarain K3 ia, 
for inatanea, H, unaubacicucad or nono- to pentaaubatitutad C1-C13 aUcyl, 
and R4 ia, for inacanca, vuooo- to pencaatibatittitad C1-C13 alkyl, 
imaubacituted or ncno- co penCAsubscituced C3-C13 cycloalkyl) or (3) TC ia 
S, «hax«in R3 ia, for inatonce, H, unaubatitatad or nono- to 
pentaaubatitutad CI -CI 3 alley 1, and R4 ia, for inatanea, H, unaubatitutad 
or Bono- to pentaaubatitutad C1-C12 alkyli or (3). If ia 0 or S, aliarain B3 
and B4 togethar ara, for inatanea, a tbraa- co aavan vanibarad alkyleaa or 
a four* to aavan-nanbarad alkanylana brldgat or (B) R3 ia Cft5, X ia O or 
S, wharain RS ia, for inatanea, C1-C13 alkyl, nono- to pcntaaubati cucad 
C1-C13 alkyl t or, if i^rapri&ta. an B/Z iaacner, E/2 iaonar mixture and/or 
cauccoer tbaraof , in fraa fora or in aalt fom, ara preparad aa inaaeticidaa 
and acaricidaa. 

IT B4718C-(»-0C 847187-12-CV 947ia7-I3-7» 
B47187-81-5S 847187-62-CP 

SL: AOS (Agricultural uaa) t SPB (Synthatie preparation)! BIOL (Biological 
attidy) » PREP (Preparation) i USES (Uaea) 

(preparation aa inaecticide and ac&ricide) 
RB 8471 B6 -69-0 CAPLDS 

CB Avermactin Ala^ S-O-damathyl 4 ' ' - ( ( (phenylaaino) aulf cnyl] carbamate] 
{9CI) (CA ZBDSX BAME] 

Abaoluta ataraooSiamiatry. 
fioubla bond gaoaatry as ahoan. 




SB 847187-13-6 CAPLWS 

CB Avermactin Ala, S-O-danethyl -, 4 " - [ [ [ (phaaylmatfayl) amino] aulfcnyl] carbama 

ca] (9CI} (CA INDEX BBME) 

Abaoluta ataraoeliemiatry. 
Double bond gcKxaecry aa ahoan. 




CB Avatmactin Ala, S-O-denethyl-, « ' • - ((amiao«ilfcayl}eailMaaca] (»CI) (CA 
IBDSX BAMS) 

Absolute ataraodxcnistry. 
Double bend gaonatry as shown. 




BB 647187-61-5 CAPUTS 

CB Avemaetin Ala, S-O-denethyl -25-da (1 ^metfaylpropyl ) -35- (1 -methylethyl ) -, 
«''-[(( (pbenylmetkyl ) amino] anlfcnyll eazbamata] ( 9CI ) (CA IBDEX BAME) 

Abaoluta ateraoc^amiatry. 
Double bond gaoaetry as shown. 




RB 847187-63-6 CAPUTS 

CB Aveneetin Ala. 5-0-(tenMChyl-35-«fa (l-oachylpn^l) -25- (l-mathylathyl) 
4"-l[(pltanylaaiBo)sulfoayllcacfoaB*ta) (9CI) (CA IBDSX BAME) 

Abaoluta ataraoebamistry. 
Double bend gaooatzy' as shoMi. 




ACCESS! OBT OTMBES: 



IIIVBITOB(S) I 



Doctwaar type: 
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TBSE ARE a CITED SBTEBENCES AmiUtBLB FOB THIS 
ALL CITATIONS AVAILABLE IH THE SE ] 



CAPLUS COPYSIGBT 2005 ACS «m STH 
aOOS:10aM3 CAPUJS 
142(380333 

Preparaticm of fiwad Chi adiui cadi oub, pttrcieul«rly 
dicKothiadi&siii]rliijgihch*l«ncsiBa, m anciviml «s«nca 
for the treacmcmt of isf«ocioa« involving 
BHA-ocoitaiaing viral •peei«a waeih «• h«p«tieia S and C 

«nd HIV 

Batchinaon, Doagl«a K. t Balletclni, John S.i 
Batabosnarf David A. i Biahep* Richard D. i Borohaxde, 
IhomaaB.i Boaa«« ToddD.} Cixilc, Suaaall D.i Flascga, 
Qiarlaa A. i Oac«a, Bnull«y D.i Green, Brian E. ; 
BinmAa, Mira M. t Huang, Peggy P. i Klein, Larry L. i 
Krueger, Allan C.i Laracm, Daniel V. i Leanna. M. 
Scdwrct Liu, Daclmn> Madigan, D&xold L. « McDanial, 
Keich F.I Randolph, Jdtm T.i Roekv&y, Todd W, i 
Roaenberg, Tereaa A. « Scawart, Knt 0. i Stoll. Vlnoant 
S. ; W«gnar, Rolf) Yeuag> Ming C. 
Abbott Laboratoriea, USA 
POT Int. J^l., 384 pp. 
CODEU: PZXXDa 
Pacenfc 
Bigliah 



KIND DATE 



APPLICATICW NO. 



BY, BZ, 



A3 30050303 WO 2004-US37000 
A3 300S0519 

AE, AO, AL, JM, AT, AU, AZ, BA, BB, BO, BB, BW. 

CN, CO, CK, CU, CZ, DB, DK, DM, D2, EC, EE, BS, ES, FI , 

GE, m.. GM, HR. EU, ID, IL, IN, IS, JP, KE, KG, KP, IS, 

LK, I£, L5, LT, UJ. LV, MA, MD, MG, MK, MET, MW, M^, MZ, 

ttO, NZ, CM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, 

TJ, TM, TS. TR. TT. TZ, UA, U>, US, UZ, VC, VN, YU, ZA, 

I Sn, GB, GH, KB, LS, MT, HZ, HA, SD, SL, SZ, TZ, UG. ZM. 

AZ, BY, KG. XZ, MD, KO. TJ, TM, AT, BB, BO, CB, Cf, CZ. 



CA, CH, 
GB, CD, 
KZ, LC, 
NA, NI, 
SL, SY, 
ZM, ZH 



sa. TD, TO 
PBIGBITY APPLH. IKFO. : 



FS, Ca, OR, EU, IB, IT, UJ. MC, NL, PL, PT. RO, SB. 
BJ. CF. CO, CI, at. GA. GH, 00. GV. ML, MR, BB, 



MARPAT 143:380333 



US 2003-847480 



VV// 





lliiadiaainadicnaa I (A ■ bcbo- or bioTollo axyl. eyoloalkjrl. haceroazyl, 
hatarocyelyl I B - (\u) aubaci tucad S-oKo-l-eyelepantan-l-yl, 
6-aKo-l>cycIchexen-l-yl, 7-qjco-I -cyclohapten-l -yl, <-oxo-l,3-cyclohexadien- 
1-ylj n - 0-4, R6 - H, (un) anbatituted alkyl, alkenyl, allcynyl > R7 - HC. 
CHC, oaN, oxo, halo, (un) aubacicuced alkyl, alkenyl, alkynyl, acyloxy, 
alkojcyearbanyloKy, eco.). parcipularly fnaed dioxothiadiasiuyl-aubatitucad 
najhthal ancnaa aoeh «• II and thair anolata aniosi aalca, ara praparad aa 
antiviral aganca for tha eraacnant of infaetiona involving RBA^ecntaiaing 
viral apaoiaa audh aa tha hepatitia B and C viruaaa and HIV. Alkylatieo 
of Me phenylacetate with allyl brcxnlde and sodiuUL faydrida, hydrogenacion 
of the alkenes, eater cleavage vith potasaiua trimetfaylailanolace Co yield 
3 -phenyl - 3 ♦propylpm tannic acid, ccnveraion of tha acid to tha acid 
chloride and acylatien of di-Et nalonata, acid-catalyzed cycleocdenaation, 
direct amidacicQ of the eater vith 3 -ami nnbrnaeneaul f onanide , and 
cyelocendenaatien yielda lit treataent of II with aqueooa aodim hydxoKida in 
acetenitrila: water yielda the enolata anica aodiun salt of II. 
(Bia(&lkylthio)uethylena] cyclohexenadlotiea III (Rl ■ H, (un) subatltuted 
alkyl. alkenyl, alkynyl, alkoKycarbonyl, aminoc&rfocxiyl « S3 - H, 
(un) Bubatitu ted alkyl, alkenyl, alkynyl; S1S2C - (un) subatiCuted 
cycloalkyl, cycloalkenyl i R3, B4 - H, NC, OSC, halo, OaK, (un) aubatituted 
alkoxy, ajcylaxy, aa 1 nooa rt>eoy 1 eacy , aulfcoyloxy, aainoaxilfcnylo}^, etc.) R3 
and B4 may foxn. (with the eaxbcn.8 to which they are attached) an aryl, 
heceroaryl, cycloalkyl, cycloalkenyl, or heterocyolyl ringi R13, R13 > 
alkyl, alkenyl, alkynyl] are claimed. Processes for the preparation of I ara 
alao claixtad. I inhibit hepatitis C viral SNA polymerase with ICSO valuaa 
of 3 nM to 500 MM and inhibit hepatitis C replicacicxi with ECSO valnea 
of between 5 nM and >100 pM. {no data on individual coopda. ) . 
847441-49-OS a4744I-98-9r e47442*52-8P 

BLi PAC (Phamaeologioal activity) i KCT (Raaetant) t SPN <Synchatie 



preparaticm) i THU (Therapeutic uaa) ) BIOL (Biological atiidy) i PREP 

(Preparacicb) I RACT (Reactant or raagant) i USES (Vaaa) 
(preparation of fused thiadiaainedicnaa. particolarly 
dioxothiadiazinylnaFhthalenonea, as antiviral agenta for the treacmant 
of infections Involving SNA -containing viral species such as hepatitia B 
and C and HIV) 

847441-49-0 CAPUJS 

Caxbamic acid. ( ( { 3 - [3 , 4 -dihydro- 1 •hydzt3ixy-4 -natfayl -4 - ( 3 -mathylbutyl ) - 3 - 
CKO- 2 - na p ii t h ai anyl | -1. l-diaxido-3H-1.3,4-bcn^oChiadiazin-7- 
yl]amino] aulfcoiyll Fhanylmetlqrl aater {»CI) (CA IHDEY HAMS) 




047441-88-9 CAPLUS 

Cazbaaio acid, ( {{3- {3,4-dihydrD-l-hydraacy<4-naeliyl-3-eo(o-4- (3- 
phanylprepyl ) - 2 -nayhthal cnyl ] - 1 , 1 -di oxido- 2H-> 1 ,2,4 -benzothiadi asin-7 - 
yllaBlnolaulfemyl] pbeaylMClqrl mmtmr (9CI) (CA INDOr HAMS) 




BN 84 7442 -5 2 - 8 CAPUTS 

CN Caxbamic acid, [ I [ |3- 1 (4S) -4-(3, S-diuaChylbutyl) -3,4-dihydro-l -hydz>»(y-4- 
nachyl -3 -oxo-a -naphthalaayl) -1 * 1 -dieKidD-3B>thiaao (3, 3 -a] - 1 , 3, 4 - chiadiaain- 
7-yl)aetlqrll<nii»>l*al'<n7ll-' phanyluathyl aatar (9CI} (CA IHDEir lOMB} 

Abaoluta ataraocha^ i atry . 




XY 



B47441-47-eP 

RL: PAC (Phanaeologieal activity)! SPB (Synthatie prapBLzatian) i THU 
(Therapeutic uae)i BIOL (Biological atud^) « PREP (Praparatioto) i USES 
(Uses) 

(preparation of fuaed thiadiaslnAdiaoaa, particularly 
diaxothiadiazinylnaphthAlenonea, aa antiviral agenta for the treatment 
of infections involving RHA-ccntaining viral apeciea such aa hepatitia B 
and C and HIV) 
047441-47-8 CAPLUS 

Cazbaaio acid, ( { (3- (3 , 4-dihydxo-l -hydzaxy-3-axo-4, 4 -dipropyl-3- 
naphthalenyl ) -1, l-dioxido-3H-l,3,4-]>cnzothiadia2in-7-yl] amino} aulfcnyl) -, 



phenylwthyl aater (SCI) (CA INDEX 1 



IE) 




e47443*74-7S 847445-06>lP 

SL: ECT (Reactant), SPN (Synthetic preparation), PREP (Preparation), RACT 

(Reactant or reagent) 

(preparation of fuaed thiadiazinedicoea, particularly 
dioxothiadiazinylnaphthalcaooea, aa antiviral agenta for the treatment 
of infaetiona involving RHA-eoncaining viral apaciaa aoeh aa hepatitia 1 
and C and HIV) 

84 7443 -74 -7 CAPUDS 

CaztMBie acid, [ [[3- (7«f luoro-^,4-dihydre•'l-llydreKy•3-axe•4,4•diprepyl-3- 
naphthalenyl) -1, l-diaKido-3H-l,3,4>bansothiadiasin>7>yl] amino] aulfonyll 
phenylnathyl aatar (9CI) (CA XNDEir NAMB) 




XT'- 



HH-S-HB-C— 0- CBa— Ph 



HH 84744S-06-1 CAPUJS 

CB Carbamio acid. [ ( (3- (4 - (cyclcpentylmathyl) -3,4-dihydro-l -hydro3cy-4-ttatbyl- 
3-OKo-3-naphthalenyl] -1, 1-di oxido- 3R-1. 3. 4 -benzothiadi azin-7- 
yl] amino! anlf any 11 -, phenylnathyl aatar (8CI} (CA INDBT NAME) 
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Prcparatioa of be&zinldazole. benzothiazole and 
boazoMSola darivmeivtts and chair ia*« «• LtA4 
taydralM* nodalacon 

Axa, Pruik V. i B«abene)c, Sooce D. i Buclar. Christa{^er 

B. > Bdmrds, James P,i FoiirlB. Axme M. ) Oriea, Chaxyl 

A.'f Savall, Brad M. ) Taya, Savin L. i Vai, Jiannai 

Jonasen Fharmacaucica H.V. , Balg. 

PCT Inc. Afpl., 465 pp. 
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STSUCTUBE DIAGSAM TOO LASGB FOB DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

iB Coopda. I and related benzyl amine analogs ar« disolosad (whareln )C - NRS, 
O, S) B5 - H, Mfti Y - CH3. Oi Z - O, a bend) W - CH2, CHRl -CH2 > BX • H, 
CB, i^erein the Bl -attached caxbca member In said CHBl -CH3 ia not directly 
accadiad to tha N aeuber to «hicli aaid R ia attached) &4 > H, CMe, CI, F, 
Br, I, OB. NB3, CN, CF3, Mai SS - H. Fi B3, B3 - indapeadencly S03-«lkyl, 
alk(en)yl, alkylpbanyl widi proiriaaa, ate. i or 11B3K3 - (un)aub«ticuted 



hatarocyclyl ring}. Leukotriana A4 hydrolase {LTA4H} iahibitora of 
formala I, including their enantiotaera, diastereomara, raocaiea. 
tauccoers, hydrates, solvates or phaxoaceutioally acceptable salts, 
asters, or amides, ootqns. ccntaining them, and their use for the treatmoiti 
pxwention or inhibitioQ of £nf lamZBaticn and/or caoditions associated with 
inflaamation ara disclosed. Par exaiqila, II was prepared, in 3 steps, by 
redact iv« aainatioa of 4 - (banaoch i azol -2 -y Icatyl banzaldeiiyda wich 
{methyl) (piperidin-4-yl)eazbaaio acid cart-Bu astar, acidio 
BOC-daproteotiA, and naetlen of tha amine taydroehlorida with MaSOaCl. 
II displayed a IC50 fif 1 nM in a raceobinAnt hnan LTA4 hydrolase assay. 
B41202-7C-4F. I { [4- {Bcn9Eothiawl-2-ylaBiy)benzyl]piperidin-4- 
yl) (nethylaainoanlfonyDlevbamie aeid tart-batyl aacer 
B41204-66-8P 

BL: PAC (Phatttaoologloal aetlvicy) i SPV {Synthatlo prsparatieo) i TBU 
(Therapeutic usa) i BIOL (Biological atncfy) i PSEP (Praparatioi) i USES 
(Uaes) 

{drug candidate) preparatiooi of bensimidazoles, banzothiazoles and 
bcnza»zoles as LTA4 hydrolase inhibitors for treating inf lanimatlana) 
841303-74-4 CAPUre 

Caxbaaie acid, [ IE [1 - [ [4 - O-bansothiazolylacy) phenyl Inatfayl] -4 - 
piparidinyDnat^llaniiwlsulfcBqrl] 1.1 •dimathylathyl aatar (9CI) (CA 



Q41304-«(-fl CAPUTS 

Caxbsnic acid, [ ([1- ({4- (3-bcnzothiazolylaKy)phei^l]mathyl] -4- 
plparidinyl] a&ino] aulfcziyl] Ll-dinechylacfayl asear (9CI1 (CA ] 



XEPBOSICB CCONTi 



AHSRIK 12 OP 31 1 CAPLDS COPYKIOBT 2005 ACS on STH 
3005:120925 CAPLDS 
143:319285 

Preparation of benzinidasola, banzothlaxola and 
benzoxazole derivatives and thair usa aa LTA4 

hydrolase modulators 

Axe, Frank U. ) Beabenek, Scott S.i Butlar, Chriataiphar 
R. ) Edwards, Jaaes P.i Fcnrie, Anne M. ) Griea, caiazyl 
A.) Savall, BradH.i Tays, Kevin L. f ffai, Jiomni 
Janssen Phamaceutica N.V. , Balg. 
PCT Int. Afpl., 390 pp. 
CODEN: Pinm3 
DOCUIEMT TYPE: Patent 
LANOUAOE: Bigliah 
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O-p 



Coopda. I and related phenathyloaina and phenojgre thy lamina analogs are 
dlsoloaad [X - NH, NMa. O, S) Y - CB3. O) R4 - H. OHe, Cl. P. Br, I, OH, 
NB3, CH, CPS, Me) R4 . H. Ft R3, B3 - independently alk (en/Vn) yl , 
S03-alkyl. alkylhatetoaryl i or HB3S3 • (un) substituted heterocyolyl) . 
Laukotriene A4 hydrolase (LTA4B) inhibitors of foroula I, including their 
eiuudtioaers, diastersotaers, raoeuics, tautocners, hydrates, solvates or 
pharmaceutical ly acceptable salts, esters, or amides, con^ns. cooitaining them, 
and their use for the traatacnt. prevention or iDhibitica of inf laaaation 
and/or conditicns assoeiacad with inflsBBaCion *x« dlsoloaad. Por ajca;^>la, 
II was prepd, in 43% yield, by uinatloa of 2-(4-(2- 

BronoathcKyjphencKylbattsochiaMla {prapaxtttioi given) wich l-(Piparidla-4> 



yl)pyrrolidin-3-cEie hydrochloride. II displayed a IC50 of 1 nM In a 
reeoobinant hrnrwin LTA4 hydrolaae assay. 

e41202-76-4P, [ [[4- (Bea20thiazol-3-ylcKy}benzyl]piperidin-4- 
yl] (msthylaminosulfonyl) Jcarbamic acid tert-butyl ester 
841204-66-eP, N- [ (11- {4-(Benzothia^ol-3-ylQxy)benzyl)piperidin-4- 
yl] amino] aulfonyl] caittamic acid tert-butyl aster 

RL: PAC (Pharmacological activity) ) SPN (Synthetic preparation) j THU 
(Therapeutic use) ) BIOL (Biological study) ) PREP (Preparation) t USES 
(Vaes) 

(drog eandidatai preparation of banBinldazolaa, laenzethiazolas and 
banzoxasolas as LTA4 hydrolase inhibitors for treating inf lasonatiena) 
041203-76-4 CAPLUS 

CaAoaic aoid, ({([l -[t4-(3-bansoehiazolyloKy} phenyl) vathyl) -4 - 
piperidinyllnethyl] amino] sal fonyl] -, 1 . 1 -diustfeylaehyl aster (9CI) (CA 



841304-44-8 CAPLUS 

Caxbamio aeid, [ [ [1- [ [4- (3 -banzoChiazelylojqrlFhanyllmathyl] *4- 
piperidinyl] amino] aulfenyll -. l.l-div«thylathyl sacar (9CI) (CA ] 
NAME) 




-a. 



BEFESEIJCB CWNT : 
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3005:67059 CAPLUS 
143:336499 

Total Synthesis of Natural (-)- and 
ent- {•») -4-Desaceto>9'-6,7-dihydroviadoroaine and 
Natural and ent-MiOfOviiM i Qxadiasola Tandem 
Intramolecular Dials -A2dsr/1, 3 -Dipolar Cyoloaddi cion 

Boaction 

Yuan, Zheng Oingi lahikawa, Eayatoi Bogar, Dale L. 

Department of Chemistry and Tha Skaggs Institute for 

Chemical Biology, The Sorlpps Kasaar^ Institute, Xa 

Jolla, CA, 93037, USA 

Organio Letters (2005), 7(4), 741-744 

OODKN: 0RLEF7) ISSN: 1533-7060 

Amsriesn Chanieal Society 

Joamal 

Biglish 




Efficienc a&d unustuilly coaciaa totAl ayntheMs of boch enancicEiers of Uu 
AspidosperBA alkaloids 4 -deaacecaK7>6, 7'difaydro(riiidorosliiB (I) and 
nioovliis' (II) are dstailed. A tandem incramol . Dicla-AldBr/l, 3 -dipolar 
OTeloadda. reacticm of thm 1 ,3,4-C0cadiazole III, in vbidi thn* &•« rluga, 
four nm C-C bonda, and five atereoccncers are feomad, ia a key acap in 
Che aeqaenee. The availabil icy of pptically acciva naearial parnitted an 
aaeeaeiaaiit of Clia enanticxteric incegricy of ninovlne and cha aouraa of lea 
reported umieual optical rot&ticai. 
29684<-56-e 

BL: BCT (Seactanc) i SACT (Seactanc or reasent) 

(total ayntfaaaia of natural and enc-4-D«aaoatcoqr*<'''-di^<lravlndoniiaiaa 
•ad nacvral and ent-minotrlne via flSKadiaaole tanden intranol. 
Di«la -Alder /1, 3 -dipolar eyeloadda. raaetion) 

3»684-5«-* CAPUS 

Sthananinim. U.V-dietliyl-H- [( fBatlK»yeaxbcnyl)aaii»]attlfcngrIl -> inner 
■alt (9CI) (CA IHDEY SAKB) 



I J 



DOdMEUT TttZ t 



Patent 



FAMILY ACC. BCM. COOVTi 
PATEMT XBPCmfATIOVi 



MTEHT SO. 



KIBD DATE 



APPUCATKZI NO. 



«0 a004111051 Al 20041333 WO 3004-EPfi303 

Vt AB, AO, AL, AM, AT, AU, AZ, BA, BB. BG, BS, Bf. 

(37, CO, CB, or, CZ, OK, CM, DZ, DC, EE, BO, ES, 

GH, OK, HR, Ht;, 10, XL, lU, IS, JP, KE, KG. XP. 

Ut, LS, LT, UJ. LV, KA, MO, MO, MK, KS, MS7. HX, 

DZ, CM, PO, PH, PL, PT, KO, KU, SC, SD, SB, SG, 

TM, TH, TR, TT, TZ, XIA, 00, US, UZ, VC, VS. YU, 

SWi BW, Oa, GM, KB, LS, Mff. HZ, BA, SD, SL, SZ, TZ, 

AZ, BY, KO, KZ, HD, HT, TJ, IM, AT, BE, BO, CH, 

SB, ES, Fl, FX, (B, m. WJ, IB. IT, U7, HC, BL, 

SI, SK, TR, BP, BJ, CF. CO, CI. CM, OA, W, OQ. ' 

SS. TD, TO 

DS 10337439 Al 20080108 DE 3003-10337430 

US 300S03S931 Al 30080303 US 3004-8C5719 

PSIOBITT APPLU. IHFO. i DB 3003*10337439 

US 3003-4B7309P 

81 



DATE 

30040S11 

BY, BZ, CA, CH, 

71, GB, GD, GZ, 
KR, KZ, LC, 

MZ, NA, m. BO, 

SK, SL. sr. TJ. 

ZA, ZM. ZV 

va. ZK. ZV. AM. 

cr. CZ. DS. SK. 

PL. FT. SO, SB. 



30030410 
20040410 
A 3003061B 
F 30030715 



1 r 



O ^ 11 CH3-C=C— CH3 



REFESaiCE CCUNT: 



TEERS ARB 37 CITED RBFBEtBTCES AVAILABLE FOB THIS 
BECOSD. ALL CITATICHS AVAIUUSLS IN THE RE FQBHAT 



ANSnSX 14 0? 316 CAPLU5 COPYEKST 3005 ACS on STN 



ACCESSICN NIMBER: 
DOCVMBIT BUMBES: 
TITLE: 



IMVBITOBCS) ! 



PATENT ASSXa(IEE(S) t 



2004:1137381 CAPLUS 
143:74585 

Praparaticm of imidan 



rxidasin 



I related 



I aa dipapci^j^l papCldaaa IV (DPP- IV) 
inhibitara for the treatment of diabetes 
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Title conpds. I [Rl - alkyl subatitnted 3, 4-dil7droquinoliiqrl' 
3,4-dlhydroisoqiiinolinyl, 1,4-dihydroquinazolinyl, ete.t R3 ■ B, F, 01, 
etc.; R3 • (un) substituted alkyl , e.g., cycloalkyl, cycloalkenyl , aryl, 
etc. I E4 - (un) substituted azetidln-l-yl, pyrrol idln- 1 -yl » Y - H, C-RSj HS 
> H, alkyl] and their pharuaceutically acceptable salts and formulations 
sere prepared For exasple, TFA mediated dspiotection of Boc -amine II (X ■ 
Boc) afforded claimed imidasopyrldasinone II (K ■ H) in 63 > yield. In 
dipeptldyl peptidase IV (OPP-IV) inhibition aaaaya, 8-exaiagples of conoids. 
I exhibited IC50 values ranging fra 3>58 DM, e.g., the ICSO valvus of 
imldascpyridaz incne II (X - H) waa 14 nM, Coqida. I are olalmad to be 
useful for the treatment of cyp* I and typa II diabataa mallitua. 
29684-5C-8, Burgess reagent 

SL: BCT (Raactane} i RACT (Reastant or reagent) 

(praparatleoi of InidnBapyridaslnsDas and related coqida. aa dlp«pei<i^l 



peptidase IV (DFP-IV) inhibitors for the treatment of diabetes) 
29 684-56-9 CAPLUS 

Echanamlniua, H, U-diethyl -H- [ [ (methasqrcatbcnyl laalno] •ulfooyl] -, in 
salt (9CI) (CA INDEX KAME) 
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AB The title oompds. [I i p « 0-3> Rl, R4 - halo, alkyl, hydreucyalkyl, 

haloalkyl. alkcKyalkyli q - 0-3> m - 0-3f X - COBH, BHCOi n - 0-3 1 R5, R4 
m H, alkyl I or R5 end R6 together with the carbon atou to shioh they are 
both attached can form a 3-4 ueB±«rsd cycloalkyl ringi R3 ■ 
(un) substituted 4 -.9 mrabered cyeloaDcyl ringi one of Y or Z is B and the 
other is CBS (irtierein R3 - [X1]8R9R10} XI > O, S, (un) substituted BHi a - 
0-1 ( RO - a bond, (un) substituted aDcylenei RIO » H, hydroj^, eaxboocy, 
etc.)), useful in treating rheumatoid arthritis, aathma. chronic 
cbatructive pulmcnary disease, csteoarthritia, and athereaelaroaia, «ere 
prepared E.g., a 4-8tcp synthesis of II.3BC1, starting from 
6-ehloxo-5-nltroqainoline l-oKids, «aa given. Each of the exsaplified 
coB^Hjs. I demonstrated antagonist activity, having a pICSO of > 5.5. The 
pharmaceutical camposition comprising the coapcusd I is disclosed. 

IT e03737-13-5P 

BL: RCT (Reactant) « SPB (Synthetic preparation)} PREP (Preparation) i BACT 
(Reactant or reagent) 

(prcparatiodn of quinolyl amides as new P3X7 receptor antagonists) 
RB 803737-13-5 CAPUTS 

CB 7-Oica-3-thia-3.4-diasaiiBnanoio acid, 4-[(3S] -1 - [6-cbloIO-5- 
{((eyolahe3qrln•ch7l)aadnoJcaxboB^l] -3-(pinolinyl] -3 -pyrrol idinyl] -4-oko-, 
1,1-dlttethyletlqrl ester, 3,3-diaxide (9CI) (CA IBDEX HAMB) 

Absolute stereochemistry. 
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143t 134530 

Usw uses for the Burgess reagent in chemical 
•ynthASis: Methods for the facile and stereoaeleetive 
fonnCian of sulfaml dates, glyoosylaminss, and 
•nlfaaides 

Hioolaoa, K. C.t Snyder, Scott A. i Longbotcon, Deborah 
A. ; Balbsndian, Annie Z. t Rosng. Xiaahai 
Department of Chemistry and The Skagga InatiCUta lav 
Chemical Biology, The Scrippe Haaaarcih InaCituta, -La 
Jolla, CA, 93037, USA 

Chsmlstry- -A BurcpMn Journal (3004), 10(33), 
8501-8604 

CODEB: CEUJEDi ISSBi 0947*4539 
Wiley-VCH Verlag OmbH fc Go. EBaA 
Jounial 
Biglish 

Althcu^ the Burgess reagent (methoKyearbcnylsulfamoyltriethylsBaonium 
hy dr oKide, inner salt) has found aignifieant uae in chemical synchssis as a 
dihgrdrating agent, almost so worit has been diraetad tomaxda its potential 
in ethar aynthetic applieatlma. It waa foond that the Burgess reagent ia 



rmaaxfcably effeeciw at acconpl idling a sumber of oosi-deliydrative ayncllstie 
casks vhen applied to a p pxapri atw substrates, sod as ch.e foztaatioD of 
salfsaidatss frcx& 1,3-diols or epcoty ales. « a- and 
P-glycosylazaizxes fttn eoibahydrates. aad eyelio sulfamides fraa 
l.a-saino ales. Befeod deliaeatins dis power of these new reoctioa 
uani folds, the enst nice ion of a gToap of olteznative Bailees* type 
xesgents that entenris the aeepe of tlieee new resjeciaos oven further is 
also dsMribed. 
29fiB4-56-e 

BL: KCT {Seocteoit} i BACT (Xeaotonc or reagent) 

(use of the Burgess reagent in the facile and stereoosleocive fonaatlon 
of salfoBiidates, glyoosyl nines « end sulfsnides) 

39 664 -56 >e CAPUTS 

EchonsBiniun. H, V>dietl7'l -H- 1 ( (nethoatyeozfoanyl ) smino] sul f onfl] - , ixmer 
•alt (9CI) (CA IBDOT NBMB) 



MeO-C-S — S-H*Et3 



439S85-11-2I> 439585- 13-4f 439S85-15-6P 
439585-17-8P 

BL: BCT (Seaccant) i SSS (Synthetio preporaticxi) i PBBP (Prepamticn) r BACT 
(Beaetsnt or reagent) 

(use of the Burgess reagsnt in the facile and sterea«eleotiv« fonation 

of snlfttidates, glTBoeylsBinea, and sulfonides) 
4395BS-11-3 CAPUTS 

Ethanominim, N, H-di ethyl -H- [ ( ( tphenylusthcsty) earixxiyl ] onino] sul f onyl) - , 
inner salt (SCI) (CA ZBDSX BKHE) 



Hi~ CH2'" or- C" 



BH 439585-13-4 CAPUJS 

Of Ethonaminim, H. H-di ethyl -V- ( [ [ ( (3-nitro|phsnyl]veChaogr]oarbanyl] aadno] sulf 
myll-. Inner salt (9CI} (CA IBDEiriaME) 




BV 4395e5>lS-6 CAPUTS 

CK Bthanominiim, H, N-diethyl -N- [ [ [ (3-i>roiMBiylGKy) caxbcnyl] ominol sulfeayl] - 
inner salt (9CI) (CA INDEX UBME) 



II J 

Et3*W-S— B — C- 0-CH3~CH=CH2 , 



439585-17-8 CAPUTS 

Echonaalniua, H, V-dietkyl -V-IIU2. 3, a- trlchloroschaxy) coxbcnyl I aadnol snl fo 
1^1]-. Inner salt (9CI) (CA IKIEIC BUfE) 



f J 



90222-26-7E 503310-56-3S 5(O310-60-9P 
503310-63-2V S03310-64-aE 503310-67-69 
503310-68-7V S03310-6»-eF 503310-78-9P 
721950-eO-lE 7219SB-ei-2F 7219S0-82-3P 
72l958-e3-4E 721958-84-5? 

BI>: SPN (Synthetic prepazati<xi) t PBBP (Preparaticn) - 

(use of the Buries reagent in the facile end stereoselective foxuatioo 

of salfs&idates, glycosyl amines, and sulf amides) 
90333-34-7 CAPLUS 

CodMuie aeid, I {eyclabexylankino) sulfonyl] methyl ester (9CI) (CA IKDBC 
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503310 -54-3 CAPUTS 

3H-3.1,3-BensoChladlaaine-3-oaxbflKylio acid. l(4-dlhydro-> nettayl ester, 
3,3-diaKide (9CI) (CA ISDEX HAHB) 




S03310-e0'9 CAPUTS 

3H-l,3.6-Thiadiazine'3-carbQxylic acid, tetrahydvo-, uetfayl ester. 
1,1-diCKide (9CI) (CA ZSDBir NAME) 



CN 7-Qxa-3-chia-3,4-diazaoatanoic acid. 4-wt.hnxy-, methyl ester, 3.3-dioxide 
Q (9CI) (CA IBDEif UAHE) 

II 

C-OMe 

it it r 

V^ff^ ' MeO-C-KB— j|-NH-'CH3~CH-CMe 

" O 0 



503310-63-3 CAPUTS SH 503310-78-9 CAPUTS 

Caxbamic acid, ( hMttQ^l (sbmylttethyl) ottino] sulf onyl] methyl ester (9CI) CH 3, 1, 3-Bensothladiasepine-3 (IH) -eaieboxylic acid, i.S'diisfdtO', netlxyl 

(CA INOEX HAME] ester, 3,3 -dioxide {9CI) (CA ZNDE3C UAME) 



I? if 

Me— lf-CH3-Ph 



BH 503310-44-3 CAPUTS 

CH Caxbemio acid, [(dicyclcdiej^lamino) sulfonyl] methyl ester (9CI) (CA 



BH 503310-47-4 CAPUTS 

CH Cazbamle acid, [[ (4 -nethflKypbeayl) amino] sulf coyl] -, methyl ester (9C1} 
(CA mOEaC NAME) 



KH 503310-48-7 CAPUTS 

CH Caxbmie acid, [ ((4-ayanaphe]qrl)«nlno] salfenyl] nsthyl ester {9CI) (CA 
INDEX HAKE) 



MeO- C— NH— S— KH 



BH 503310-49-8 CAPUTS 



r 




KH 731958-80-1 CAPUTS 

CH 2H-l,3,C-T!hiadiasine-a-carba}grlic oold, tetrahydro-4- 1 (4- 
methsKypihenyl)methyl) -, methyl ester, l.l-dioscide {9CI) (CA 



IHDEir HAME) 



it \y 



BH 731958-81-3 CAPUTS 

CH 2H-l,3.4-ThiadiaEiniB-3-carba>qrlic acid, 4-((4- 

cyanopheny 1) methyl ]tetz«h7dro-. methyl ester, l.l-dieocide (9CI) (CA IHDBIC 
KAME) 



1 



BH 731958-83-3 CAPUTS 

CH 3H-l,3,4-Thiadiaaine-3-carboxyllc acid, 4-((3- 

hronophenyl ) methyl Itetmhydro-. methyl eeter, l.l-dioKide (9CI) (CA INDEX 



H.0-" 



731956-03-4 CAPUTS 

3E-l,a,fi-Tbiadiazioa-3-earba37lio acid, tetrahydro-S- [ (S^necliyl-S- 
chienyDvachyl]-, oMChjl cacar, 1,1-diaKlda (9CI) (CA INDSr HAHE) 



Vi AE, AO, AL. AM, AT, AU, AZ, BA, BB, BO, BE. BW, BY, BZ, CA, CH, 

di, oo, CR. ccr, cz, OS, dk. bm, oz,. bc, e2, bo, es. n, gb, gd, 

GE, ca, oh, BB, Et7, ID, XL, IS, IS, J?, KB, XD, KP, XR, KZ, LC. 

U, LS, LS, LT, UT, LV, MA, MD, NO, KK, M2J, MK, MY, MZ, UA, m, 

BO, NZ, <M, PO, 7H, PL, PT. SO, Bt7, SC, SD, SB, SO, SK, SL, SY, 

TJ, T«, W, TK, TT, TZ, UA. OO, TO. OZ, VC, TO, TO, 2A, 31, ZW 

BHt BW, OB, (M, KB. LS. MSI, HZ, NA, SD. SL, SZ, TZ, UO, ZM, ZR, AM, 

AZ, BY, KO, KZ, MD, StT, TJ, TM, AT, BE. BO, CH, CY, CZ, DE, OK, 

BB, ES, 71, FB, G8, GB, BD, IE, IT, US, MC, UL, PL, PT, RO, SS, 

SI, SK, TK, BP, BJ, CP, CO, CI, CM, OA, OT, 00, OH, ML, MS. HE, 

SH, TD, TO 

PBIOBITY APPLH. IBPO. ; BP 3003 '1004 A 30030505 

OTBm SaiJBCB(S) s MABPAT 141:410709 



731958-84-5 CAPUTS 

I, 3, 7-Thiadia2epine-3(3H) -caitwKylic acid, tatralrydro-7- I ( 3 - 
aicrophenyl) methyl]-, methyl aater, 1,1-dicDClde (»CI) (CA INDEX KANE) 
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Preparation of N- (3 -phenyl ethyl} sal faaide dsrivatlv** 
aa integrin 04 antagoniata for treattaent of 
inf lanoaatoxy and imaime diaordera 

Jimenez, Mayorga Juan Miguel 1 Vidal, Oisperc Lanna; 

Warrellow, Graham 

Alminll Prodeafama Sa, Spain 

PCT Int. Appl. , 79 pp. 

CODEH: PinCDS 

Patent 

Qiglish 
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DATE 
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Title eoBq;>da. L-phanyl alanine deriva. I [wherein O ■ C03H, tetrazolylj L ■ 
direct bond, NRo, O, NRcCO, CON&c, OCOZlKc, HBcC03f Sc - H, alkyl 1 Rl , BS - 
independently H, (un) aubatituted (c7Clo}alkyl, alkenyl, alkynyl, 
heterocyclyl , (hetero) aryl , etc. > or NRIRS ■ (un) aubatituted heterocyclyl, 
heteroaryli R3, R4 * H, alkyl i RS • (un) aubatituted (hetero) aryl » Rfi > OH, 
alkoxy. N03, halo, alkyl ml fonyl, salfamoyl, amine, aoyl, eazbaxy, 
cazbamoyl, C3I, alkyl, «lkanyl, alkynyl, etc. i n > 0-3 1 and 
pharaaeeiitical ly acceptable aalta and eaters thereof] were prepared aa 
integrin c(4 antagcniata. For exanple, reaction of Ms 
(3S) -3-((((tert-butQxyeaTbanyl)amino]aulfanyl) amino] -3- [4- ((3,6- 
dichlorabenzoyl) amino] phenyl] prop! cnate (preparation given) with benzyl ale. in 
the preaence of PBu3 and AUDP in TH7, followed ley aapcmi f icatlcn with LiOB *H30 
in TEF gave (S)-II (43%). In a(Pl adheaiooi aaaaya, the latter 
iaKibicad V-937 cell adheaion to recombinant htman aoluble VCAN-1 with IC50 
values < 100 nM, Thus, I and coiqjna. coii{>rialng them are useful for the 
treatment of inf lanaatory and imnutie disorders (no data) . 
793725-13-05, Methyl (3S) -3- ( ( ( {tert-butoxycarbanyljamino] aulfaayl 
]amino] -3- (4 • ( (3 , 6 -dichlorobenzoyl ] amino] phenyl] propionate 
RL: RCT (Seactant)i SPN (Synthetic preparation)! PBEP (Preparation)} RACT 
(Beaccanb or ra«ganc) 

( inOexmadlacs I prcparac^on of N-ddienylaCtayDsulfamidaa as integrin 04 



antagcniats for treatment of inflammacoxy and insane disorder s) 
793735-13-0 CAPUTS 

L- Phenyl alanine, 4 - ( ( 3 , 6 -dicbl orcbenzoyl ) amino} -N- ( ( ( ( 1 , 1 • 
dimechylethaxy)carbanyll amino] sulfonyl] nethyl ester (9CI) (CA I 



Absolute stereochemistry. 
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3004i97«75S CAPUTS 
143:114305 

Correction of the Structure of a New Seaquiterpene 
froa Ciatus creticua sap. creticus 
Hatzellis, Xmstantinos; Pagona, Oeox^giaj Spyroa, 
Apoatolos; Deaetzoa, Coataaj Xacerinopaalos, 
Haralanbos E. 

Department of Chemistry, Uhivwrslty of Grata, 
Heraklion, Crete, 714C9, Greeos 

Journal of Natural Products (3004), C7(13), 199C-a001 

CODEN: JNPRDFi ISSN: 0163-3064 » 

American Chemical Society 

Journal 

aiglish 



C=3 CHa 

rf^' ^= 



In an attas^t to identify the structure of a aeaqui terpena from Ciatus 
eretictta s^. creticus prpposad in the literature as 1 , 1 ,4a, C-tetraaethyl- 
S^vschylana-l. 3, 3.4,4 a,5, B, Oo^oocahydraaaphthalans (I), the 
synchasis of ics ois isomsr II was carried cut in 11 steps and 9.5t yield. 
Coopariscn of the spectra of II and thoaa reported earlier for the 
synthetic trans iscmar I with the spectral profile of the isolated natural 
product indicated that Che latter waa not compatible with either I or XI. 
The correct structure was aasigned, by detailed spectroscopic anal, of the 
natural product, as 6-iscprppenyl-4, 4a-dittethyl-l. 3, 3,4,4a,S,6, 7- 
octahydrcniyhthalans (III). 
29C84-S6-a, Burgess rMgant 
RLi SST (Seagent)! SACT (Raaocant or reagent) 



(structural update for a drimane-type sesquiterpene isolated frm 
Cistus creticus ssp. creticus to a «remof)bi lane -type sesquitexpene via 
syntJiesis and spectroscopic anal.) 
39CB4-5S-B CAPLUS 

Ethanaminium, N, N-dletl^l -H* [ [ (methoxyoaxbonyl ) amino) aulf ooyl] - , inner 
salt (9CI) (CA IHDEir SAKE) 
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2004:944084 CAPUTS 
143:93339 

Expanding the Soqpe of C-H Aminatien throu^ Catalyst 
Design 

Espino. Christine 0. 1 Fieri, Kristin Hilliansf Kim, 
Mifayoog} Du Bois, J. 

Department of Chemistry, Stanford TJbiverslcy, 
Stanford, CA, 94305-5000, USA 

Journal of the Aoerican Chemical Society (3004), 
136(47), 1537B-15379 
CCOai: JACSATi ISSN: 0003-7063 
tesrican Ghaaloal Society 
Joamal 
English 

Anal, of the mechanism for Bh-mediated C-H aminatien has led to the 
devalapnent of a remar)cably effective dinuclear Bh catalyst derived from 
1,3-benzenedipropionio acid. Thia unique complex, Rh3(esp)3, is capable 
of proDotlng both intra- and inteznol. C-H oxidation reactions, and in all 
casea is svqperior to Rh3 (03CcSu)4. For the first time, C-H insertion is 
dascrilMd with urea and salfonide sabstratas to give 1,3- and l,3-dia&ino 
derive., reap. In addition, Intemol, anination of laenzylio and secondary 
C-H bonds ia ahown to prooaed affielantly anran usdsr ooiUlltiens in idiieh 
the starting alkana is anployed as the limiting raagaot. 
813440-63-OP 

BL: SPN (Synthetic preparatlen) 1 PBEP (Pnparaticn) 

(renaxkably effective dinuclear Sh catalyst dsrived from 
1, 3 -benzeuedi propionic aeid] 

813440-63-6 CAPUTS 

3H-l,3,6-ThiadiaBin«-3-carbaxylic acid, tetrahydzo<S -metliyl - , 
1,1-diuethylatlqrl aster, 1,1 -dioxide (9CI) (CA IHSBir HAHE) 



.XT 
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U3»9SM 

Sercndiplcciaa dlacovtry of as imexpect«d i 



Arroagraeut 



CH 



lead* CO c«o n«« ela»a«« of potencl*! protMM 
iahibi cors 

Sung, Jiayiiigi LaI. Zheng i (%roat«». CbriacofiMr S. i 
WoBig, TsttCihini Can, Viugdosigf Alliscen, Xarin B. i 
Udiliemr Savidj Hoidal. Jdm S. « GroaCM, Villlan C. 
Seporcnent: of Cheaiatry, WiehlM Scat* Utaivarsicy. 
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6349-6254 

OODEHT: BMECEPi ISSS: O96B-0V96 
Elaavlar Ltd. 
Jbozaal 
Erxgliah 

Hie pachogeneaia of a range of hnaian diaeaaea ariaea f rou Che aberrant 
activity of proteolytic enzynea. Asenta capable of aelectively nodnlating 
the activity of theae enzyoea are of potential thezapaiitio valua. Thua, 
there ia a continaing need for the deaign of acaf folda that can be uaed in 
the davalafBamt of new olaasea of pracaaM inhibitor*. The auchora 
daaeribe herein the aarandipitoos diaocvery of an UMxpeeted rearrangenenc 
chat laada to Che foznacion of two novel tee^l&taa that can be used in the 
deaign of proteaae inhibitora. 
808732-08- IP 

RL: FRP (Propertiea) } RCT (Seactont) > SPV (Synchetio preparation)! PSBP 
(Prepavaticn) t SACT (Beactant or reagent) 

(maxpeeced rearrangenent leada to two na« claaaeB of potential 

ptotaaaa inhibitora) 
808753-00-1 CAPUTS 

?-CBui-4-ehia-3,8-diazano>ianeic acid, 8,8-diMthyl-3- (a-uathylpzoprl) 'C-oxo* 
3-(phaityl««thyl)-, matliyl eater, 4,4-dicacida (SCI) (CA IBDraf KAMB) 



PTJBUSBES: Slaevier Ltd. 

DCCDKEZIT lYPB: JoDxnal 

LAHGOAGB: Bigliah 

OISB SailRCB(S) ( CASKEACT 141:337438 

AB Factor Xa (flCa) la a aerina proteaae, idiich playa a pivotal role in Che 
ooagolation caacade. To isprove the oral anciooagalanC aotiviey of flfa 
inhibitora ecntaining a 1, 4>diaacpane noiecy aa Che P4 part, a pvodrofg 
atrategy vaa examined Aoorag the coqpda. evaluated in ^ia acody* aaldnniae 
prodTuga bearing an eater ooiety ahowed effective oral anticoagalanc 
activity in nice. 

IT 220219-97-6P 

BL: PAC (Pbaznacological activity}! SPB (Synthetic preparation)! TED 
(Tharapantio nae) ! BIOL (Biological atttdy} ! P&EP (Preparatlm) ! OSES 
(Vaaa) 

(oaAed aaidiaaa prodmga of diasapana dariva. with anticoagulant 

activity) 
BB 330319-97-6 CAPUTS 

CXI CaxtMBaic acid, [ [{4- (haxahydro-4 -uetfayl-lH-1.4-dlatapl&-l-yl)pheiqrl) ((?- 
[ {faydrxscyaaioo) inincoachyl] -S-napiichalenyDiDethyl) amino) anlf onyl] -, ethyl 
eater, trifaydrochloride (9CI) (CA IBDOC BAMS) 
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771584-75-95 771584-7e-2P 

RLs BCT (Beactant) J SPN (Synthetic preparacicn) » PBEP (PrBparati<zi) 1 BACT 
(Reactant or reagent) 

(naaked anidinea aa prodruga of diazepone derive, with anticoagulant 

activity) 
771584-75-9 CAPUTS 

Cazbanie acid, [ ( [ ( 7 -eyno-3 -naphthalanyl ) ma thyl 1 (4- (hexahydrD-4 ^Bathyl-IH- 
1, 4-diazepin-l-yl)plu3iyl) amino] eulCfloyl] -, 1,1-dinetbyleChyl eater (SCI) 
(CA INDEB NAME) 




771SB4-78-3 CAPUTS 

Carbamie aoid« [ [ [ ( 7 -oyno- 3 -naphthalanyl) me thyl] [4- (hexahydio-4 ^aaClyl-lH- 
l,4>diazepin-l-yI)ph«Kyl]caino]aulfflayll ethyl eater. (9CI) (CA INSSJT 
NAME) 
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CASREACT 141:407679 
A aerie* of bicyelic asa cooqpound inhibitora of ehoriamate mntaae (EC 
5.4.99.5) of Eacheriehia coli was designed, prepared, and evaluated againat 
the asyam by vooi coring the direct inhibition of Che ehoriamate -to- 
prephenate cooveraion. Bone of these aza inhibitora displayed tighter 
binding to the enzyme than the native substrate, chorisoate, or greater 
inhibitory action than a previously reported ether analog. FMrtheroore, 
no time -dep e nd en t loss of enzyme activity was observed in the presence of the 
3 potentially reactive aza inhibit<3ra. Theae reaulta in ccnjunctim with 
inhibicicn data from a broader seriea of choriaoiate mutase inhibitora 
allowed a novel proposal for the mochanistlo role of ehoriamate mutase Co 
bo developed. This proposed maehaniaa vaa eot^tatl onal ly verified and 
correlated with crystallog. aCudloa of varlooa chorianate BUtaaea. 
29«84-S6-e 

RLi RCT (Beactant) 1 RACT (Reaotant or reagent) 

(design, synthesis, «uid evaluation of asa inhibitors of chorianate 

39684-56 -8 CAPLU5 
Ethananinium, B,N-diethyl-] 
aalc (901) (CA IHDEir BAMB 
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STRUCTURE DIAGRAM TOO LBR<S FGK DISPLAY - AVAILABLE VIA OFFLINE PRIVT • 

iB Title coupda. I [wherein A ■ moaooyolic or bicyelic ring aeleoted from 
hetero/aryl, cycloalkyl, cycloalkenyl , heteroeyelyl! Rl > H, 
(un) Bubatituted cycloalkyl/cyclo/alkenyl , alkoxycaibonyl/alkoDcy/aryl/aryla 
ulfanyl/arylsulfanyl/carboxy/cyono/heteroaryl/alkyl, heteroeyelyl, etc.; 
B2, B3 ■ independently H, cyano, halo, (un) substituted alkenyl , 
alkoxycarixxiyl , alkyl, heteroaryl, eto.> CB2B3C > 5- or 6-membered ring 
selected from Fh, pyridinyl, pyrimidinyl, pyridazinyl, thienyl, furanyl, 
I^T^azolyl, oxazolyl, thiazolyl, imidazolyl, isoKazolyl, i sothi azolyl , 
triazolyl, thiadiazolyl, tetrazolyl, cyolopenCyl, and cyclohexyli B4 « OH 
and derive., halo, HE3 and derive., etc. > BS ■ independently CN, N03, 
(un) substituted alk(en/yn)yl, hetero/aryl, arylsulfonyl, heteroeyelyl 
etc. I n > 0-4! their pihazmaceutically acceptable aalta, atereoiaomera, or 
tautomers] were prepared as hepatitis C (HCV) polymerase inhibitors for 
creating related infections. Thus II was prepared by al)cylation of III 
(preparation given) with trie (methyl thiojmetl^l He sulfate in AcCB, cyclizatla 
with 3-amino-4 [(4-raBthaxymethQxy)mathyl] Chiofhene-S'sulfonaaide, 
deprotection, condensation with cycl opropanacazboxal dehyda , redaction with 
LiBH4. I inhibited ECV polymerase with ICSO'a in the range of 0.003 HM 
Co 500 m. I inhibited BBA replicacifln with BC50 in the range of 0.003 
|« to > 100 MM. I ejdiibited a oycopathio effect redaoticn with TC50'* 
in the range of 6.6 MM to > 100 MM. 

T 691351-96-39, Benzyl 3- {3 - (4-hydrcocy-l- isopentyl -3-axo-l, 3-dihydro- 

[l,e]napbthyridin-3-yl) -1, l-dioocido-4H-l,3,4-benzothiadia2in-7-yl] -1,3,3- 
dlazachiane-l-caxboxylace 3,3-diaxide 691361-99-69. Methyl 
3- (3-(4-faydroKy-l-i8cpencyl-3-CKO-l,3-dihydro- [1 ,e)naphthyrldin-3-yl) -1, 1- 
diaKido-4B-l ,3,4 -benzothiadiasi&-7-yl) -1,3,3 -diazathiana -1 -carbaxy lace 
3,3-diOKide triechylamine salt S9US2-03-SP, 3-Aminoebhyl 
3- [3-(4-bydroKy-l-iscp«ntyl-3-eKO-l,3-dihydro- (1 , einaphthyridin-3-yl) -1 , 1- 
dioKido-4H-l,2,4-b«nzothiadiaain-7-yl] -1 ,3, 3 -diazathiana -1 -earboxylate 
a,3-diaxide trif luoroaeetlc acid salt 691362-20-6P 
691362-31-9C 691362-46-69, Methyl 3- [3- (4.hydroKy-l- 
ieapencyl-3-CKO-l,3-dihydro- (1 ,01uaphcfayridin-3-yl ) -1, l-diaxido-4B-l ,3,4- 
bensothiadiasin-7-yl] -1, 3, 3-diasathiane-l-oaxboKylaca 3,3-dioKide 
69U62-47-7S, Al lyl 3 • [3- (4 -hydroxy-l -i aopentyl -a -oxo-l , 3 •dihydra. 
{1 . 8 ) naphtlgrrl din* 3 ^yl ] • 1 , 1 • di eKido-4E- 1 , 3 , 4 -bonarachiadiaain*? -y 1 1 •! , 3 , 3 - 



dlaMfchions-l-c&ibcBcylACe 3. 3<cUcKldB 691362-49-9F, a -Cyaooachyl 
3- (3-(4-hydra3cy-l-iBopeiicyl-2-ooco-l,3-<lil^dro- (1. S]nAphtliyridin-3-yl) -1,1- 
diaxldo-4H-l ,2,4 -boi20Chi*diaaiii-?-yll -1,3,3 -dlasachiua-l -caxtexylaca 
3.3-diaxids S91362-50-2E, 3-(Trla«t±7l«ilyl)eth7l 

3- C3-(4-bydr«9cy-l-l*opcntyl*3-aKO-l,a-difay«jzo- (1, 8Jii4«>htliyri<iin-3-yl) -1, l- 
diaxido-4E-l ,3,4 -benzochiAdiuin-7 -yl| -1,3.3 -dl&zathi&ne -1 -earbeocy late 
a,2-di«KidB 69U62-S6-8S, 3-JtaliKwtl7l 3- [3-(4-faydr«y-l- 
i•ef)catyl -3-om-l , 3 -<Ulxydro- [1 , Bln^AiiJirri 

fcenzQbhiadia2ln-7-yl] -1, 3,3-diasatblaiia-l-eaxbaKylate 3. a-dioKide 
BLi PAC (Pharnacologieal activity)! SPI7 (Synthatio praparatioo) i THI7 
(Tharapautic um) i BIOL (Biologicsal study}} PKEP (Preparation) i USES 

(anti-in£eetiv« agenti preparaticm of 1,1 -dioxidabenxothladiaainea aa 
hapaeitia C pelyoaraaa Inhibitora and anti-infectlv« ageaca) 
BH (913(1-94-3 C1PUT8 

CS Caxbaaie asid, (I|3- [l,a-dlhydro-4-hydraxy-l-(3-aethylbacyl) -3-aicD-l,S- 
xu«bcfa7ridin-3-yl] -l,l-dioxido-3H-l,3,4-b«izoehiadiasin-7- 
yllaainolBnlfosyll phanylmetfeyl «at«r (9CI1 (C& IBDBf lOKS) 




O 0 o o 



BH (91341-99-4 CAPUTS 

CH Cazbanic acid, ( ( (3- (1 ,a-dihydrD-4 -hydro«y-l - {3-Mthylbutyl} -3-am-l,e- 
IlaIIiIthy^ldi&-3 -yl] -1 , 1 -dla3ddD>3H-l, 3, 4-benzothiadiasin-7- 
yl] amine} •ulfcmyl]-, natlgrl aatar, aa^A. vich H.V-dlachylaeluuiamina (Itl) 
(9CI) (CA tmjX KAME) 

CM 1 

GSM 491341-90-5 

CH7 032 Ba4 H( 04 S2 




DO CO 



CM 2 

CRN 131-44-8 
CMP C4 HIS V 



r 



BH 491343-03-5 CAPUTS 

CH Caxfoonio aoid, [ I [3- [l,a-dihydi»-4-hydraigr-l-(3-Mthyl]»tyl} -a-om-l.B- 
nofhthyridin- 3 -yl ] -1 , 1 -dieotidB-aB- 1,3,4 -tansothi adlazin- 7- 
yllamiaolralfoi^l) 2 -aalsoachyl eater (9CIl (CA IHDBC BSKB] 



CH3~ CH2~ CHMaa 




0 0 0 0 



KN 491362-30-4 CAPUTS 

CH CattMmio aeld« [ [(3- [l,3-dihydro-4-hydroxy-l-(3-naUiylbutyl) -2-axo-3- 
pyridinyl} -l,l-diaKido-3H-l, 3,4-benzothiadiazin-e-yl]a»iiiol8Ul£aiiyl] 
phenyloethyl eater (9CI} (CA IKDSir HAHB) 




' CH3~ CHa"" CBMej 



O 



BH 491343-31-9 CAPUTS 

CH Cazbaulc acid, ({ (3- [1- (cyelcfcutylauno] -1 , 2-dihydro -4 -hydroxy -2-0X0-3 - 
qainolinyl] -1, l-dioocido- 2H- 1,2,4 -bea«>thiadlaaia-7-yll«Bino] aulfctiyl] -. 
pbenylwathyl ester' (9CI} (CA ZHDEY H&MB) 




OH 



BN 491342-44-4 CAPUTS 

CH Caxbanic acid, C ( [3- Ura-dllLydro-4-faydra9gr-l-(3-mthyUutyl) -3-oxo-3- 
quinolisyl] -1. l-dieKido-3E-l,a,4-baiizoChiadiaain-7-yllaaino] ralfooyl] -, 



nechyl aster (901) (CA INDEX HftKE) 



H3~CH3""CHMea 




691342-47-7 CAPUTS 

Carbamic acid, [ ([3- [l,2-dihydro-4-hydrao7-l-(3-netliylbatyl} -a-axo-3- 
qiiinolinyl] -l,l-diaxido-2B-l,2,4-beiisothiadiaziii-7-yl)ami&o] sulfccyl] - 
2-prcpenyl ester (901) (CA IHDEy NAMB) 



fHa— CHa*- CHMea 




691363-49-9 CAPUTS 

C&rbanic acid, [ ((3- (l,a-diliydro-4-hydraj^-l-{3-TnetJiyl]3utyl) -2-c«o-3- 
qainolinyl] -l,l-diaKido*3H-l,3,4>ben2othiadiazin-7-yl]anino] sulfonyl}- 
3-cyancethyl ester (9CZ) (CA IVDSX NAME) 




r""r' 



o-cHa-cHa-cH 



491343-50-3 CAPUTS 

Caibanio acid, ( {(3- (l,a-dihydro-4-hydrai7-l-(3-uathylbutyl) -3-aXD-3- 
qiiinolinyl) -1, l-dioDCido-aH-l ,2,4 -be&aothiadiazi&-7-yl| amino] sulfonyl] * 
2-(tri«athylsilyl)etlvl «ater (9CI) (CA IHDBC HAMB) 




HE- C- O- CHa— CHa— B iMea 



691343-S6-0 CAPUTS 

Carbaaic acid, [ I (3- (l,2-diliydro-4-hydR»y-l - (3-UBChylbatyl) -2-axo-3- 
quinolinyl] -1, l-dioKido-aH-l,a,4-ben«>cliiadia«in-7-yl] auino] sttlfcnyl) 
a-ooninoethyl ester (9CI) (CA IBDEK HAKE) 



[a~ CHa CHHea 




o"~ CHa"" CTa'~*'Ha 



691361-93-OS, 3-Chloroechyl [(3-{4-lqrdraogr-l- (S-mtlqrUsutyl) -a-oxo- 

1 , 2-dilvdro-l , 8-napiithyridln-a -yl) -1 ,1 -di(ucido-4H-l, 2, 4-bauocbiadlasin-7- 

yl ] anino] sul f any 1 carbamate 691362-02-'4P 

BL: BCT (Beactant) ; SPH (Synthetic praparatiaa) i PBBP (Preparation)) BACT 
(Beaetant or reagent) 

(intermediate) preparation of 1,1-diaxidabenzothiadiazines as hepatitis C 

polyverase inhibitors aitd onti-lnfeotlve agaats) 
(91341-93-0 CAPUTS 

Caxbamio add, ( [[3- [l,3-dihydra-4-hydrQ)cy-l-(3-wrthylbueyl) -a-oxo-l,«-- 

naphthyridin-3 'yl] -1 , 1 -diaxi(to-3H-l , 2, 4-bensothiadiasin-7- 

yl lamina] sul foayl] -, 3 -ehlorosthyl ester (9CI) (CA INDEX HAHB) 



jSg— CHa"" CBHea 



491342-02-4 CAPUTS 

Caxbamio acid, ( ( (3- [1.3-dihydro-4-hydrQ>7-l-(3-vathylbutyl) •a-axo-l,e- 
naphchyridin-3•yl] -1 . 1 -diaxido-3H-l, a,4-bansothiadiaain-7> 
yl] amino] sul fonyl] 3- ( ((1, 1- dimethyl ethaxy)earbaayl | nino|etlgrl Mter 
(9CZ) (CA INDEX HAMS) 



12" CBi^CBMe 2 




T"-r 
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3004t«ei39B CAPUTS 
141:307335 

Preparation of 1 , 1 -diaxido-4B-l, a,4-b«nBofchiadiAzixias 
mm hepatitis C polynara«e inhlbiton mad. 
aiiti*iaf«ctiv« ageac* 

Pntt, Jdtm K. } B«ttibean«r, S&vid A. i Domerf Paaala 
L. » OrMii, Brin B. « Xenpf, D&U J. » NcxlanUl. X«i^ 
P.) H&ring, Clareno* J.i Stell, Vincent S. f Zh«i9, 



1^ 

U.S. Pat. Appl. Publ., 
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30040819 

30040530 
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TJ, m, AT, 
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435131 
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410853 
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BE, BO, 
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GUT, OQ. 
US 3003- 
US 3003- 
US 3003- 
US 2003* 
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TZ, UO, 
CH, CV, 
NL, PT, 
OW, ML, 
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-410853 
-435131 
■679881 



30030733 
30031101 
30030410 
30031031 
BZ, CA, CH, CN, 
FI, GB, GD, GE, 
XR, XZ, LC, LK, 
HZ, HI, BD, HZ, 
SL, SY, TJ, TK, 
Zff 

ZM, ZH. AM, AZ, 
CZ, BE, DK, EE, 
SO, SB, SI, SK, 
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A3 30031101 
A3 30030410 
A 30030733 
A 30031006 



alfaa7l/«ryl«alf anrl/cai^axy/cyaao/hatero&xyl/alkyl, heterooyclyl, etci 
B3, R3 - indapcudently B, eyono, halo, {m} substituted a Ikenyl, 
alkoxyeazbcxxyl , alkyl^ hateroazyl, eco. i CB3R3C > 9* or 6-Braber«d ring 
•elected frou Ph, ^icidisyli pyrinidinyl, pyridazii^l, thie&yl, fnxaajrlt 
pyrazolyl, oocazolyl, Chlazolyl, imidazolyl, Isoxazolyl, isotbiazolyl . 
triazolyl, thiadiazolyl, tstrazolyl, cyclopentyl, and cyelehexyl t R4 - OB 
and derivs., halo, I1H3 and derivs. , etc. > B5 - independently CB, HQ3, 
(nn) substtcnted alk(czi/yn}yl, hetero/aryl, axylvolfanqr^' heterocyclyl 
etc. I n ■ 0>4» thalr pibazvaeeutically acceptable salts, stereoisomers, or 
tanteoers) were prepared as hepatitis C (HCV) polynarase Inhibitors for 
treating related infeoticos. Thus II «aa prepared by alkylacioo of III 
(prsparaciob given) with tris(TMChylthio}Bsthyl Me sulfate in AcCB, ^elisatia 
with a-«Biso-4((4-««thcaq^ehaxy)uetIx|rl] thiophene*3-sulfcnaaide, 
deprocsetien. cendmsaticn widi ^olc^xapsaaeazbciuldshyde, rmAicHan. with 
LiBH4. I inhibitsd BCV polynsraM with ICSO's in th« range of 0.003 m 
to 500 t inhibited SUA replieaticn with BC50 in the range of 0.003 

MM to > 100 MM. I exhibited a oycopathlc effect reducticn with TCSO's 
in the range of 4.6 >iM to > 100 pM. 

69136I'96*3P, Benzyl 3- [3-(4-lqr<^l=^30cy-l-isapencyl-3-axo-l,3'di.l7dro- 
(l,8]n^thyridin-3-yl} -1. l-dicKido-4H-l,3,4-benzothiadiasin-7-yl] -1,3,3- 
diaBathians-l'oazboicylats a.a-dioxids C913S2-47-7B, Allyl 
3- [3-(4'hydrcBcy-l-isflpcotyl-3<cwl,a-dil]ydro- [1.8]naphc^rridin-3-yl) -1, l- 
diaKido-4H•l , 3 ,4 -bcnsethiadiasin-7-yl) -1,3,3 *diaaathiana-l -earboxylata 
a,3-dioKide «91362'-49-9F, a-Cyano«thyl 3- (3 -(4 -hydroxy- 1 - 
iBep«neyl-3-axo-l,3-difaydro- (1 ,8]naphthyridin'3-yl) -1, l-diaxidD-4B-l,a,4- 
bensochiadiazin-7-yl] -1, 3, 3-diazathiane-l-cazbcKyIate 2,3-dioKide 
S913S2-90-2F, 3-(Triaatl^lsilyl)ethyl 3- (3- (4-hydraxy-l-isapentyl • 
a-oKO-l.a-dibydro- Il,e]n^tlqrridin-3-Tl}-l,l-dicocidD-4H-l,3,4- 
b«iaothiadiasin-7-yl) -l,3,a-diasathlan«-l-aaxboKylac« a,3-di<scids 
BL: PAC (Phazoaeologieal activity); SPH (Synthetic preparaticn) ) TEU 
(Therapeutic use) ) BIOL (Biological aVady) i PHEP (Preparation) i USES 
(Uses) 

(anti 'infective agent; preparatico of 1 , 1 -dioxidobenzothiadiazines as 
hepatitis C polynerase inhibitors and ant i- infective agents) 
691361-96-3 CAPUTS 

CaztMMic acid, {({3- [l,3-dihydro-4-hydraxy-l-(3-iMithylbatyl) -2-axo-l,S- 
niqphthyrldin-3 -yl] -1 , 1 -dioxido-aa- 1, 3. 4 -benzethiadiazin-7- 
yllaninolsulfooyl} lOiBBTlmothyl ester (9CX) (CA IHDElf KAMB) 



H2~ CHa — CBHea 




691363-47-7 CAPUTS 

Carbaaic acid, t ( (3- tl,2-dihydro-4-hydro;qr-i - (3-tteChylbatyl) -3-oxo-3- 
qalnolinyl] -1, l-dioKidD-2B-l,3,4-benzothiadiazin-7-yl] aaino] sulfcnyl] 
3-prapaiyl CBtcr (9CI) (CA INDBIC HAMB) 



• STRUCTUEE DIAGEAM TOO LASCE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

AB Title ccnpds. I (wherein A - monocyclic or bicyclic ring selected frcui 
hstero/aryl, oyoloaDq^lf eyoleaI)cenyl, heterocyelyl j Bl ■ U, 
(un) substituted cyoloaUcyl/eyclo/alksnyl, aDccoqreazbcnyl/allcaxy/aryl/atyls 




691363-49-9 CAPLU5 

Caibamic acid, [ [ [3- (l,3-dihydro-4-hydrojgr-l - O-nsthyllmcyl) -3-axo-3- 
qiiinolinyl] -1, l-diaxido-3H-l,a,4-benzothiadiazin-7-yl]auinol salfcnyl] - 
3-cyanoethyI ester (9CI) (CA INDEIT HAMB) 




T""r 



OT" CHj" CBj" CH 



691363-50-3 CAPUTS 

Caxbanlc aoid, ( |{3- [t,3-dihydro-4-hydrai^-l-(3-methylbtttyl) -3-oxo-3- 
q^inolinyl] •l,l-diQKido-aH-l,3,4-banBothiadiazin-7-yl]amino} sulfonyl] - 
3-(trinBthylBilyl)etfa7l ester (9CX] (CA IHDEJf HIHE] 




[-C-0r-CH3-CHa- SiMej 



691361-93-OP, a-Chloroethyl I (3-[4-hydraKy-l- (3 -uathylbutyl) -a-OKO- 

1,3- dihydro- 1 , 8 -naflithyridin-a -y 1] -1 , 1 •dioxick><-4B- 1,3,4 -benzothi adiasin* 7 • 

yl] aaino] aulfanylcarbaBate 

RL: BCT (Beactant)t SPH (Synthstie prapaz&tion) i PBBP (Pzwp&znticn) i BACT 
(Reactant or reagent) 

(intsxmadiaCwi preparation of 1 ,1 -dioxidBbsnaothiadiazlnas as hepatitis C 

polymarass inhibitors and anti-infsotiva aguts) 
691361-93-0 CAPUTS 

Caxbamio acid, [((3-{l,a-dihydrD-4-hydrai7>l<(a-Mthylbatyl) •a'axD-l,a- 
napbthyridin-3>yl] -1.1 -dloxida-aH-1. a, 4-bsn^othladiaain>7- 
yl]amino) sulfoiirll -. a-ohlorosthyl estar (SCI) (CA ZBDOf HAMB) 




HH-jji-O-CKa-CBaCl 



743479-30-3P 

SLi PAC (Pharaasological activity) i SPH (Synthetic preparation] j THIT 
(Therapeutic use] i BIOL (Biological stud/) » PREP (Preparation) } USES 
(Uses) 

(preparation of 1 , 1 -dioxidaibenzothladiazines as hepatitis C polynerat 
inhibitors and anti -infective agents) 

743479-30-3 CAPUTS 

Carisamic *cid, [ ( (3- (l,3-dihydro-4-hydrQxy-l • O^iBBthyUsutyl) -2-qixo-3 - 
quinol Inyl ]-l,l-dicscido-3E-l,3,4 -benzo th ladi az in - 7 -y 1 ] aaino] sul f onyl ] - , 
[benylmithyl eater (9CI) (CA XHDEX KAME) 




-jpHH-J-O" 
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TITLBt 



PATENT ASSIOHEB(S) t 
SOURCEt 



FAMILY ACC. NW. COQIlTt 
PATSIT INFQBKATIQHt 



3004:675740 CAPUTS 
141:306837 

Preparation of ualcaiamides and related cornpotmds as 
Y-secretase inhibitors for the treataent of 
Alzheiner's disease. 

Galley, Oaidoi Ooergler, Aimic}c> Jaoebsen. Halnnt» 

Kltas, Brie Arglrios) Peters, Jens-Utoe 

F. Hoffnann-La Rwhe A.'-O. , Switz. 

PCX Int. Appl., 85 pp. 

CODEHi PIXXDa 

Patent 

Bigliah 



KIND DATS 



APPLICATION HO. 



HO 3004069836 



Al 30040819 HO a004-EP674 30040137 

AB, AB, AO, AL, AL, AM, AM, AM, AT, AT, AU, AZ, AZ, BA, BB, BO, 

BO, BR, BR, BH, BY, BY, BZ, BZ, CA, CB, CN, CH, CO, CO, CR, OR, 

CU, CU, CZ, CZ, OE, DE, OK.. DK, £M, OZ, EC. EC, EE, EE, BO, ES, 

ES, FI, FI, OB, GD, OB. GB. GB. OH, BR, BR, BU, BU, ID, IL, IN, 

IS. JP. JP. KB, KB. KO. XO. XP, XP, XP. XR, XR, XZ, KZ, XZ, LC. 

UC. IS. L8, LS, LT, UJ, LT. MA. MD. MD, MO. MK. MH, MR. Mlf, MK. 

MZ, MZ. HA. HI 



Bsvi Bw, m, m, IS, is. hh, mz, sd, sl. sz. rz. va. zh. zv, at. be, 

BO. CS. Cr, CZ, DB, SK. EE, BS, FI, FB, GB^ GB, S17, IE, IT. UJ. 
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00, or, HL. MR, BE. SU. TD, TO 

VS a00432O333 Al 30041104 US 3004-7(7.784 30040139 
PXKBITY APPLU. ISPO. t XP 300a>31»0 A 30030304 
OtHQ SODXCB(S) i MftBPAT 141 t30C837 
01 



r7\ 



{ C-T-L— »— CO-C— CQ-HH-CH-CO 



HOaC— CH- CO-HH-CHa 



•CO-CH-CO-SH 





Title cxnpda. I {L - bead. (CH2)l-a. CH{CB3) , etc. j C - cyclic ring, e.g., 
Ph, pyridinyl, furanyl, etc. i X - (B3)l,3,3( (B3)1.3,3 - H, GH. lulo, 
etc. I Bl, Bl' - H. alkyl, halo. etc. f R14 - B, aUcyl, (CHa}3CB, aco. ( A - 
Bubatituced 5, 7-difaydro-6H-dlbcas(b, d] azopin-C-omBa, l,3-dihydrD-5-iaianyl- 
I,4-benzodiazepin'2-caea, 3, 4-dil^dro-3-qiiiiloliiiaiiea, etc.) and Chair 
pbanoaceut ical ly acceptable aalts and fommlatiana were prepared Fbr 
example, ctxipling of 3-ttiaino-l , 3-dihydro-l -methyl -S-piienyl -aB-1, 4- 
benzodiazepin-a-one and malcsukinlc acid II, e.g., prepared froa di-Et Ma 
nalonate in S-atepa, &f fordad nalonaalde III in 67% yield. In 
Y-aecretaae inbibitioa assay*. 37-axaBples of ooaapda. I exhlbicad 
IC50 values ranging fxtn 0. 003 -0.11 |IM, the IC50 value of nalonaaide 
III «a» 0.03 MM. Coopda. X are clainad useful for the creatnenc of 
Alzheiner's disease. 
29584-5«-8 

BL: ROT (Kaactaut) i EACT (Beactant or reagent) 

(preparation of nalcaamdas and related cca^ris. as Y-secratase 
inhibitors for the treatamt of Alzheimer's disease.) 

39684-56 -0 CAPLUS 

Ethanaminiisa, N, V-diethyl-H- [ ( (^thaKyeazboayl )aninol sulfonqrH inaer 
salt (OCI) (CA IlIDEK lOME) 



ff J 



L9 IHSWXS ac CF 
AOCES5Z0V inMBSBi 



IHVBROKS) ! 
PATEST ASSI(B1EB{S) ; 



CftFLUS OOPYBIGHT 3005 ACS on 5TH 
3004:648535 CAPUJS 
141:190630 

Preparation of carb^senem derivatives as antimicrobial 



J Yukoi Kanada. Xaorij Sawabe, TalcehiJcof Tanabe, 

KiyQahi) Manxyaaa, Takahlsai Karazcno, Hisoyoi Takata 

Hlrooii Aihara, Kazohixot Atsuai, Banio 

Meiji Seika Xaiaba, Ltd., Jaqpan 

POT Int. Appl., 179 pp. 

COSEH: Pliriffia 

Patent 



PATENT HO. 



XIBD DATE 



APPUCATICH BO. 



DATS 



WO 30040C7S33 Al 20040012 VO a004-JP990 30040303 
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LK, IS, LS. LS, LT, UJ, Vf. MA, MD, MD, MO, MK, MH, MH, MX, MX, 
HZ, MZ, KA, HI 

PRIOBITY APniT. INTO. I , JP 3003-33945 A 30030131 

JP 3003-169938 A 30030613 

JP 3003-194688 A 30030710 

OTHER SOa&CS(S) i MABPAT 141 tl90(3B 

OI 




The title eoopds. I [Bl ■ B, nechylt R3, R3 > H. halo, ste.j a proviso is 
given) B4 - E, or moiety which can be h^drolyzed in vivo] are prepared 
Coopds. of this inventioQ in vitro showed IC50 values of 0.016 Hg/mX, to 
0.063 MgAiL against S. aureus a09P JC-1. 
738620-38-7 

BL; BCT (Seactant) i BACT (Beactant or reagent) 

(preparaciom of carbapenem deriva. as antimicrobial agents) 
738630-38-7 CAPUTS 

Cazbaaio acid, ( [(S-aainosthyDaninoIsulfasiyl] -, (4-nitrqphax^l)««thyl 



eater (9CI) 



(CA IBDEY NAME) 



JO" 



iT I? 



— HH""CHa~CHa~NH3 



IT 7386ie-87-6P 738619-96-OP 73B619-97-1P 

BL: BCT (Boaccant) » SPN (Synthetic preparation) » PBEP (Preparation) i BACT 
(Beactant or reagent) 

(preparation of earbapenem deriva. aa antimicrobial agents) 
RH 738610-87-6 CAPUJS 

CH l-Asabioyolo[3.a.O]hepb-a-ene-3-cai^cotylio aoid, 6- [ (IE) -1 -hydroo^achyl] -4- 
«ethyl-3*[I4-[10-(4-nitrephen7l) -6,6-diaxidD-l,8'dioxD-9-oxa-6-ehi«-3,5,7- 
criAzadee-l-yl] •S-thiaBolyl}chio] -7-agco-, (4 -nitrofhenyl )«MChy 1 «sc«r, 
(4R,5S,6S}- (9CI) (CA INDBT HAMB) 

Absolute stsraodhsBiBtry. 




73Q619-96-0 CAPUJS 

3-Thia-3,4,7-triazaoctanoic acid, e-(5-i 
(4-nicro|;ii«nyl|iBstfayl ester, 3, 3 -dioxide (OCI) 



• chiazolyl) -8 -a 
(CA IBDBT KAMB) 



^H. ff 1? ff 

C-NH-CHa- Caa— HB-j|-BB- C- O- CBa' 



-a' 



738S19-97-1 CAPUJS 

3-Thia-a,4, 7-triazaoctanoic acid, B-cko-B- (5 • ( (triphenylmathyl) thio] -4- 
thiazolyl]-, (4<nltrapheDyl)iMthyl eater, 3,3-diaKide (9CI) (CA INDEX 



.^S ff ff jfY" 

^ fl— c-Hg-CHa- CBa~HH-j|— HH- c- o- csa — 

S-CPh3 
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Preparation of aulf amides aa ant i- cancer agents 
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PCT Int. Appl., 160 pp. 
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P 30031331 
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I00a-437415P 




P 30031331 
















US 3003-4374B7P 




P 30031331 
















US aoO3*463804P 




P 30030418 



OTSm 80DRCS(S) t 
OX 



MABPAT 141tl40459 




CHa—iT-^ can- 1 



Salf«ttid«a, moA *• I. «er« pri^rad for uaa «• antieaxkear «g«nc» ahieh «ec 
fey aodulaclng the «ecivatiai mt^fm of abl or ber-abl «-kiUM 
proteiB*. Tbua. 4-EO3CCCH4CBajIESOaiZHC0B [ft - prrrol Idino] , prmpmrmd fm 
4>lta030C(H4CH31ZH3 md prrrolidlnft, «aa tcwMad with thm 

pyrlaidinylaminoanilin* fragment Co qlv« I, idiieli AoMd 10% lahiblcien of 

nan-pluMphozylacad abl kinaac at 10 MM. 

726192-92-3 

SLt ftCT (Kaaecant) i 8ACT (Saastant or raiment) 

(praparaelon of aulfamidas aa anti-eancar agents) 
73Cl«a-9a-3 CftPUJB 

7»{tota-3-thia-a,4 -diaganoBianolo acid, fi-ow, 1 , 1 •dimetbrleUiyl aacer, 
3,3-dieKida {9CI] <CA IHDS tUHE) 



L9 JUrsmS 3t or 31C CAPLDS COFniGBT 300S ACS ( 



if it 



726192-80''9P 728192-B3-2P 

KL! XCT (Haaetant)r SPN (Synchacio preparation) i PHBP (Preparation) i BACT 
(Keactont or reagent) 

(prcparaciian of sulfamidae aa ant i- cancer agent a) 
736193-80-9 CAPUTS 

7-CBta- 3- thia-a , 4 -diagaiwnianoic acid. 4 - [ [4* (wthaxyearbanyDflienylluethyl) - 
6-axo-. pbanyliaechyl aatar, 3,3-dicKide {9CI) (CA IVDBl lUMS) 



i iT 

r 

CH3~ IT" CBa^jp* ( 



AOCESSICV nMBBRi 



PATOTT A55I{aiEB(8).: 



DOCTMarr type: 

LWaVAGE: 

FAMILY ACC. NTM. CCyDHT: 
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a004iS70518 CAPUTS 
141:ia3C3C 

Synthaaia of nan^aynmatrical anlfamidea using 
BaraaBa>Cypa reagents 
IIioolaaa« I^n^aeoa C. i 
Seoce A. } Boang. Xiashai 
Dm Sorippa Sasaarch InsticuCa, USA 
U.S. Pat. i^I. Pabl., 14 pp. 
CODEir: USlClfCO 
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APPUCATICN BO. 



US 3004X38448 
PRIOttlTY APPUT. IHFO. 
OIEEB SCQSCEIS) 



30040715 



U5 aooa-tBSiss aoo3ioi4 
us aooa*4i793«p p aooaioia 

HAAPAT 141:133636 

A praotioal and hi ^-yielding aathod for the efficient, Gne<st«p aynchaaia 
of diverse classes of n,K* -differentiated eulfemidee ettplcys a wide range 
of anino ales, and si^la aminaa uaing Burgesa-type reagents. This 
nethodol. axtanda the ^lieaticm and availability of salfanidas within 
the fields of diaBioal biel., Qedioinal eaunical, asym. synthesis, and 
si^raaol. 

cheaical 

IT 29684-56-8 439585-15-6 721958-97-0 

KL: SCT (Seaecant) i KACT (Reactant or reagent) 

(in the synthesis of non-syu. solf amides using Bargeaa-type raagenta) 
SN 39<S4-56-a CAn.US 

CH Ethananiniun, H.B-diathyl-iar- 1 1 (mathoiyoaibcnjl ) anino] aolfaayll inner 
aalt {9CI} (CA IllDEir HAKE) 



MeO-C-M— J 



s 



736193-83-3 CAPUre 

6>Qxa>3-thia-a,4-dia2aoetanoie acid, 4- ( [4- (ueChcocycarbcnyDpbenyllnetfayl] - 
7, 7 -dimethyl -5 -oxo-. ethyl ester, 3,3-diaxlde (9CI) (CA INDEIC NAME) 



439585-15-6 CAPLDS 

Ethananiniuu, N,B-dietlqfl-H- [[ [(a-pTcpenylaxy)earbaDyl] amine) aulfocqrH - 
inner aalt (SCI) (CA IHOBir SAKB) 



it J 

Eta+M-jj— » — C-O^CH3-Cff=CH3 



731956-97-0 CAPUTS 

Ethananiniutt, Nr V-di ethyl -H- [ [ (phenajgrcarbcnyl) amino] aulfoayl) - 
aalt (9CI) (CA ISDBir NAME) 



it J 



0 



BN 503310-60-9 CAPLUS 

CK 2H-l,3,6-Thiadiazine-3-carbQ^lic acid, totrahydra-, nathyl ester, 
1,1-diaxide (9CI) (CA INDEX NAME) 



90222-26-7P 503310-56-3E 503310-59-6P 
503310-60-9P 503310-63-2F 503310-64-3P 
503310-67-6P 503310-68-7E 503310-69-8P 
S03310-78-9P 721958-76-5B 721958-77-6P 
721958-80- IP 721958-81-2C 721958-82-3P 
721958-83-4P 7219S8-84-5P 

BL) SPK (Synthetic preparation)! PKEP (Preparation) 

(syntheaia of ncn-sym. sulfsMidas uaing Burgess- type reagents) 
90333-36-7 CAPIiUS 

Cazbamic acid, [(cyolohaxylaHino)sulfoaiyl] stathyl ester {9CX] (CA ZNDBf 
NAME) 



BN 503310-63-3 CAPLOS 

CN Carbanio aoid, ( (methyl (phenylnethyl) amino] sulf any 1] methyl eater (9CI) 
(CA INDBlf NAME) 



I r 



503310-56-3 CAPLXTS 

3B-3,l,3-Benzochiadia3ine-3-«axt>Gntylic acid, 1,4-dihydro-, 
3,a>diaKid» (9CI) (CA INDBT KAMB) 



lechyl eater. 



OCc 



? if 

Me-H^CHa-Ph 

BH 503310-64-3 CAPUTS 

CN Casbamio acid, ((dicyalohe]grlaminD)sulfanyl] vatbyl eater (9CI) (CA 
INDEX NAME) 




S03310-59-6 CAPUTS 

3-Thia-3,4 -diasabicyeloO. 3. 3) n 

3.3*diwlda (9CI) (CA INDBV NA 



503310-67-6 CAPUTS 

Cazbmio acid« [ ((4-naGhoRyphan7l) amino] aulfoayl] wtl^l eater (SCI) 
(CA INDEX NAME) 



i-a-carfcoigrlio aoid, methyl aster. 



r s 



XH S03310-C8-? C1PLD5 

or QutMoic «eid. I ((4-c7ana|duui7l)aiao] mlfeoyl] wthyl aster (9CI} <CA 
IKDEir BUtSl 



r- 



BH 50a310>i9-S CAPUJS 

CN 7-Qxa-3-thia-a.4-diaaA06tanoie acid, €HMClioxr-< aatliyl e*c«r, 3,3-dioxida 
{9CI) (CA INDEX HIMB} 



MeO^ C— MH- S- MH- CHa— CH-Olto 



BH 503310-7B-9 CAPUTS 

CH 3,l,3-B«isoehiadiaMpijM-3{lH} -eaxteaqrllo Mid, 4,5-dibydro-. vachyl 
•sur, a,a>dia9ii<te (SCI) <CA XBDSf lOKB) 



r 




BN 721958*7fi>S CAPUTS 

CN CubflBic Aoid, ({«^W9rpliolinyl«nliio}«ttl£Gn7l]-, wUxyl mmtmr {9CI] (CA 
INSElf NAMB) 



I? 



BN 731958-77-6 CAPUTS 

CN CcutMuio «eid, [(S-thiasolidl&rloaino) milfoByl] wthyl esccr (9CI) (CA 



BH 721958-80-1 CAPUTS 

CN 2H-l,2«8-T1ii«dlasiiia-a>eaxtescylic acid, ucr«hydro-C- [(«• 

MtknypbuyllMChyl]-, nachyl •■t«r. l.l-dioKida (9CI) (CA ] 



BN 7319SB-ai>a CAPUTS 

CN aB-l,a,C«niladia«ixi«-3>earbgocylle acid, fi-C(4- 

cqrmoplMrnyl 1 wm thyl 1 f ti«liydro> , MChyl ••car, 1,1-diaKida (9CX) (CA ] 
NAME) 



BN 731958-83-3 CAPUTS 

CN 3H*l,3,6-'niiadiaaine-2-carbaxylie acid, C-[(3- 

brooepheny l)na thyl] cat rahydro-, nathyl aatar, 1,1-dloKida (9CI) {CA IHDBC 



BN 721958-83-4 CAPUTS 

CN SH-lrarC-Tliiadiaziiia-a-earbaxylio acid, tatrahydro-C -[ (S •nathyl -2- 
cbienyDnechyll-, mtbyl aatar, 1,1-diaKida {9CI) (CA INDEX NAME) 



BN 731958-84-5 CAPUTS 

CN l,3,7-nkiadlas«pina-2(aa} -eazbaxylie aeid, cacvabydre-7- [(3- 
nitrqpihanyl)u■thyl] -, Mthyl aatar, 1,1-dieKida (9CI) (CA INDSV 1 
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PATENT INPCBMATION: 



JP 200419<7Se 
PBIOKITT APPLN. INFO. : 
OIBEB SaDBCB(S) t 



3004:548809 CAPUTS 
141:117189 

Baman SOLTl inhibitors containing bansyl phenyl 
gluccpyranoaida or galactopyraziosidB darivativas 
Yonekubo, Shlgeruf Sblinlzu. ICazuoj Shibazaki, 
Toahihidai Tooaa, Hasaki i laaji, Kaaayuki 
Kiasai Phaxnaceutioal Co., Ltd., Japan 
Jpa. Kokai Tcfckyo Xoho, 90 pp. 
CQDBN: JKXXAF 
Patant 



APPU CATION NO. 



XXND DATB 

Aa 30040715 
MABPAT 141sll71<9 



JP 2003-404247 
JP 2003-352251 



20031203 
20021204 



Bfi BS B4 



AB Iba Imrantion proirldas hnaan gluoesa-sedlm eotraasportar (SOLTl) 

inhibitors eontaining baniylphanol derivativa raprasc&tad by cho following 



formula I (El - OH, CI -6 alkyl, CI -6 alkoscy, Cl-fi alkylchio, hydraj^{Cl-< 
al)cyl) , etc.! 83 ■ H, CI -6 alkyl. 01 -6 alkoxy, ph«noxy< phenyl thio, 
phenylanino, halogen) R3, B4, K5 - H, CI -6 alkyl, Cl-S alkoxy, halogent S6 
- H, CI -6 alkyl > R7 - H, OH, amino, Bwno/di {CI -S alkyl) amino, CI -« alkyl, 
Cl-6 alkcKy, hydro3qr(Cl-6 alkyl), c«j±wiiioyl (CI -S alkyl ) j G - 
P-D-glucopyranoayl , P-D-galaccopyronoayl] and plianaacol. 

acceptable salts or prodrugs thereof. A conpound S-l^drcKy-a-iaathyl-a- (4* 
((E) -3-(a- (sulfan0ylaaino}athylcarbaiiKiyl)vinyl}ben8yl]phenyl 
P-D-glucopyranosida was prsparsd, and castad for its affaat oo human 
S&LTl activity in vitro, and on blood gluoosa laval in rats. 
IT 7219fi9-40-0P 

RL; RCT (Beaccant) I SFN (Synchatio praparation) i PBEP (Praparaticn) i BACT 
(Beactant or reagent) 

(preparation of hnaan SOLTl inhibitors oontaining benzylpbesyl 
gluoopyzanosids 

or galaotopyranoaida dsrivs.) 
BH 721969-40-0 CAPUTS 

CN 3-Thia-2,4,7-triasaoetanadioie acid, bis(ph«nylmethyl) aster, 3,3-dioecida 
(9CI) (CA IHDBf HAKE) 



Vh" CB3~ 0~ C~"NB**^NH~ CHg*" CHa*~NH~ C~" Cr- CHa" 



L9 AHSHSB 30 CP 318 CAPUTS OOPYBIGHT 2005 ACS on STN 



DOCTMENT NUMBfSt: 
TITLE: 



INVB«TOB(S) : 
PATEXrr A5SI (31^(5) : 
SOUttCB: 

DOCWDIT TYPE: 
LAHOUAGE: 

FAMILY ACC. NW. COUHTi 
PATE21T INFOiBMATlON: 



3004t5ia50C CAPUTS 
141J76733 

Tyroaina kinase inhibitors for modulation of tyrosins 

kinaee aigoal transduotien and tharapy of Cyrosina 

kinase -dependant diseases 

Fraley, Mazfc E. 

Merck A Co., Inc., USA 

PCT Int. J^l., 63 

CQDBNt PincDa 

Patant 

Biglish 



PATENT HO. 



KIND DATS 



APPUCATION HO. 



NO 2004053315 
NO 3004053315 



30040634 
30041014 

A£, AO, AL, AM, AT, AU, AZ, BA, BB, &0. 
CN, CO, Ca, CU, CZ, OB, DK, DM, DZ, EC, 

CE, OH, an. HH, m, id, il, in, is, jp, 

m, LS, LT, LD, LV, MA, MD. MO, MK, MN, 
CH, PO, PH, PL, PT. HO, TO, SC. SD, SB, 
IN, TB, TT, TZ. UA, 00. XTS. 02, VC, VU, 
BN: BW, OB, CM, KB, LS, H». MZ, SD, SL. SZ, 
BY, KO, KZ. MD. BV, TJ. TM. AT, BB, BO, 
ES, FI,.PB, CS, OB, HIT, IB, IT, UT. MC, 
TB. B7, BJ, CF, CO, CI, Of, OA, GN, 00. 

US 3003 

MAEPAI 141176733 
AB lha present invention relates to oonpds. which 
wsdilata tyroaina Icinasa signal transdocti 
oo^ds., and matbods of using thsm to treat tyi 
dlsaasaa and oanditiona. su^ as angiogenaei 



NO ao03-US40139 



30031305 



PBIOSITY APPLN. 
OTBBt SaUBCB(S) 



INFO. ; 



BR, BW, BY, BZ, CA, CB, 

EE, ED, ES, FI, 08, GO, 

KE, KO, KB. XZ, LC, LK, 

Kg, MX, MZ, NI, NO, NZ, 

SO, SK, SL, SY, TJ, TH, 

YXX, ZA, at. ZN 

TZ, US, at, ZW, AM, AZ, 

CH, CY, CZ. DS, m. EE, 

UL. PT, RO, SS, SI, SK, 

m. ML, MR. HB, SN, ID, TO 
433445P P 30021311 

inhibit, regulate and/or 
ornrrnw. idiich contain these 
roeine kinase -dependent 
', tuaor growtb« 



ktlMXaaol«rD«i*, eugo related macular dssensraticm, diabatio raCinopBChy, 
oacalor edeaa, ratioal ioehania, inf lanaacory diaaasea, and cha like In 

IT 29684-56'e 

BL; BCT (Beaecant) t BACT (Baacbant or reagenc) 

(tTZoaina klna«« Inhibitors for nodulacion of tyroaina kioaM aignal 
craasdaetian and therq^y of cyroalna kioaae -dependent diaeaaea) 
XV 29fS4-5i-B CkPLDS 

CS EthanaBinita* S«H-dlethyl-n- [| (nachaxycazbcnyDaainoIatilfaayl] -< innar 

■alt (9CI] (CA nasBX sua) 



MoO-C-ll — ^H+Bta 
O 
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dBriva.tivee aa inhibitors of protein tyrosine 
fliosptiAtase IB 

INVB7ros(S) : Saxmji Peter Waddaitnuni Morlay, Andrew Davidi 

Bnnall. Sanial Jofani Toadar, Sorin 
PAiarr ASSIONEBCS) t Aaerasa&oca AB, Swsd.i Aatnzenaea UK Unitad 

SOOBCE: PCT Int. Appl., 48 pp. 

coDWt pxKima 

OOCCMBIT TYPE: Patent 

LAHSOAGB: E^gliah 

FAMILY ACC. imi. COmiT: 1 
PATOr INFaBNATXGH: 

PATESIT VO. XIKD DATE APPLXCATICN NO. SATB 



HO 3004050646 Al 30D40617 WO 3003-GB5130 30031136 

Wi AK, AG. AL. AM, AT, AU, AZ. BA, BB, BO. BB, BY, BZ, CA, CH, CS, 

CO, CB, CU. CZ, DE. DK, £M, DZ, EC, EB, BO, ES, FX, G8, GD, OB, 

OB. GM, m, Ht7, ID, IL, IK, IS, JP, EE, BO, BP, XR, KZ, IC, LB, 

IS. LS, LT, W, Vr, MA, MD, MB, NK, MV, KK, K£, MZ, HI, HO, HZ, 

CM, PO, PH, PL, PT. BO, RU, SC, 5D, SE, SO, SB, SL, SY, TJ, 7M, 

TN, TB, TT, TZ, UA, UO. US, UZ, VC, VN, YU, ZA, 34, ZW 

BR: BV, Oa, GM, KB, LS, M7, MZ, SD, SL, SZ, TZ, 7H, ZR. AM, AZ, 

BY, KG, XZ, MD, EU, TJ, IM, AT, BE, BO, CH, CY, CZ, DB, DK, EB, 

ES, FI, FS, 08, GB, EU, IE, IT, US. MC, SL, PT, BO, SE, SI, SB, 

TK, BF, BJ, CF, CO, CI, 0(, OA, W. QQ, GH, ML, KB, BE, SH, TD, TO 
PBICBITY APPUr. IBFO. i GB 3003-37813 A 30031139 

OTBBt SOQBCE(S) : MABPAT 141 :5434e 
OI 




R3 I 



AS Title cxofida. I [wharain Bl - H, (balogenolalkyl , thydroxy) alkcocy, 
alkylaoioo, etc. > B3 - H, {halogaio)alkyl. halogeno, alkcnyi B3 - 
alkylaaido or (iin)sabatimt«d alkyli B« > H, alkyl. (hetero) aryl } B5 > H 
or alkyl J and pharDacautieally aeeaptabla aalta thereof) ware preparad as 
inhibitora of protein tyroaiaa phoipihatasa IB (P1B1B). For exhale, 
5- U-Iacetaaidooathyl) •3*nethaxyph«n7ll -1. 3,5-thi«dia£olidin-3-cma 
l.l-dioKida (II) waa givta. in nulci-atep aynthasis starting frcn 
3-oechAKy-4-nitrcbenzyl «lo. II •howad Inhibition of faunan PTBIB with 
IC50 value of 44 MM. Tfana. I and thalr pbaznaeaatieal ociqms. are 
tiseful as inhibitors of protaia cyrosina ptaoipihatawi IB for cha craacmaDt 
of diabataa mallitua. 

IT 70S256-53-7E 10S25C-60-6S 70S25C-C5-1P 
70S256-71-9F 70S2S6-76-4S 705256>81>1P 
70S256-85-5P 

BL: BCT (SeActant) ) S7N (Synthatle preparaticxi) > PBEP {Praparation) f BACT 
(Beaocanc or reagent) 

(prepoTAtian of S-phej]yl-l,3,5-thiadiazolidin-3-aDa 1,1-diaiddB darivs. as 
inhibitors of protein tyrosine phosphatase IB) 
BH 7053SS-S3-7 CAPLDS 

CH 7-CBca-3-thia-3,4-dla«anQaanoto acid, 4* [4- [ (ae«cylaaino)«achyl1phe]qrl] 
axo'. 1,1-diiBethyl ethyl eatar, 3,3-dicKi^ (9CI) (CA ISSZir HKMB) 




O 0 



BH 705351 -CO-C CAPUTS 

CH 7>au-4-chia-3,S-diazanaoaooie acid, 3> [4> [(acetylaaino)naChyl) -3- 

u»theKyplhenyl]->f8-din«clgrl-S-esco-, wthyl aster, 4,4-dlaxida (9CI) (CA 
INDEX HftMB) 




O O 



BH 705356<65-l CAPUTS 

CH 7-Oxa-4-thia-3,5-dia7JinnPMnoic acid, 8, 0 -diiiiethyl-6-axo-3- [4- [ ( (1- 

axctmtyl ) amino] wathyllphcmyll-, wathyl estar, 4,4-diciicida (SCI) (CA IHDEK 
HAMS) 



CH3— HH— C~ Pr-n 



tt-BttO-j|— KH— O 



EH 705356-71-9 CAPUTS 

CH 7-QxA-4-thia-3,5-diazanoDanoic acid, 8,e-dinethyI-3- [4- [3- (methylanino] -3- 
cB(C{)roprl] phsnyl] -S-oxo-, nethyl aster, 4,4-dicKida (9CI) (CA IHDEIC HJkME) 



-|-HH-^=0 



BV 705356-78-4 CAPUTS 

CV 7-Q»ui-4>chia.3,5-diaMTimannio acid, 8,8-diiwthyl-S-ee(o-3- {4- [ [(l-CKO-S- 
phanylpentyDaainoJuBthyllphcnyl) mehyl eater, 4,4-diaKide (9CI) (CA 



-A 



BN 705356-01-1 CAPUTS 
CN 7-Qxa-4-thia.3,5-dlai 
3, e,8-trimathyl-«>aKO- 



O 0=^^NH-(pOBtt-t 



ic acid, 3- [4- [(acetylaaino}u9thyl]phenyl} - 
wachyl estar, 4,4-dicKida (9CI) (CA IHDOf HAMS) 



BH 70S35(-SS-8 CAPUTS 



7-Cbca-4 - thia-3 , 5 -diaaaTOonaTioic acid, 3- [4- [3- (acetyl amino) ethyl] phenyl 1 - 
e,8-dimathyl-«-axo-, methyl ester, 4,4-diaxide (9CI) (CA INDEX HUIE] 



1 
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2004:467763 CAPUTS 
141:17655 

Dendrimer conjugates for salactiv* Bolubllisation of 
protein aggregates 
Baagaard, Peten Boas, Ulrik 

Danmarks Fodevare- og Vetarinaerferakning, Dan. 

PCT lAt. Appl., 43 pp. 

CODSVt PIXUTS 

Patent 

Bigliab 



PATENT HO. 



KIND DATE 



APPLICATION NO. 



DATE 



TO 3004047869 Al 30040610 WO 3003-DK813 30031136 

W: AE, AG. AL, AM, AT, AU, AZ, BA, BB, BO, BR, BW, BY, BZ, CA, CH, 
CN, CO, CR, CU, CZ, DE. DK, DM, DZ, EC, EB, EG, ES, FI. (2, <a>, 
OB, OB. <M, BR. BU. ID. IL, IH, IS, JP, BB, BB, KP, BB. KZ, LC, 
LK, IS, LS. i;r. U7, LV. MA, MD. MO, NK, MH, MH, MK, IB, HI, HO, 
HZ, CM, PG. PB, PL, PT, RO, RU, SC, SD, SB, SO, SK, SL, SY, TJ, 
TM, TN, TB, TT, TZ, UA, UO, US, UZ, VC, VN, YU, ZA. ZM. ZW 
SNi BW. OH, OM, KB, LS, MW, HZ, SD, SL, SZ, TZ, UO, ZM, ZW, AM, AZ, 
BY. KG, KZ, MD. BU, TJ, IH. AT. BE, BO, CH, CY, CZ, DE, SK. EB, 
ES, FI, FS, GB, OR, HU, IE, IT, LU, MC, NL, PT, RO, SB, SI, SK, 
TR, BF, BJ, CF. CO, CI, CM, OA, GN, OQ, GW, ML, MR, NE, SN, TD, TO 
PRICBITY APPLV. IHFO. t DK 3003-1838 A 30031134 

OTHES SOURCE (S) : MARPAT 141 : 17655 

AB 'Dendrimer conjugates are presented, idiich are forraad between a dendrimer 
and a protein solubilizing substance, i.e., a protein denacurant selected 
frca ureas, thioureas, sulfonylureas, semi carbaz ides, bydrazides, 
thioseaicazbazides, guonldines and chaotropes. Such dendrimer conjugates 
are effective in the treatmsnt of protein aggregate- related diseases 
(e.g., pri CXI -related diseases). The protein solubilizing substance and 
the dendrimer together ahow a protein aggregate solubilizing effect hi^er 
than a phys. mixtttxw of the dendricwr and the protein solubilizing substance 
(i.e., a synergistic effect). Such dendrioer ccnjugatea are useful in the 
treatment or prevantlcm of protein aggrftgate'relatee dieeasee, in 
di s inf ec ti on/daccntami na tl 00 processes and in classifying or identifying 
protein aggregates. The synthesis of such dendrimer cccjugates from 
readily-available starting materials is described. For exan^le, hamster's 
brain hoaogenates ocmtaining susceptible priom protein aggregates and treated 
by dendrimer ccaxjugates were dramatically mors vuscsptibla to proteinase X 
degradaticra than ncm-trsatsd hcmo Q anffs. A typical BC50 (50% •ffieiaat 
canoentratioBi} for th« eonjugatad dsndrimara towards suscaptibls prion protaln 
aggregates was 50 pgA>X' or bslow. 



IT 700B36>65-3DS, dendriaer ecnjugaua 700836-tC-4DP, 
desdrinar oonjusaces 

BLi Dm OJiasoMtio um) j SPS (SyntiMCle pnpAmtlaa)i THI7 (Xbar^oncio 
iwe)i BIOL (Biological mtnO^U FBBP (Prspuatioa) i USES (Qaaa) 

(dendriwr enjusat** with proc«in walvbitisiiig agent* for diagooalo 
azid treacoent of proC«i& <^gr«gac«»-r«lat«d diatMMa) 
SV 700B3i-C5-3 CAPUTS 

CV 9->0Dui-3-thia-3.4 -diasatmdscozioic acid. B-oxo-, 1,1 -dlnaclgrlat^yl ••tar, 
3.3-diaxida (9CI) (CA IKDBT UAMB) 



mt B», aa. an, ke, ls, mv. kz, sd, sl, sz, tz, to. zm, za, m, az, 

BY, so. sz. MD. B7, TJ. TM. AT. BE, BO, OB, OT. CZ, OB. DK. EB. 

B5, n, PS, OB, 'GB, B(7, IB, IT, UU, MC. KL, PT, SO, SB, SI, SB, 

n, BF, BJ. CP, 00, CI, CM, U, OH, 00, OK. HL, MR, HE, SS. TO, TO 

OS 3004209871 Al 30041021 US 3003-730044 20031131 

FBIGKITY APPLB. IBFO. i US 2002-428400P P 20031123 

OIHEB SODSCSIS): MABPAT 141:38423 

OI 



"(CB3)3~C~OBC 



700B3(-CS-4 CAPUTS 

7-QKa-3-chia-3.4-diawinnniinnio aoid. 8,0>diBatl7l-6-4 
l.l.diUBthylacliyl aatar, 3,3>dicixidB (9CI) (CA IMDB: 



1? if 



tt-BnO-C-HH-JS- NH- CHa - C-OBu- C 
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PATEUr HO. 



3004t4ft7C»7 
141:38(33 

A preparation of fu««d bicyclic nitrogen -ecu tain ing 
heterocyclea, useful in Che treatment or prevention of 
netaboHc and cell proliferative dieeaaea 
Fox. Brian M.) Purukava. Hcboruj Hao, Xiaolin; lio, 
Kiyoaaii Inaba, Talcaahij Jackscn, Siaon M. i Kayaer. 
Franki Laballa, Marei Li„ Xexoai Mataai. TaJcnya; 
McMion, Diiacin L. i Ogaaa, Btobuyai Rubenatein, Staven 
M. I Sagawa, Shoichii Suginoco, Xazuyukii Sazukl, 
Haaahiro) Tanaka. Maaahirot Ye, Oaoaani Yoahida, 
Atauhito) Zhang, Jian 
' Tularik Inc. . USAt Japan Tobacoo, Inc. 
PCT Int. Appl. , 174 fp. 

cooEVi pinms 

Pacaae 
Bigliah 



KIND DATE 



APPLICATION NO. 



BATE 



iro 3003-U837574 



30031131 



WO 300404775S A3 30040410 

IN} 3004O477S5 A3 30041135 

«: AE, AO, AL, AM, AT, AU, AZ, BA, BB. BO. BR. 69, BY, BZ, CA, CH. 

CH, CO. CT, CU, CZ, DE, DK, DM, D2, BC, EE, BO, ES, FI , GB, GD, 

6B. CH. OH, HR. HU, ID, XL, IN, IS, JP. KB, SO, KP, KR, K2, LC, 

LK, !£, LS, LT, UJ, LV, HA, HD, MO, MK, MN. MR, VDC, MZ, NT, NO, 

NZ, CM, PO, PH, ¥L, PT. BO, BU, SC, SD, SB, SO, SK, SL, SY, TJ, 

TH, TV, TR, TT, TZ, UA. UO, US, UZ, VC, MS, YU, ZA, Of, ZV 



• STRUCTOEB DIAGRAM TOO LARCS TCR DISPLAY - AVAILABLE VIA OFPLIHE raiUT • 

AB The invention relatea to fuaed bicyclic nitrogen •ccntaining hatarocyolaa of 
formula I [wherein: Y ia C(RC} or Hf Y ia C(R«]l-a, H(R6}0-1| Z ia O or St 
Wl and W2 are independently aelected froa (im) aubati tuted 
{hetero)cyclcaI)cyl or (hetero) aryl ; LI and L3 are independently aelected 
f roei bend, alkylene, or alkenylene. etc.] Bl, B3, R3, and B4 ara 
indapandeacly aelected froa H. alk (en/yn)yl. CEO, or C(0)-allcyl, ate.j R3 
aad R4 uay ba coobined with the nitrogen to fora a S>, or 7-WBbarad 
ringai RS ia H, (halo)alkyl, alk (en/yn)yl, OH. or alkoj^, aCe. i K€ ia B, 
alk(en/yn)7l, f luoroalkyl, or aryl, etc.], aaeful in tha traataant or 
praventiA of matabolic and call prolifamtiva diaaaaa*. 13ia invention 
providea caaqxSa. abidi nodnlaca cha accivicy of protaina Involvad in lipid 
netabolian and call prol If aracion. Fbr inacanea, pfxividliim derivative II 

(liDGATl 

IC50 < 0.01 KM) waa pr^tarad via hataroeyclisacion of 

4,5-diaaiso-8-hydraKypyrimidisa and broaokatcna III (axilla 3. no yiold 
data). 
IT 701234-57-3P 

RL: PAC (Phanaeologieal activity] i SPH (Syuthatio pnparatien) i TEU 

(Therapeutic ttaa) i BIOL (Biological atwty) i PREP (Preparation) i USES 

(Uaaa) 

(praparation of fwad bieyelie ni crogcn -containing hatarocyclaa, Twafnl ii 

the 

treatment or preventicn of aatalsolic and call pvoliforaciva diaaaaaa) 

RH 701334 >S7> 3 CAPUTS 

CK Carbamic acid, [ ( t [trana-4 - (4 - (4 -amino-?, 7-dimathyl-7a-pyriaidot4,S- 
b] [l,4]axazin-6<yl)phenyl] cyclahexylluethyl] anino] aulfGnyll 
l.l-diMthyletfayl eater (9CI) (CA INDEY NAME) 

Relative ateraochaai attry. 
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The title coqpda. [I i Rl « H, alkyli R3 • (un) aubati tuted hateroaryl. 
hatarocycla. aryl. axyl fuaed to hateroaryl or haterocycle with provlaoi 



R5 - H. CN. (un) aubati tuted alk (en/yn)yl . cycloalkyl. heterocyc ly 1 . COSH 
and derive. . etc. t Z ■ NH3 and derive. . <M and deriva. , SH and derive. , 
haloalkyl, haloi Jl - O, S, SO, S03, (un) aubati tuted CI -3 alkylene, J3 . 
CO, (un) aubati tuted CI -3 alkylenet provided that Jl and J3 taken together 
ara not > C4| Chair enanticmers, diaatereomera, and pharmaceutical ly 
acoaptabla aalCa, prodruga, and aolvatea] were prepared aa inhibitora of 
T*call prolifaraticn for treating leukocyte activaticn-aasoeiated diaordara. 
E.g., a multi-atep ayntheaia of II ie given. Pharmaceutical ccn^aition 
ccnpriaing the ccn^xiund I ia claimed. 

695182- 34-4F, 2 - { [8- [2 - [(tert-ButcKycarbonylaulfaBioyDamino] ethyl] - 

4- chloro-5,6,7,e-tetral]ydrapyrldo[3, 3-d] pyrimidln-a-yl] acmino] -4- 
vechylChiazole-5-carbaxylic acid ethyl eater 

RL: RCT (Reactant) > SFN (Synthetic preparaticn) > PREP (Preparaclon) j RACT 

(Reactant or reagent) 

( intarmadiata I preparation of fuaed heterocyclea, in particular fuaed 
pyrimidinea, for uae in traatnant of laukc»yta aetivatien-aaaooiatad 
diaordara) 

695183- 34-4 CAPUTS 

5- Thiasolacaxbaxylle acid, 3- [ I4-chloro-8- (8,8•di1llatlqrl-4,4•diGKido-6-oKO- 
. 7-CBca-4-chia-3,5-diazaneo.-l-yl) 'S, 6, 7, 8-tatrahydxapyrido [3,3-d]pyrimidin-3- 
yl]anino] -4-meChyI-, ethyl eater {9CI) (CA INDEX NAME) 



I? f 

e-BuO-C-HH-jpUH-'CHa-CHa 



CUE OS MORB TAOTOKERIC DOUBLE BONDS HOT DISPLAYED IH THE STRUCTURE 
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SXBUCTUSE DIAOSAK TOO LABGE FCfi DISPLAY - AVAILABI^ VIA OITL.IIIE PRINT • 

iB Title eoBftda. I (wherein A ■ ncncxryelie or bieyclic ring aelectad frctt 
hetero/uyl, cycloaDcyl, cycloalkenyl, hecerocyclyli Bl - E, 
(im) subs citu ted cy-claal)cyl/eyclo/&lkeiiyl, alktu^carbcnyl/aDccBcy/aryl/aryla 
ulfcaiyl/ar7lBulfan7l/carbcixy/cyano/het*roa.iyl/alkyl, heterocyclyl , ecc.i 
B3, B3 B indepeadencly H, cyeuo, halo, (un)vubatitute<l alkenyl, 
alkoxycazbeayl , alkyl, heteroazyl, etc.; CS3R3C - 5- or 6-itwab«red ring 
•elactod fron Pb, pyridinyl, pyrimidinyl , pyrida.zinyl, cbienyl, furanyl, 
lyxiasolyl. oxasolyl, chiasolyl, imidazolyl, iecotazolyl, isothiazolyl, 
triazolyl, thiadiazolyl, Cetrasolyl, cyclopencyl, and cyclcfcexyl) S4 ■ OH 
and derive., halo, NH3 and derive., etc.; SS « indepcsidencly CH, H02, 
. (vm,)«ubetituced alk(«n/Vn)yI, hetero/aryl, aryleulfonyl, heterocyelyl 
etc.} n ■ 0-4i their phaimaceuti cal ly acceptable salts, etereoiaonLere, or 
tautomers] were prepared aa hepatitis C (HCV) polymerase inhibitors for 
treating rslacsd infectiona. thus II was prepared by al]qrl*tion of III 
(praporaeisn given) with tria(nethylthic7)izi>ethyl M* ■olfaCe in AoCB, cyalizatioo 
with 2-amino-4 [(4-vathcKynethoxy)mechyl] tliiphene-d-snlfananide, 
deprotection, candfinsaticn with cyclopropanecazboKaldehyde, reduction with 
LiBH4. I inhibited HCV polymerase with ICSO's in the range of 0.003 MM 
to 500 ^M. J inhibited HH& replication with EC50 in the range of 0.002 
Mf to > 100 f<M. I ej^ibited a cytopathie effect reduction with TCSO's 
in Che range of 6.6 to > lOO |M. 

T Benzyl 3- (^•(4-l)rdreocy-l-i•e{l«ncrl-3-OKo-l,a-dihydro- 

[l,8]naphthyridin•3-yl)-l,l-dioKido•4H-l,3,4-benzothiadia^in-7-yIl -1,3,3- 
diazathiaiie-l-carixMcylate 2,2-dlcKide 691361-99-6E, Methyl 
3- [3 - (4 -hydroxy- 1 - isc^kenty 1 - 3 -cko- 1 , 3 -dihydro- [1 , fl ] n^qahtbyridin- 3-yl ) -1 , 1 - 
diaxido-4H-l ,3,4 -benaothiadiazin-7-yl] -1,3,3 -diazathiane -1 -carboigrlAte 
2,3-diCKide triethylemine salt 6913S2'03-5C, 3 -Aninoethyl 
3-0-(4-livdraKy-l-iaopenCyl-2-eoco-l,a-ditaydro- (l,8}niqplLthyridin-3-yl} -l,l- 
dlcIxido-4B-l ,a,4-benzethladiaLsin-7-yl] -1. 3.a-diaz«thiana-l -oarboxylats 
3,a-diGKida trif luoroaoetle aoid salt 6913S2-'20>$P 
691362-31<9P S91362-46-6E, Methyl 3- [3- {4-hydrGxy-l- 
isap«ntyl-3-axa-l, a-dihydro- [l,e)naphthyridln-3-yl) -l,l-diaxido-4H-^,3,4- 
benzotbiadiazin-7-yl} -1, 3, 3 -diazathiane- l-cazboxyl ate 3, 3 -dioxide 
«9l3«2-47-7P, Allyl 3- [3- (4-liydrQxy-l -isopentyl -3-oxo-l ,3-dihydro- 
(l,e}nJqphclIyridin-^-rl) -l,l-diaKido-4H-l,a,4-bcnsethiadiaain-7-rl] -1,3.2- 
diasachiane-l-eazboBcylata a,a-dicKida 691362-49-9F, a-Cyanovthyl 
3- (3-(4-liydrQKy-l-isap«ntyl-a-OKO-l,3-dihydro- (l,8]nsphCta7ridin-3-yl) •l,l• 
dicocldo-4H-l,2,4-ben^othiadiazin-7-yn -1,3, 3 -diazathiane -l-carboxylate 
2,2-dioKide 691362-50-2E, 2 - (Trittethylsilyl ) ethyl 

3- (3-(4-hydraxy-l-isopentyl-2-axo-l,2-dihydro- (1 , 8] naphthyridin-3-yl ) -1, 1- 
dicocido-4H-l ,2,4 -benzoth.iadiazin-7 -yl] -1,3,3 -diazathiane-1 -carboj^late 
a,a-dicKids 691362-56-8P, a-Aainoetfayl 3- [^•(4•hydrcKy-l- 
isop«ntyl-a-oKo-l,3-difaydro- {l,8}ni9htfayridin-3-7l}-l,l-dicKido-4B-l,a,4- 



benzothiadiasin-7-yl] -1, 3,3-diazatMane-l-ca2baxylate 2,2-dico(ide 
SL: PAC (Pbaraaeologieal activity)* SPK (Synthetic preparatioi] > THU 

(TbAV^ocic nse) i BIOL tBiologieal study) j AEP (Preparation) j USES 

(Uses) 

(«nti -Inf •otiw agent t preparatlcn of Ll-diaxidoibenzothiadiasinas aa 
hepatitis C polynerase inhibitors and anti- infective agents) 
691361-96-3 CAPUTS 

Cartxmic acid, ( [(3- (l,3-dihydro-4-hydraxy-l-(3-netbylbutyl) -a-owl.a- 
naplichyridin-3-yl} -1.1 -diaxido-3a-l, 3, 4-benzotbiadia2in-7- 
yllaainolsulfoBiyl] -, plwaylnetlxyl ester (9CI) (CA IKDBT HAME) 



Hs"* CHa"* CBMea 




691361-99-6 CAPUTS 

Cazbaale acid, [ ( (3- {1, 3 -dihydro-4-hydrojcy-l - {3-TBBtbylbotyl) -a-ojco-1 , ■ - 
naphthyrldin-S-yl] -1,1 -dioxido-3H-l, 3,4-benzothiadlazin-7- 
yl ] amiss] aulf any 1] nsckyl aster, ooqpd. with H,V-diethylethananlne (Isl) 
(9CI) (CA ZBDEir N»1E) 

CM 1 



CRN 
CMF 



6913S1-98-S 

C33 H34 N6 08 53 




CKH 131-44-8 

CMF 06 HIS H 



691362-03-5 CAPUTS 

Caji±>amic acid, ( [ {3- [1,3 -dihydro-4-hydre»y-l - O-iaethylbatyl) -3 -axo-l,8- 
naphthyridin•3-yl] -1, 1-dioxi do-as- 1,3,4 -benzothiadlazin- 7- 
yllsnlno] aulf any 1] 3 -snlnoetlqrl 9»tmr (9CI) (CA INDEY NAME} 




0^ CHj" CH3*~BB3 



691362-30-6 CAPUTS 

Cazbamic acid, ( [ (3- (1 ,3-dih7dro-4 -hydraxy-1 - (3-«aChylbacyl} -a-oxD-3- 
pyridinyl] -1 , 1 -dioxido-aH-l, 3. 4-banzoehiadlazin-B-yl] amino] sulfonyl] - 
phenyluethyl eater (9CI) (CA IBSEir HAMB) 




CHa~ CHa ~ CHMea 



ff if T 

Ph-CBa-0-C-lIH-| HE O 



691363-31-9 CAPUTS 

Carbaaic acid, [ t [3- (1 - {cyclcimtylamino) -1 ,3-dihydro-4-hydtwqr-3-olCo-3- 
qainolinyl] -l,l-dloKido-2H-l,3,4-benzothiadiazin-7-ylJaainol aolfcDyl} 
phenylnethyl ester (9CI) (CA INDE^f HAME) 



q 



HH-c-o-CHa-ph 



691363-46-6 CAPUTS 

Caitoamlc acid, [ ((3- [l,3-dihydns-4-hydroxy-l-{3-methylbutyl) -3-oxo-3- 
qainolinyl] -1, l-dlcKido-3H-l,3,4-benzothiadiazin-7-yl]emino] sulfonyl] - 
methyl ester (9CI) (CA IKDBV NAME) 




691362-47-7 CAPUTS 

Cazbamic acid, ( [ [3- [l,3-dihydro-4-hydroxy-l-(3--mBthyIbatyl) -2-oxo-3- 
(pinol iny 1 ] - 1 , 1 -dlcKido-aE-l ,2,4 -benzothiadiaain-7 -y 1] amino] aul f cnyl ] - 
a-propenyl eater (SCI) (CA IliDEir HAMB) 




KH~" S— HH~" C— 0^ CHa ~ CB^'S CEj 



691363-49-9 CAPUTS 

Caxbsuio acid, [ ( [3> (l,3-dihydro-4-hydroxy-l-{3-«Mthylbut7l} -a-oxo-S- 
qulnolinyl] -1, l-diaKido-3H-l,a,4-benzothiadiazin-7-yl] amino} aulfonyl] - 
a-oyanoethyl eater {9CI) (CA INDEX HAMB) 




NH— |-11H— Cr-CHa-CTlj—CH 



691363-50-3 CAPUTS 

Cazbamio aoid, [[[3- [l,a-dihydzo-4-hplvQxyl-(3-methyll3atyl) -a-oxo-a- 
^inolinyl] -l,l-dl0Kido-aH-l,a,4-ben8othiadiazln-7-7l]amino] aulfcnyll- 
3-(trlia»thylailyl)othyl eater {9CI) (CA IBDEX lOMB) 




0^CH3-<Ha~ SlMej 



691363-5«-e CAPUJS 

CAitoaaic acid, [ { (3- U '3-dihydxo-4 -liydrcwy-l- (3-aachyU«trl) -a -cbco-3 - 
qainolinyl] -1. l-dicRldo-2H-l.a,4*baLzothladiMin-7-7l)adtio) mlfonyl] - 
3-«aiiuwchyl mmnmr <9CII (CA XSSEX BIME} 




■0~CBa""CHa~IIH2 



691361-93-OP, 3-Cliloroechyl ( (3 - [4-b7draxy-l> O'mthylbacyl) -a-OOCO- 
l,3-dihydro-l,e-oaphchyridizi-3-yI] -1 ,1 -dioxido-4H-l,3,4•ben^othiadia^ia-7- 
yl] «auDo) •alfogaylearbaaAt* 691362-02'-4P 

KL: SCT OtMCCanC) I SPH (Synthecle prapantioa) i PBEP (Proparacion) i SACT 
(Smetanc or raaganc) 

(intaxnadiata; preparatian of 1,1 -dioxidobanzochiadiaziiias aa hqwtlcla C 

polyaerase inhibitora and ant 1- infective agent* ) 
S91361-93-0 CAPLDS 

Caibaaic acid, [ I (3- (1 , a -dihydro-4 -hydroxy-1 - ( S-OBthylbutyl) -3-cwo-l , B- 

naiibthyridin~3 -yl] -1,1 'diQxi<k>-3H- 1 , 3, 4 -benzothiadiazi&-7- 

yl ] amino] aul fcxnyl] 3-chloro«Chyl eacar (9CI) (CA IBDEX lAME) 




<913«3-oa-4 CAPUTS 

Caibamic acid, 1 1 ( 3- [1 , 3-diliydro-4 -hydrco^-1 - (3-aethylbiityI) -a-ojto-l, B- 
n^tliyridin-S-yl] -1 ,1 -diaxido-3H-l, 3, 4-ba]l^otMadiazln-7• 
yl)amiIlo] aiUfaqrH 3-{[(l.l-dinathylethaixy]earbaayl]aaiiho)etlqrl eater 
{9CI} iCh INDBT KSMS) 




' Or~CB3'~ CB3~KH~C' 
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Patent 
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SH: BW, CB, GM, KE, LS, MW, MZ, SD, SL. SZ, TZ, XJG, ZH, ZK, AM, AZ, 

BY, KG, KZ, MD, SU, TJ, TM, AT, BE, BO, CH, CY, CZ, DE, DK, EE, 

ES, FX, FX, aa, aa., hu, is, it, uj, mc, kl, pt, bo, se, si, sk, 

TR, B7, BJ, CP, CO, CI, CM, OA, W, QQ, OH, ML, MR, BE, SH, TD, TO 
PRIOBITY APPUr. IHTO. : GB 3O03-3598C A 30031107 



oiBm saaRCE(S} < 

OI 



HABPAT 140:433S7B 




Tlie title coopds. (I) or phamaceutically acceptable aalta tbaraof [SI « 
H, halo, CI -6 alJcyl, CI -6 alkoxy. CI -4 alkylthio, halo-Cl-S alkyl, 
halo-Cl-« alkoxy, halO'Cl-6 alkylthio, hydroxy-Cl-« alkoxy di hydroxy- CI -6 
alkoxy* Cl-€ alkoixy-Cl-4 alkoxy, azyloigr, aryl-Cl-fi alkoig^, arylaxy-Cl-4 
alkoxy, heteroaryl-Cl>fi alkoxy, hateroaxyloxy, hateroazylaj7-Cl«C alkoxy. 



Cl-4 alkcKy-Cl-C alkylthio, Cl-fi alkyIthio>Cl-6 alkoxy, CI -6 
alkylaulfiiqrl-Cl-< alkcKy, Cl-6 alkyl "ul f any 1 -CI •« alkoKy, azyl-Cl-6 
all^lchio, azyloxy-Cl-fi alkylthio, etc. i S3 - E, Cl-S allcyl. Cl-6 alkoxy, 
CI -4 alkylthio, haloj or Kl and B3 together with the carbon atcua to which 
they are attached fora a S-7 uembered c&rbocyolic or heterocyclic ringi R3 
and S4 ar« selected such that (i) B3 • hydrogen, Cl-6 alkyl, Cl-£ alkoxy, 
Cl-6 alkylthio or halo and R4 - aryl, biaryl, heceroaryl, C3-6 alkynyl , 
C3-7 cycloalkyl, arylcarbonyl, heteroarylcarbonyl, aryl-C3-« alkenyl. 
aryl-C3-4 alkynyl or heteroazyl-C3-6 alkenyl; or (ii) B4 - H, Cl-6 alkyl, 
Cl-4 alkoxy, Cl-i alkylthio, or halo and R3 - aryl, biaryl, heteroaryl, 
Ca-6 alkynyl, C3-7 cycloalkyl, arylcarbonyl, heteroazylcarbonyl, aryl-C3-6 
alkenyl, azyl-C3-6 alkynyl or heteroaryl -03- 6 alkenyl; R5 - H, Cl-6 alkyl, 
Cl-6 alkoxy, Cl-6 alkylthio, halo-Cl-6 alkyl, halo; R6 > H, Cl-6 alkyl; 
therein any aryl, biaryl or heteroaryl group la opticnally aubatituted] 
are prepared Theae coiqxia. are uaeful ae inhibitors of protein tyrosine 
pboaphataae PTPIB for the treabumc of diabetes mallitus. Thus, 
4-tolylbercaiia add was ooi^led with 5-(4-broBophenyl) -l , 3,5 - 
thiadiasolidln-3-aoe in the presence of eetrakis(triph.enylphoephine)pallad 
ina(O) [Pd(PPh3)4] and cesiun catbcouite in a mixture of DM7, DME, EtOH, and 
H30 at 170* for 600 s to give 5- (4' -Methyl-1,1 ■-•biFhenyl-4*yl} - 
1,3,5- thiadiazol ldin-3 -one 1 , 1 -dioxi de . 
«927«5-77-8P 692765-7B-9F 692765-e2-5P 

RL: RCT (Reaccant) t SPH {Synthetic preparation) ; PREP (Preparation) i RACT 

(Reaccane or reagent) 

(preparation of pbenylthladiasolidinones aa inhibitora of protein tyrosine 
phosphatase IB (PTPIB) for treatoent of diabetea nellitue) 

693745-77-0 CAPUTS 

7-Qxa-4-thia-3,S-diazana(nanoic acid, 3 - ( 4 -broaopheny 1 ) -B , B -dimethyl - 6 -oxo- 
, methyl ester, 4, 4 -dioxide (9CI) (CA INDBf NAME) 



- 

N^CH3-jp0l 



-MH-C— OBu-t 



69376S-7B-9 CAPUTS 

7-Qxa-4'thia-3 , 5 -dia a anoDanoic acid, 3- (3-broaophenyl) -S,B-dimethyl-6-aKO- 
, methyl ester, 4,4-diaxide (9CI) (CA INDSf NAME) 



'XT 



I 

c— 

»-CH3-|p-0lla 



Br 



it iT 

rNH— c~aau-t 
r 

N— CH3-C-0Me 
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CULDS COPYRIOHT 3005 ACS on STN 
3004 :4iaB14 CAPUTS 
140:433589 

Preparatian of piperidinylbutyramidea and related 
coiqjaunda aa modulators of CCR-3 chemokine receptor 
activity 

Butora, Gabor; Pasternak, Alexander; Yang, Lihui Zhon 
Changyou 

Merck b Co., Ino., USA 

PCX Int. Appl., 339 Cp. 

CODIN: PiYima 

Patent 

Ekiglish 



XIH) DATE 



APPUCATIOH NO. 



no 3004041379 Al 30040531 WO 3003-US34009 

Ni AE, AG, AL, AM, AT, AU, AZ, BA, BB, BO, BR, BY, 

CO, CR, CD, CZ, DB, DK, OM, OZ, EC, EB, EG, ES, 

OB. GH, BR, HO, ID, IL, IN, IS, JP, EE, XO, OL, 

LS, LT, UJ, LV, HA, MD, MO, KL, HN, MN. MIT, KZ, 

PO, PR, PL, PT, RO, RU, SC, SD, SS, SO, SX, SL, 

TR, TT, TZ, UA, OO. OS, OZ, VC. VH, YU, ZA, ZM, 

RVi GH, GH, KE, LS, MR, MZ. SD, SL, 5Z, TZ, UO, ZM, 

XO, XZ, MD, SU. TJ, TM, AT, BE, BG, CH, CY, CZ, 

PI, FR, m, GB, BU, IE, IT, UJ, MC, NL, PT, RO. 

BF, BJ, CF, CO, CI, CM, OA, W, OQ, GH, KL, MR, 
PRIORITY APPLH. INTO, i US a00a>4333SBP 

OTHER SaaRCE(S) ! MARPAT 140:433589 
OI 



SATE 

30031034 
BZ, CA, CH, CN, 
71, GB, OD, GB, 
XZ, LC, LK. Ut, 
HI, NO. NZ. OH, 
SY, TJ, TM, TH, 
ZV 

ZW, AM, AZ, BY, 
DE, DK, EE, ES, 
SE, SI, SK, TB, 
NB, SN, ID, TO 
P 30031030 



RN C937C5-B3-S CAPUJS 

CN 7-0M*4-chia-3,5-diaBaneauuwie aold, 3-(S-broao-3-«eehaDcypbenyl) 'B.B* 
dimethyl -C-oxo-. methyl ester, 4,4-dlaxids <9CX) (CA INDElf NMB) 



.■vv 




Titl« cofopda. (I» H . C, S, Ot IT - NSIO, 0, CH30, CONSIO, CX>3, Ate.) SIO - 
H, (subscUutcdj Alkyl, Sh, PhCHa, Alkyl, cycloalkyi} SI - H, 
(Bubscicuc«d) alkyl-y-ni, alkyl-Y-haMrocyclyl, «cc. t Y - bond, 0, S, SO, 
soa, BSlOt X3 - (Bubatifcuted) al]<ylpheiqrl' aUcrlhecerocyclrl » H3 - E, 
(■abBtieuted) ullcf Ipbaon^l > alkylbACerPcyelyl . CF3, eyeloalkyl, •ta.t S4 • 
E, OB, Allcyl, alkcocy, eyano, «CC.} - Atoms to fozm { BubBt i tuted) 

indBsa, beneofurozv, iacbenzofuran, bcnzothiofuran, i aabenzof uran rings; 
SS'BB - H, OH, alkyl, Alkoi^, O, halo, CF3, C02B9, ecc; B9 • B, 
(•obBtituced) alkyl, eyeloalkyl, Ph, PhCH3; R3B5, S4B6, S5S6, K7H8 - atooa 
CO form (sAibacicuted) rlngBp Rll - H, halo, alkyl, OH, alkoxy, 1IR9S10, 
•te. I S13 • E, alkyl. 002119; n - 0>3], vara pr^arad Thus, citla ooopaimd 
(II) was prspared fay raactiam of 4 -jAiaiqrlpiparidiiia «ith cha corraBponding 
aldahydB in tha preaanoa of Ib(QAc)3BH. I bound co CCK-3 receptor with 
IC50 Si MM. 

69188e-57-0P 691888-86-5P 

BL: PAC (Phanaacological activity) ; SFN (Synthetic praparatica) « TBU 
(Therapeutic uae) ) BIOL (Biological atudy) i PBEP (Preparation) t USES 



(Us* 



(reparaticQ of piperidinylbatyranidea and related een^da. as wodulators 
of CCB-2 chemokine receptor activity) 
69188B-57-0 CXPUJ3 

Carf>amic acid, ( t [3- (1 - { { [ [3,5 -bio {triflvusromeChyDplieiiyllmBthylJaminolcar 

bonyll -3- ({IB, 3'K) -3 ' -niethylBpiro{lH-ind«ie-l, 4 ■ -piperidin) -1' - 

yl] propyl] cyclcpropyl] amino] eulfmyl] ethyl ester (9CI) (CA IHDEV NAME) 

■try. 



AX 




BH «910e8'B6-S CAPUTS 

CN Caibaaie acid, [ { { (3 - [1 - [ [ ( [3, 5-biB( trif luorcoathyl) pheayllmatlqrl] amino] e 
xbcayl] - 3- ( (IB, 3 'B) -3 ■ -metlqrlapiroClE-indene -1 ,4 • -piperidin] -1'- 
yDpxt^l] cyclopzvpyl]nethyl) amino] eulfonyl] ethyl eater (9CI) (C& 
INDEX HftHB) 

Absolute atereocihemiatry. 
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140i406B26 

Preparation of V-benzylpiptarazina darivativea as 
chemckine receptor CCRl antagcmists useful as 
ivnunanodulatory agents 

Bluabexg, Laura C, } Brown, Matthew F. i Gaveco, 
Andersen S. ; Oladae, Rculd P. > Bayward, Matthew M. i 
Londquist, Oregozy D.i Poss, Ghriatophar S.f Shavnya, 
Andrei 

Pfiser Inc, USA 

U.S. Pat. .^>pl. Publ., SB pp. 
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Patent 

Ebgliah 



PATQIT INFOSMATIOK: 

PATENT HO. 

US 3004093539 
FXICRITY APPUr. INFO. : 
OlHSt SaDRCB(S) : 



KIHD DATE 

Al 30040513 
MARPAT 140:40fiB3t 



APPUCATICN HO. 



US 3003-Se6993 
ITS 3003-423590P 



20031016 
20031030 



ehenckineB shown to interact with CCBl) induced ^enkotaxis of IHP-1 cella 
and human leukocytes with IC50 of <10 pM. 
148017-28'- J, tert-Butoj^carbcnylsulf amide 
BL: ECT (Beactant) ; BACT (Beactant or reagent) 

(reactantj preparation of N-benzylplperazine .deriva. aa chemokine receptor 

CCBl antagoniacs useful as immunotDodulatory agents) 
148017-2B-1 CAPUTS 

Carbamie acid, (aminosulfozxyl) 1,1 -dime thy lethyl eater (901) (CA INDEX 



(E5)< 



(|3)p 



The prsBcnt invention zvlacea to oaqxia. of the formola (1) end cha 
pharmaceutical ly acceptable forma thereof [ma 0-5; n, p ■ 0-2i q • 0-4t X 
» O, S, CH3, (un) substituted NHj Y . C6-10 aryl, C2-9 heteroaryli Bl - H, 
HO, halo, CI -8 alkyl, CI -8 alkoxy, HO-Cl-B alkyl, cyano, NH3, H3N-C1-8 
alkyl, C03H, Cl-8 alkyl-CO, Cl-B alkyl -CO-Cl -8 alkyl. C0NH3, or H3NCO-Cl-e 
alkyli B3, 83 - H, oxo, Cl-B alkyl, C3-8 eyeloalkyl -CI -8 alkyl, C6-10 
aryl, CS-10 aryl -Cl-B alkyl, HO-Cl-8 alkyl. Cl-8 alkyl-O-Cl-8 alkyl, 
H3N-C1-8 alkyl, Cl-8 alkyl -NH-Cl -8 alkyl, (Cl-8 alkyl)2N-Cl-8 alkyl. C3-9 
haterooyelyl -CI - 8 alkyl, C3-e eyeloalkyl -NH- CI -8 alkyl, Cl-8 
alkyl-CO-HH-Cl-e alkyl -O-CO-NH-CI-8 alkyl, H3NC0-NH-C1 -B alkyl, CI -fl 
alkyl -S02NH- Cl-B alkyl, C3-9 heteroaryl -Cl -8 alkyl, H3NC0, H3NC0-Cl-fl 
al)cyl/ B4 - {H03C) (H2N) -Cl -8 alkyl, {H03C)[(C1-B alkyl)NHl -Cl-e alkyl, 
(H03C) [{Cl-8 alkyl )3N) -Cl-8 alkyl, (H03C-Cl-e alkyl) (Cl-B alkyDN, 
(HOaC-Cl-B alkyl) (Cl-8 alkyl)H-Cl-e alkyl, (B03C-C1-B alkyl) (Cl-B 
alkyl-S03)N, (H03C-C1 -a alkyl) (Cl-e alkyl -S03)N-C1 -8 alkyl, (H02C-Cl-fl 
alkyl) (Cl-e al)cyl-CO)N, etc. i ES . H, HO, halo, cyano, C03H. H3N, Cl-8 
alkyl-NH, (Cl-e alkyl) SN, Cl-B alkyl, Cl-8 alkyl -0, HO-Cl-e alkyl, Cl-8 
alkyl-NH-Cl-8 alkyl, (Cl-B alkyl)aN-Cl -8 alkyl, etc.]. Moreover, the 
present inventicoi la alao directed at fiiamaceutical catupns. comprising 
the ccnfxsund I and a pharmaceutical ly acceptable carrier. Furthermore, the 
present invention is directed at methods of using the herein described 
eocqpds. and eonpns. for treating or preventing a disorder or condition 
chat can be treated or prevented by antagonizing tha CCRl receptor in a 
naanal. Parcieularly, disclosed ia a method of treating or preventing a 
disordar or eondltion aelectad from tSia grcup oonaisting of fibroaia, 
Alalieimer'B diaease, conditionB aaaooiatad with laptin produeciou, aaqualaa 
aaaociated with cancer, cancer mataataaia. dlaeaaea or condieiAS related to 
producticn of cytokines at inflanaatory aites, and tissue damage caused by 
inf lanaaaticn induced by infectious agents, wherein the method coopriaea 
administering to a mammal in need of such treatment or prevention a 
pharmaceutical ly effective amount of the compound I or a pharmaceutical ly 
accseptable fom thereof. Iba ecnpda. I are potent and selective 
inhibicora of HIP-1 a {CCL3) binding to its receptor CCBl found en 
inflammatory and inmmomodulatory cells (preferably leukocytes and 
lymphocytes) . [3 - (3- [4 - (4-f luorobenzyl) - (3R, 5S) -3, S-dimethylpiperazin-l - 
yl] -3-QXt:tJxiupyl] -5 -methyli^ennxy] aoetio acid was condensed with 
methanesulfonamide in <saci3 at room ten^rature for 18 h using 
4-dimechylaminopyridine and l-ethyl-3- (3-dimetlqflaminoprcpyl)carbodiimlde 
hydroehlOTide to give H- ( (2- [3- [4- (4-f luero-bensyl t - (3R.SS) -3,5- 
dlnathylpipemsin-l-7l] -3-O0Co-prq>yl] -S'sathylphaxcKylaoetyllnacfcanaaulfcn 
aalda. All the eoopda. I inhibited HIP* 1 « tha related 



t-BttO- C— NH- S— MH2 
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Preparation of piparasine darivativea as CCKl 
antagomiata 

BluBiberg, Laura Codct Brown, Matthew Frank i Oaweeo. 
Anderson Seej Oladue, Ronald Panli Hayward, Matthew. 
Merrill) Lundquist, Gregory Dean i Poaa. Chriatophar 
Stanley) Shavnya, Andre 
Pf iser Products Inc. , USA 
FCT Inc. Appl., 131 pp. 
CODENi pina>3 



Ibgliah 



KIND SATE 



APPUCATICH NO. 



WO 300403937G 

W: AE, A0, AL, 
CO, CH, CU, 
GM, HB, WJ. 
LS, LT, LU, 
PH, PL, PT. 
T2, UA, UO, 
BW: GH, GM, KE, 
EG, EZ, MD, 
FI, FR, OB, GR 
BF, BJ, < 
CA 3498261 
PBIOKITY APFLN. INFO. 



Al 20040513 VO 2003-IB4613 
AM, AT, AIT, AZ, BA, BB, BO, BB, BY, 
CZ, DE, BK, DM, CZ, EC, EE, ES, FI , 
ID, XL, IN, IS, JP, KE, KO, KP, KR, 
LV, MA, MD, MO, MK, HN, Mff, MX, MZ, 
BO, BU, SC, SO, SB, SO, SK, SL, TJ, 
US, U2, VC, -VS. YU, ZA, ZM, ZW 
LS, Mff, MZ, SD, SL, SZ, TZ, UO, ZM, 
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CO, CI, at, OA, GN, 00, Gn, ML, MR, 
AA 20040513 CA 3003-3498361 
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NO 3003-IB4613 

HARPAT 140:391397 



DATE 

30031020 
BZ, CA, CH, CN, 
GB, car, GE, <M, 
KZ, IT, LK, m, 
NI, NO, HZ, CH, 
TM, TN, TR, TT, 

ZN, AM, AZ, BY, 
DE, DK, EE, ES, 
SE, SI, SK, TH. 
NE, SN, TD, TO 
30031030 
P 20031030 
R 30031020 




Tide eoqadfl. I [a - 0-5 j b,e • 0-aj p - 0-4f Y - 0, S, CH3, 
(un) sub«ti cnt«d aminos Y - (bat0ro)«izyl> Kl - H, OfH, halo, alkyl, alkoxy, 
•tc. ; E2-3 ■ H, opto, (cyclo) «l)cyl , oryl, etc.; S4 - alkyl, acc.j R5 - H, 
OH, halo, CN. etc. J «r« prepared Fbr inatanca, OR, 5S) -1- (4 -f luorcbcnzyl) - 
a.S-dioBttiylpipcrttziiiie (preparacicm given) ia raaet«d with 7-m«thylchrcBum-3- 
ODM (Fhtte. reflux 48 h) , tbm rmulcing px«paiua« Craatwl wich brcae&racio 
•sid Ma aatar (THP, BiB] and tha aaear Mpoaifiad to giva XI. All axmpla 
aempda. hava ICSO < 10 PM in tha chonotMia aaaay. I am uaafal for 
creacing or prarenting a diaordar or coaditicn that ean b« CraaCad or 
pr«venc«d hy anCagcnizing the CCEl receptor in a maaawl. 
14B0X7-28-I, H-(t:art-Buccotycarbanyl)Bulf«aida 
BL: ECT (Reaccant) } RACT (Raaocanc or reagent) 

(praparatiem of aubatitutad H-acylplparasina deriva. aa CCKl antagooiiata) 
141017-30-1 CAPLDS 

) aeid, (aminoanlfonyl) t,l-dinathylathyl aatar (9CI) [CA IIDBlf 
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CAFLtJS OOTYRICST 3005 ACS OO. 5TH 
a004: 347333 CAPLDS 
141 !S4549 

A Hew Mftthod for Che Stereoselective Syntheala of 
a- and 0-Glycoaylaninea Oaing Che Burgeaa 
Reagent 

Nieolacu, X. C. i Ssyder, Soott A. i Halbandion, Annie 
Z. f Lengboctcn, Deborah A. 

Daparcaent of Gheaiatry. The Serippa BaaeazeSi 
Znatituta, Tha Sliagga Inatituta for Chanical Biology, 
La Jolla, Ca, 93037, USA 

Journal of tha Anerican Cheaical Sooiaty (3004), 
136(20), 6334-6335 
OODEir: JACSATi ISSV: 0003-7063 
Anarioan ClMmleal Sooiaty 
Jooznal 
Bigliah 

C&SSE&CT 141:54549 
AlthcM^ glyooaylaminaa conatltuce an ivqportant group of carbolq^ataa 
from the atand^inc of biol. and madiclne, nathoda for thair aynthaaia 
typically lac}c aubatrata generality and/or raanlt in variable 
atereoselectivity, eapeeially in eoaplex oontaxta. In thla oangamloatiaai the 
anchora report an cperatlonally alvple method for cha aynthaaia of both 
a- and P-glycoaylaminea uaing the Bnrgeaa reagent that 
ow-ercoaaa nany of tlieae livitatiena in a bar* uin. of aynthatic atapa. 
29684'56-8E 439585-lS>SS 43»5a9-17-aP 

SL: ROT (Reagent)} SFK (Synthatie preparaticn) i PRSP (Preparation] i RACT 
(Reactant or reagent) 

(atareoaeleetlve aynthaaia of a- and P-glyeoayla&inea naing 
Burgaaa reagent) 
29684-56-8 CAPLDS 

Bthanaainim, H« H-di ethyl -N- ( ( (va thoxyoazbeayl ) aainol anl teaxfl ] - « i xmer 
aalt (9CI) (CA INDEX HUIB) 



OTEES SOURCE (S) : 



s s 

t-Buo- c-SB-ji-Baa 

0 

IT 668031-97-2? 

SL: SOT (Reactant) I SFN (Synthetic prepaxaticn} ) PSEP (Preparaticn) j RACT 
(Reaccant or reagent) 

(preparation of aubatituted N-acylpiparazine deriva. aa CCRl antagoniata) 

BH 680031-97-3 CAPUTS 

CV Caxbamic acid, ( ( [ (5-chloro-3- (2- [ (2S,5Sj -4- [(4-flubrpplienyl)mathyl] -3,5- 
dimethyl -1 -piperazinyl) - 2 -oxoethoxy] phenyl Inechyl] anino] aulfeayl] 
1, 1-dineChyl ethyl ester (9CI) (CA INDEir NAME) 

Abaolnta atereociheniatry. 



if .iT 

MetO-C-H — jpN+Eta 
O 



RN 439585-1S-6 CAPLDS 

CV EthanaBiuitni, V,H-dietliyl-N- ({ ((S-prvpenyloKyjeazbooyllanino) aolfoayl] 
inner aalt (901) tCA IBDSY HAMS) 



Ets+H-S-B — C-0-CHa~Cff=CH3 



439505-17-0 CAPUTS 

Ethanaminlun, N,N-diethyl-tf- [[ {(3,3,3-crichloroeChaicy)eaiixxiyl]amjno)aulfo 
nyl]-, inner sale (SCI) (CA INDEX NAME] 



CI 3C— CHi- O- 
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CAPinS OOPyRIGBT 3005 ACS on STN 
3004)344186 CAPUTS 
141 :49497 

Potential Protease Inhibitors Based cn a 
Functional i»ed Cyclic Sulfamide Scaffold 
Zhang, Jiaying> Gan, Xiangdcmgi Al listen, Kevin R. i 
Lai, Zhongi Yu, Hesigyii Oroutaa, Chriatophar S.i Vang, 
Tautahini Avutaa, Villiaa C. 

Departnent of Chenlatry, Wichita State lAiivaraity, 

Wichita, KS, 67260, tTSA 

Journal' of CoubinaCorial Chemistry (3004), 6(4), 
556-563 

COSEN: JCCHFFi ISSN: 1520-4766 
Aaariean Chanical Society 
Journal 
Ebgliah 

CA5REACT 141:494 97 

Exploratory etudiea related to tha design and aynthaaia of funccionalized 
cyclic aulfamidaa (I) aa potential inhibitors of proteolytic onaymas were 
carried out. The structural motif and three diversity sites embodied in 
the aeaffold render it snanable to conbinatorlal parallel aynthaaia and 
cha facile generation of lead diaeovery proapectlng librariea. The 
aeaffold waa readily aaaenblad atarting with (DL) serine Me eater, and a 
aeriaa of oo^pda. waa generated and acreaned againat hu&an leulcoeyte 
elaataae. Hodlfieation of tha PI recognition elenant, believed to be 
aooosnodatad at cha prioary irpaolficity aite (SI aubaite) of tha ensyaa, 
yielded oc^>d8. that Inhibited tha enzyme fay an apparent hyperbolic 
partial mixed- type inhibition. 
409108-06-lP 7059<4-09'SP 

RL; RCT (Reactant) i SPH (Synthetio prapazmticn) i PREP (Prsparatioo} i RACT 
{Reaotant or reagent) 

(potential protaaae iahibitora baaed oi fnnotionalised eyclio aolfanids 

aoaffoldl 
409108-06-1 CAPUTS 

7-GBca-4-thia-3,5-diaunaoaaolo aoid, 3-(liydraKynethyl} >8,8-dlmatfayl-€-oato• 
^- (phaxqrlmatfayl) methyl eater, 4,4-dlajtlte (9CI) (CA IBDZir KAME) 



I? f 

t -BuO- C- NH- ^= O 
Ph-CH2-|J 
HO- CHa— CH- C- CMe 



705964-09-6 CAPUTS 

7-Qxa-4-thia-3,5-diaaanoaaanoio acid, 3-(liydroKymetliyl) -8,8-dimetl7l•6-oaco• 
3- [(3-|iicafiKyphaiiyI)UBChyl] nathyl eater, 4.4-diaKida (9CI) (CA INDEX 



f I? 

0=S-NH-C- 

•^os^x^^cHa-M-CB-j-oite 



KSPSUSCE COQHTi 
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CAPUTS COVYXIGBT 3005 ACS on STH 
3004:307000 CAPUTS 
141:103054 

Sulfamide derivatives as tranaitlon atata analogue 
inhibitora for carboxypeptidaae A 
Pazic, Jung Daai Kim. Dong B. 

Center for Integrated Molecular Syaten and Siviaion of 
Molecular and Life Scianeea, Pcliang Oaivaraity of 
Science and Technology, Pohang, 790-784, S. Korea 
Bioorganic 6 Medicinal Chaniatiy (3004), 13(9), 

3349-2356 

CQDEN: BMECEPt ISSN: 0968-0896 
Elaevier Ltd. 
Journal 
Engl i eh 

CASRBACT 141:103054 
3-Phenyl-3-Bnlfaa0yloKypropioaio acid, 3-benzyl-3-sulfam0ylprDpianlo acid, 
and N- (N -hydroxy aulfamoyl) phenyl alanine have been synthesized and 
evaluated aa inhibitora for carboxypepcidase A (CPA) to find that they 
inhibit Che ansyoe ecapeticively with the Ki values in the }ai range, 
auggeating that Chair binding modea to CPA are analogous to each other, 
and vaaenble the binding mode of N-aulfamoylphenylalanine that baa been 
aatabliahad by tha x-ray cryacallog. method to form a coiq>lex wich CPA in 
a manner reminieeent of the binding of a tronaition state in tha catalytic 
pathway. It was concluded thua Chat tliay are a new type of cranaiticn 
atata analog inhibitora for CPA. (R) -N-Blydrcxy-N- aulfamoyl - P- 
pbenylalanine waa shown to be alao a potent CPA inhibitor (Ki-39 W) , 
the high potency of which may be aacribed to the involvauant of the 
hydroKyl in the binding of CPA, moat lilcely foming bidsntata ooordiaacive 
bonds to tha Bine ion in CPA together wich tha anlfaaoyl oaqfgmn. aton. 
47exa2-98*0C 478404-14-7E 719296-3S-2P 
71»296-3C>3» 

SL> RCT Otaaetant] t SPN {Synthetle preparation) i PHBP (Prepazmtien) i RACT 
(Baaetaat or reagent) 



( phenyl alflnine vulfaaids dariva. am cnuwifticm atata aulog inhibitors 

for CArboj^pepcidasa A) 

BN 47eie3-5e-o caputs 

CH t«0KA.3-ehi*-a,4-di*MivimTioie Mid. 7-axD>4-(phflnrlwtluaK7) -i* 

(pbsnylMtHyl) -, phn^lnatl^l MUr, 3,3-di€»i(fe, |CX)- (9CI) (CA IHDBT 



Abseluca aearaedhniBtzy. 



BN 478404 -14 -7 CAPUTS 

CH B-QxA-3-thl&-3,4-diASaiianaiioic acid, 7-oxo-A- ip^axylv^thaxf) -i- 

(pfae]^lmatfa7l}-, phasylmtl^l aatar, 3.3-dlaxi^, (iS) - (901) (CA IHDSir* 



Abaolute atereodietalatry. 



SN 71»3»6-35-3 CAPUTS 

CN 3-Qxa-5-thia-4,6-diazaiiaiittn-9>oic aeid, 3-aaco-l-jiicaiyl -fi- (pbenylvBtluscy) -8- 
(phes7l1uClIyl} S.S-dloxifki, (SB)- (SCI) (CA IHDBT BAME) 

Abaolute atereoeheoiatry. 



^K^^o C03H 



BV 719a9«-36-3 CAPUTS 

CN 3-Qxa-5-thia>4,6-diasaiian«n-9-oic acid. 3-aKo-l-iiiegii7l-6-(i:ilMn.rl««theacy') •fl- 
iphenyliMthrl) S.S-dioxlda, (88)- (9CI) (CA IXDBf NAME) 

Abaoluca •careoehcttiatry. 



VK^^^o CQ3H 
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as HIV intagraae inhibitora 
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Tlxe title ooapds. I [wherein Bl ■ H or {un)anbaticuced CH» Bl • H, 
(un) aubati tuted alkyl, allcenyl, etc. » Bl ■ - H, halo, N03, OB, C03B, 
(un) substituted alkoxycazbcnyl , alkyl, alkoxy, etc.; Al ■ (un) substituted 
-CHwCH-CH"CH*, -CH~CH-CH-N- , - CH «CH - N« CH - , -CH«CH-0-CH3 - , -CH-CH-CH3 -0-, 
or -CHvCH-O'] or prodrugs, solvates, or plianiiACeutically acceptable salts 
thereof are prepared as HIV integrase inhibitors. For exavple, the caa^paaad 
II was prepared in a malti-atep aynthesia. II showed inhibitory activity 
with IC50 of 0.071 Mg^L against integraae. Fozmulationa containing I as 



an active ingredient were also described. 
IT 6756X4-14-9P 

BL: PAC (Fhaxraacological activity)) SPN (Synthetic preparaticn] / THIT 
(Therapeutic use) j BIOL (Biological study)) PREP (Preparation)} USES 
(Uses) 

(drug candidacei preparation of quiuoliue imd ne^thyrldlne derivs. as HIV 
integrase inhibitors) 
BM 675614-14-9 CAPUTS 

CH 1, 6-Baphthyridine-7-carbcKylic acid, 3- ( (4-f luorcpheayDuethyl] -S-hydroKy- 
5- [4 - [ ( [ [ (l-methylethoxy) carboi]yl] aBd.no] aulfcnyl] amino] phenyl] -, vatlqfl 
ester (9CI ) (CA IHDE^f HAME) 



in situ to K- (tert-butcKycarbanyDsalf auids in the presence of aqcieous avmonia 
at 0 oc in 90-96% ^isolated yields. Msither liquid anonia nor 
cryogenic temps, are necessary for this new ane-poc process. 
IT 148017-28-lP 

BL: SPN (Synthetic preparacion) 1 ^EP (Preparaticn) 

(practical cne-pot synthesis of batcocycarbanylsulf amide frooL 
chlorosulfonyl isocyanate) 
BH 148017-38-1 CAPUTS 

CH CarfosBiio acid, (aninosulfcaqrl) 1,1-diuetliylethyl ester (9CI) (CA ZHDET 
HAKE) 



ff 
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140t338957 

Praocloal Obe-Pot Synthesis of H-(tert- 
ButajgreazbonyDsulf amide from Chleroaulf enyl 
laooyanate via N-(tert-ButaKyoarboixyl)aninaflulfaaylFy>^ 
idinium Salt 

Hasui, Toshiaki) Kabaki, Hikioi Watanabe, Hidsakii 
Kobayashi, Tacsuyaj Masui, Yoshiyuki 
Bulk Chenicals Process ED Department, Manufacturing 
Technology RD Laboratories, Shionogi Co. Ltd., 
Amagasaki. Hyogo. fi60'0813, Japan 

Organic Process Besearcdi ft Develcpment (2004), 8(3), 
408-410 

COOEH: OPBOFR; ISSH: 1083*4160 
American Cheuioal Society 
Journal 
&igliah 

CASREACT 140:338957 
fficient and practical procesa for the one-poc synthesis of 
N- (terc-buto^^eazbonyDsulf amide, a raw material for the synthesis of the 
novel caxbapenen antibiotic do ripenem hydrate (S-4661), is deserilbed. In 
the previous process, ^lorosulfonyl isocyanate was OGSiverted to active 
H- (tert-]Eutoxycaxboayl)aminosulfanyl chloride, an extremely unstable 
intermediate against luiisture, followed by treatment with liquid amacaia at 
cryogenic tenps. to afford the aforenentioned ■ulfcnamide in 90» iaolated 
yield. The use of liquid anaonia rsqaired ctyogenio reaotian tenpa. because 
of much heat generated from the highly exochemic reaatien and the low 
b.p. of anoKmia. In the ixDprtcnred process, H-(t«rt- 

butoxyoarbonyDaminosulfcoyl chloride was deactivated by ths addiCion of 
pyridine at 0 *C to produce water-resistant N- (tert- 
butoxyearbcnyDamiuosulfenyl -pyridinium sale, which was further oeDvertad 
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3004! 1(642 7 CAPUTS 
140:357306 

Cbe-pot ring-olosing ibetachesis-alkene cross 
metathesis reactions of salfamide- linked enynes 
Salio, Sofia S.t Bellingham, Richard K. 1 Brown, 
Biehard C. C. 

Department of Chemistry, lAuversity of Sowthwupton, 
Southaapton, SOI 7 IB J. UK ■ 

European Joamal of Organic Chemistry (3004), (4), 

800-806 

CODEH: EJOCFKi ISSHi 1434 -19 SIT 
Wiley-VCH Verlag Ot^ 6 Co. KOaA 
Journal 
fiiglish 

CASREACT 140)357304 




(eChenyl)thiadiazepinediones I (B • Me, PhCB2, Booi Rl ■ B, Mei Ra - H, 
Ph, MeOaCi Boo » tert-lxitaxyeazbaiiyl) are prepared in up to B3ft yields by 
ring-closing enyne metathesis and ring-closing .enyne cross metathesis 
reacticns of the sulfamide -derived enynes II (R ■ Me, niCK3, Booi Bl - H, 
Ms) either alone or with alkenes RaCHiCH3 (R2 • Ph, Ms03C) in the presence 
of Grubba' secoud-generatica imidazolidinylideneruthcnium nscathasis 
catalyst (lll). II (B - Mm. PhCBa, Boo; Bl « H, Me) are prepared by addition 
of »-allyl -M -benzyl amine and eert-bntanol to ohloroaulfa^l isocyanate, 
H-al)cylaticzi with either propaxgyl bnadds or l-fareme*3-butyae, oleavage 
of Che Boe groi^ with trif luoroaeatic aoid. and either matl^latien with Ms 



iodidtt or bcnsylaciaa vich bmsfl bronidi. II (s • Ma, PhCB3, Booi SI - 
Ma) u&dftrgo Mlcetiv* ring-eloiiing esyna wtta^tbamim vmcfer aierovave 
irzttdiaciaa Co give I (B - Ma, PhCHa, Boer Rl • M«i B3 - H) in (0-*a% yields. 
XI (B > Mo, t^ma. Boo I Bl « B) imdarge enyna oaCAthssia rcAccious in cba 
prttaenctt of III to give I (B . M«, PhCH3, Boc; Rl - B3 « H) , I (B - M», 
FhCSa, Boc) Bl - E} B3 - Ph) (dariVBd ftm, 111) and a prodnct derivwd frtn 
ring-oloaing enToe metathaaia of aubacmca followad hf oroaa-aatachAaia of 
Che atartiiig uacerial vich tba diena piodacti cha ratio of machjrlana and 
benzyl idcne produeca dapenda on ch« waaaat of III uaad. In cha preacBea of 
acyrene or Me acrylata. II (B - He, FhOBS, Boot Bl - H) ondargo 
dxeaoaelecCive rlng-cloaing enyne natachesia reactiona eo givw 1 (B - Ma, 
PhCHS, Booi Bl - Hi B3 - Ph, Ma03C} acareoaalaccively in S«-e3« yield*. 
Cryscal acruccurea of a prodsiec darlvad fron ring-eloaing anyna necacheaia 
and cTosa'tnecachaaia raaecicBW and I (K • Ma, PhCH3i Bl • Bi Ra - Vh, 
Haoac) are decaninad (no dat* in dutiuaau ct ciaCA avaltabla fm Caabrldga 
CrysCAllog. Data Ccncar) . 
C06926-S1-SP 

BL: ECT {Beactant) i SPH (Synchetic prepaxYiCl on) > PBEP (PnvpaxACion) > BACT 

(Beactant or reagent) 

(preparation of aulfaaida-deriTad cnynaa and chair aceraoael active and 
ehmoaalaotiva riag-oloaing az^aa aaCAChaaia and ring*eloaing anyna 
eroaa<nacathaaia xaaotiona to yield (athanyl) chiadiazapinadicsiaa) 

C0C9aC-Sl*S CM9UJS 

Cajcbaaic aoid< ( [(pluaiyliMthyl)-a-prapan7laaino] aalfcnyl] 
1,1-diiwthyl ethyl eater (9CI} {CM. ISDKC mMS) 



T 



MH— C~OBu-t 



=CH3 



C82349-«7-3P 682349-70-aV Ce2349-73-lP 
6e234»-7S-4P 

BL: SP17 (Synthetic prepomtlen) i PKZP (PrepanLtien) 
(atereoaeleotiva and cihaBoaalactiva prapamcicn of 
{ethinyl) chiadiaaapinadlonaB ky ring-eloaing cnyna vatacheaia and 
ring-cloaing anyna erooa-vacachaaia reaotiona of aulfaMide-dBrivad 
esynea) 

$83349 -«7-3 CtfUJS 

l,3,7-11iiadla2cpina-3(3H)-c<uA»ea7lic acid, «,7-dihydro-4-{l-«eCh7latbaivl) - 
?• tpbanylnatlvl) 1 , 1 -dinatlgrlechyl eater, 1,1-diaxida {9CI) (Cft INDEX 



6 



<Ba349-70-B CAFIUS 

l,a,7-lhiadiazepine-3-e«xlxixylie acid, 4,4>.(lE) -l,^.«chenediylbi•[6,7■ 
difaydro-7- (pheaylaatlqrl) -« biB(l,l-dinaclqrl«thyl) aatar. 



l,l,lM*>catraaadda (SCI) (CA ] 
Doable bond geooatry aa ahsvi. 

t-BnO. 




BH «ea349-73-l CAPUDS 

es l,a,7-1hiadiaxapina*3(as)-eazbagt7lie acid. C.7-dihydrD-4- [ (IS) •a- 
.ph•sIylatha9yl| •7-(pluoylnethyl) -, 1,1-divachylatliyl aacer, 1,1 •dioxide 
(9CI) (Cft IHDBC lUME) 

Double bond gaenatxy aa ahom. 




BU 683349 •7£-4 CAPWS 

CS l,a,7-Thiadiazeplna-3(3H)-cazboacylio acid, 4-athenyl-t,7-dlhydro-7- 

(phai^lnethyl) 1 , 1 -diuatfaylechyl eater, 1,1-dieKide (9CI) (Cft IBDiar 
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Ona-poc ayncheaia of N-acyl-subaticuted aulfamidea 
from ohl oroaul f ony 1 isocyanaca via the Burgaaa-typa 
in ca mediate* 

Maani, Yoahiyuki ; WaC4uiabe, Eideakii Maaui, Toabiaki 

Bulk Chamicala Frocea* RfiS Departxaent, Manufaetnrii^ 

Technology B£D LoboraCoriea, Shicnogl k Co., Ltd, 

Astagaaakl, Eyogo, 660-0813, Japan 

Tetrahedron Letters (3004), 45(9), 1853-1856 

CQDEHt TELEATi ISSHi 0040-4039 

Elaoviar Science B.V. 

Journal 

Bigliah 

■ 140:339044 



I? 

jpMHa 



90874-33-9 CAPLUS 

Cazbanie acid, { (phBnylaaino)aalfaiiyl] - 



latl^lathyl aatar (9CI] (CA 



i -Pro- C- NH- S- HHPh 



BH 13S987-94-3 CAPUTS 

CK Caibamic acid, ( (uathylaninojaulfcnyll 1, 1-dinschylechyl ester (9CI) 
(CA INDEX NAME) 



H-Alkoxycazbcnyl - or H-aTylaxycaj:bcayl-*ub*cituced sulfamlde*, e.g., I, 
«ere ayntheaised, in ona-pot, frcu chloroaulfooiyl iaocyanate, alca. and 
aainaa in excellent yialda. The reaction proceeded fay watar-raaistant 
intaraadiataa, oarbcuq^snlfaiaaylanncniuu aalts (Bnrgaaa-typa reagamta), 
e.g., IJ, lAich were generated in altu by the daaotivation of the 
eorreapaading water- sen* icive N- (chl oroaul foiq^DcaKbamataa with tartiazy 

89694-29-lP 90324-88-29 90S74-22-9P 
125987-94-2P 146017-2B-1P 660860-54-2? 
680860-5S-3P 680660-56-4S 680860-57-SP 
680860-56-6P 680B60-59-7P 680860-60-OP 
680860-61-lP 680860-62-2P 680860-63-3P 
680860-64-4P 

BL: SPK (Synthetic preparation) > PREP (Preparaticn) 

(preparatiom of aminoaulfanyl carbamacea via addition of alca. to 
ehloroaulfonyl iaocyanate folloiied by amidaticn with aainea) 

89694-39-1 CAPLOS 

CaxtMBlo aoid, (aminoaulfanyl) -, phaayl aatar (9CI) (CA INDEX NAME) 



s r 



90334-08-3 CAPLOS 

Cazboaie acid, (aBinoaulfanyl) -, butyl eater (901) 



(CA INDEX NAME) 



ff r 
r 



Sn 148017-38-1 CAPUTS 

CN Caibaalc acid, (auinooulfosyl),-, 1 . 1 -diuathylathyl aatar (9CI} (CA INDEX 



ff 

•j-NHa 



BN 680860-54-3 CAPUTS 

CN Carbanio aoid. (aninooulfonyl) -, l-n«thylachyl aatar (9CI) (CA INDEX 
NAME) 



I -Pro— C— NH~|^KH3 



BV 6808CO-55-3 CAPUTS 

CN Caxbanio acid, ( (mathylamine)sttlfanyl] -. 1-natliylaChyl aatar (9Cn (CA 



s s 
r 



HaF-^-HB-C- 



SB fiaoaco-5fi>4 caputs 

CN CaxtMoio acid. I (dl«thylaino}milfaDiyl] l-MChyUel^l MCttr (9CI) (CDi 



BH 60O86O-61-1 CAPUTS 

CH Caxboaie aeid« ( (iuUqrl<nlw>)>rolfaDyl) cricyvloO.S. 1. 13,7]dBe*l-7l 
vatar (9CI} (C& HDBT HSKE) 



if f 



1^ ^ (H 



SH iB0t(0-67-5 CAPUJS 

CH CubttiG aeid* [ tbia{plLnqrlnBtJ]7l)aaiao] mlfeoyl] l-nechylAtbyl 
(QCI) (CA tHDBr lONB) 



SH (eOBS0*S3-3 CAPUTS 

CH QuboLie «ei<L [(B0tlqrl>Biiio)«ulfcsiyl| phaayl Mtar (SCI) (CA IHDEIC 
NAME) 



6QOfl60-5e-6 CAPUTS 

CAzbaaic acid, [ (tricyclo[3. 3. 1. 13,7]d«e-l -ylaminojBulfanyl] - 
l-naUtyletliyl Mter (9CI) (CA INDEir NAME) 



BN SeOB60-63-3 CAPUTS 

CH Carbomic aold« {«aino«ul£asiyl) 4 -aschflo^plienyl ester (SCI) (CA INDSy 
KAMB) 



SH C90eCO-59-7 CAPU» 

CH CAzbnie «eid, ( {ttetliyl«BiDo)ralfaoyl) bacyl eater <9CI} (CA ] 



ff 



BH fieOB60<64'4 CAPUJ8 

CH CaEbBmic acid, [ (aetfaylamino)aulfaDyl) 4 MUthoi^phaayl eater {9CI) (CA 
INDEX NAME) 



I? I 



n-BiiD-C-HH- 



RH i808C0-(0-0 CAPUTS 

CH Caxbomio aeid, («aLino«ulfanyl) erieyolo(3. 3. 1. 13,7]daa-l>yl eater (9CI) 
(CA IHDmr HAMS) 



ff ff 
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lAP binding 1 

Mclendon, Georgei Kipp. Sadliel A. 1 Caae, Martini Shi, 
Yisangt SenmelhaeJc , Martin P.| Albiniak, Philip A. t 
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Patent 
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PATENT NO. 
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APPLICATICH NO. 



KIND 
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APPLICATION NO. 
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WO 3004007539 



A3 30040133 WO 3003-US33071 30030715 
Hi AB. AO, AL, AM, AT. A0, AZ, BA, BB, BO, BR, BY, BZ. CA, CH, CN, 

CO, CK, aa, cz, tub, sk, dm, sz, ec, es, fi, gb, od, as, ob, 

GM, RB. HU, ID, IL, IH, IS, JP, XE, XO, XP, XS, XZ, LC, LK, Ut, 
LS, LT, UT, LV, MA, MD, MO, MK, MN, MW, KX, ¥Z, NO, HZ, CM, PO, 
¥&. PL, PT, BO, RU, SC, SD, SE, SO, 5K, SL, SY, TJ, TH, TN, TR, 
TT, TZ, UA, W, US, ITZ, VC, VS. YU, 2A, ZM, ZW 
BW: GH, Of, KE, LS. MW, MZ, SD, SL, SZ. TZ, UO, 31, ZW. AM, AZ, BY. 
XO, XZ, M), XU, TJ. 1M, AT, BE, BO, CB, CY, CZ, DB. OK, EE, ES, 
FI, ER, OB, m, HIT, IE, IT, US. HC, HL, PT, RO, SB. SI, SX. IR, 
BF, BJ, CF, CO, CI. CM, OA, Ol. GQ, GH, ML, MB, HE, SH, TD. TO 

PRICHITY APPLN. INFO. : US 2002-395918P P 30030715 

OTH£B SOUBCE(S) : MASPAT 140:107787 

AB CasB£x3a. chAt bind cellular lAPa (inhibitor of apcptosia proteina) are 
diaeloaad. The ooopda. are mivetica of Che H-teminal tetrapeptide of 
lAP-blndiug proteins, su^ as Skoac/blABOLO, Bid, Orim and Reaper, ahieh 
interact with a q>. sarfaee groove of lAP. Alao diaeloaed are mecheda of 
using theae eaapds. for theri^MUtio, diagnoatlc and aaaay puzpoaea. 

IT 29664-56-8, Burgees • reagent 

BL: BCT (Beactant) 1 BACT (Beaotant or reagent) 
(lAP binding coiqxis.] 

BH 39 684 -5C -8 CAPLUS 

CH Ethanaminiim, H, H*dietlqrl -N- [ ( (methasgreaxbcDyl ) aaioo] aul f any 1 ) • , inner 
sale (9CI) (CA INDEX NAME) 



ff J 
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ACCESSICN NtMBERi 
DOCWOIT NUMBER: 
TITLE? 



IHVE11T<»(S) : 



PATQIT ASSIGHEB{S) 1 

SOURCE: 

DOCTJMEHT TYPE: 
LAHGUAOBi 

FAMILY ACC. BtM. COUHT 
PATSIT IHFOBKATIOH: 



CAPLUS COFraiOT 3005 ACS on STH 
3004:S04S8 CAPLUS 
I4O1III375 

Preparation of indoline derivaclvea as ACAT or lipid 
peroxidation inhibitors 

Kaniya, Shoujii Ikai, Mihot Talcahaahi, Xanjii Taruai, 
Tadatsugu) Xaaai, Maaayasai Yoihimi, Alcihiaai 
Shirahaae, Eiroaltl 

l^oto Pharmaeeutieal Induatrles. Ltd., Japan 

PCT Int. Appl. , J13 H). 

CODEH: PIYimS 

Patent 

Japanese 



HO 3004007450 

W: AE, AO, J 

CO, CR, ( 

GM, ER, I 

LT, US, I 

PH, PL, I 

TT, TZ, X 

BH; GH, GM, I 

XO, KZ, F 

FI, FR, ( 

BF, BJ, ( 
CA a493«69 
BR 3003013734 
BP 15415S3 

Ri AT. BB, ( 

IE. SI, I 

PSIOKITY APPLH. INFO, i 

OTEIS SaURCE(S) t 



Al 

AM, AT, 
CZ, DE, 
ID, IL, 
MA, ND, 
RO, RU, 
UO, US, 
LS, MW, 
EU, TJ, 
CS, EU, 
CO, CI, 



Al 

DB, DK, 
LV. FI 



30040133 WO 3003-JP9013 
AU, AZ, BA, 
DK, DM, DZ, 



UZ, VC, VH, 
MZ, SD, SL, 
TM, AT, BE, 
IE, IT, U7, 
CM, OA, GN, 

30040133 

30050434 

30050615 
ES, nt, GB, 
RO, MK, CY, 



MARPAT 140:111375 



EC, EE, 
XE, KG, 
MW, MY, 
SO, SK, 
YU, ZA, 
SZ, TZ, 
r BO, CH, 
r MC, NL, 
GO, OR, 
CA 3003 
BR 3003 
EP 3003 
, CK, IT, 
. AL, TR, 
JP 3003 
NO 3003 -. 



ES, FI, 
KR, KZ, 
KZ, NI, 
SL, SY, 
ZM, ZW 
UO, ZM, 
CY, CZ, 
PT, RO, 
ML, MR, 
34936(9 
13734 
764306 
U, US, 
BO. CZ. 
308878 
JP9013 



DATE 

30030716 
BZ, CA, CH, CH, 
CT, GD, GE, GH, 
!£, LK, L£, LS, 
NO, NZ, CH, PG, 
TJ, TM, TN, TR, 

ZW, AM, AZ, BY, 
DE, DK, EE, ES, 
SE, SI, SK, TR, 
NE, SN, TD, TO 
30030716 
30030716 
30030716 
NL. SB, MC. PT. 
BB. HI7, SK 
A 30030717 
V 30030716 





The title indoline caapAa. with general foruula of I {sherein Rl and R3 ■ 

Independently H, al)cyl, or allcaxyi R3 ■ N03, NHCQNH3, (un) substituted 

NHSOSH, or allcyl 1 R4 - H, alkenyl, aDcoxyaUcacy, al)cylchioalkyl, 

cyoloallcyl, cycloal)cylal)cyl. (un) substituted alkyl, or CCHj R5 - alkyl, 

cycloalkyl, or aryli R13 - H, alkyl, alkoxyalkoecy, or al)cylthioalkyl] or 

pharoaceutically acceptable SAlts thereof are prepared as acyl coA 

cholesterol aoyl transferase (ACAT) or lipid peroxida. inhibitors. For 

exas^le, the coapound II was pnpared in a multi-step ayntheala. I shcMed 

71.9 to 98.1% inhibitory activity at the coaoentnttion of 1.0 HM against liver 

ACAT in ral±>it. 

C47008-50-2P 

RL: PAC (Phantacologleal activity) t RCT (Reaotant) ) SPH (Synthetic 
preparation) 1 THU (Therapeutic use) 1 BIOL (Biological study) 1 PREP 
(Prsparatico) » HACT (Reactant or reagent) 1 USES (Usee) 

(drag candidatei preparation of indoline derivs. as ACAT or 1 ipid peroxidn. 

inhibitors) 
647008-50-3 CAPUTS 

Carbeaio acid, ( [ (7- ( (3, 3-diMthyl -1 -oxopropyl )auino} -3, 3-difaydro-4, 6- 
divathyl-l-ootyl-lH-indol-5-yl]aaino]salfoayl] -, 1 , 1 -dimetliylethyl ester 
(9CI) (CA 18DEK HAME) 




M700B-49-9P 

SL: PAC fPhanacologieal accivicy) i SSV (S:^thetic pnpancian) i TBO 
(Tbarapmcie um}i BIOL (Biological atndy) ) FBEP (Praparacian) f USES 
(UBa.) 

(drug c«nclidac«> praparaciesi of indolina derlva. aa AC&T or lipid paracidn. 
inhibitor*) 
64 7008*49-9 CAPLOS 

CaxboBie aoid. n[7- [(a,a>diaachyl>l-o»qprep7l)aaiao] -3, 3-dilqr<iro-4, C- 
diwthyl-l-oetrl*lH-iiwlDl*5-7lI«aiiu>]aulffsqrl] nattyl aatar {9CI) (CA 

TBDBX nam) 




647009-2e-7P 647009-41-4F 647009-44-7P 
647009-53-eP 647009-65-2E S47009>76-5P 
647009-80- IP 647009-B5-6E 647009-B7-ep 

BL: &CT (Saaccant) i SPH (Synchecic preparatioa) i P&BP (Preparaticn) » RJkCT 
Otaaotanfc or raaganc) 

{intazmadiataj preparaticn of indolina dsriva. aa ACAT or lipid paroKidn. 

inhibicora) 

C4 7009-30-7 CAPUTS 

Carbdaic acid, [ [ [7- ( (3, 3-dlaethyl -1 -oxaprapyDaniiso) -1- (a-athoBcyachyl } • 
2 , 3 - dihydro- 4,6- dine thyl - 1 H- liidol -5 -yl ] amino] aul f any 1] - , 1,1 -dittetlgrl* chyl 
ester (SCI) (CA IHOBT HAMB) 




CH3— CHj— OEC 



(mathaxyaetbyl t -4, 6 -dine chyl -1 -propyl-lB-indol-S-yl] 
l,l-diMthyleCl]7l eacer (9CI) (CA IHDS WKB) 



nilfoByl] - 



I I T 

t-Bw-j^MH 



M7009-44-7 CAPUTS 

Caxfooiaic aoid, ( [[7- ((3,3-dinathyl-l- oxDpnvy l>«»i"o3 -3,3-dilqrdro-4, 
dixae thyl - 1 - ( 1 - oxobaty 1 ] - IH - indol •S -yl | anino] aulf onyl } - , 1.1 -dioethylatfayl 
aatar (901) (CA UDE3( HAMS) 




647009-53-8 CAPUTS 

Cazbaaic acid, ( ([7- {(3,a-diMthyl-l-aMoprflf>yl)«aino] -a,^-difaydro•3,4,C- 
trinatfayl-l•p^opyl-lH-iIuk>l-5•■yl]amlIlo]aulfanyl] 1,1-dinatlqrletkyl aacai 
(9CI) (CA IHDBf HAKE) 



t-B«-jpHH 



647009-S5-3 CAPUTS 

Carbomio acid, ( ( (7- [{3. 3-diTaetbyl-l -axoprcpyDamiso] -3, 3-dihydro-3- (3- 
VAChoKyechyl'} -4, S- dine chyl -1 -propyl -IH- indol -5 -yl] aaino] aulfonyl] -< 
1,1-diuechylatliyl eaCer (9CI) (CA IHOBT HAHE) 



RH M7009-41-4 CAPUTS 

CH CaxtMuic acid, [ ((7- [(a.a-dinaChyl-l-oxaprapyDaninol -3. S-difaydro-a- 




«4 7009 -76-5 CAPU^ 

Catfeaaio aoid, [ { [7- {(a, 3-dinaChyl -1 -oxopropyDanino] -a, 3-dlhydro-4, 6- 
divathyl -3 - ( (aathyl thi o) w chyl ] - 1 -prcpyl -IB- indol -5 -yl ] amino] aul f ony 1 ) • 
1,1-dimachylathyl aatar (9CI) (CA IHDBf HAHB) 




647009-00-1 CAPUTS 

CaxtMiaie acid, ( t{7- ((a,a-dimchyl-l-axopropyl]aminol -3, 3-dilqrdro-l> (i- 
lqrdroK]^axyl) -4, S •dinaCbyl- IB- indol -5 -yl] amino] aul f any 1) 
l,l«divachylatl7l Mtar (9CI) (CA IHDBV HAHB) 




647009-85-6 CAPUTS 

Caii>amid aoid. ((C7- Cia.a-diMthyl-l-oxqprepyDaaino) •l•(a• 
(aChylthio)achyl] -3,3-dll)ydro-4,6-dinaChyl-lB-i&dol-5-yl]aaiDo]aulfaayl] • 
l.l-dioatbylaelqrl aatar (9CI) (CA IHDEir HAHB) 



t-BuO— C— MH-, 




CHa~CHa— SBt 



647009-B7-8 CAPUTS 

Caxbaaic acid, [ ([7- [(a,3-dimechyl-l-aio9prapyl}amino] -3, 3-diliydro-4, 6- 
divachyl-l-{3-(natfaylthio)atfayl] -IE- indol -5*yl] amino] aulfcmyl] 
l,l-di«achylatfc7l aatar (9CI) (CA ZHDEir HAHB) 




CHa"" CH2~"S»le 



SEPESBICE CCKJNT: 
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la THESE ARB 13 CITED RBPBIBICBS AVAIIABLB F08 ISIS 
BECOBD. ALL CITATIGBTS AVAILABLE IH TEE XB FORMAT 

CAPLU5 COPYSICST 3005 ACS cm STH 
3004:50463 CAPLUS 
1401387497 

Daaign, aynthaala* and in vitro avaloatieo of 
inhibitor* of human lavJcooyta alaataaa baaad en a 

fucc ci coal i zed cyclic salf amide acaffold 

Zhcbg, Jiaylng; Gan, ICiangdcmgi Alii aeon, Kevin B. ; 

Oroutae, Williooi C. 

Departmanc of Cheaiatry, Wichita SCata UhivaraiCy, 
Wichita, KS, 67360, USA 

Bioorganie A Medicinal ChaniaCzy (3004), 13(3), 
589-593 

CQDEH: SMECEPi ISSN: 0968-0896 
Elaavlar Ltd. 



aigliah 

Th9 daaign of noval f unccicnal isad tei^lataa oapable of binding to tha 
activa aita of aariua protaaeaa could potentially lead to tha davalopaant 
of potent and highly aalactiva nfln-eovalcnt inhibicora of chaaa anzyma. 
Vaing tha alaataaa -tux4cay ovoDniooid inhibitor oonplax and inaighca gainad 
from aarliar work baaad en tha l,3.5-thiadiasolldla*3-ana 1,1 dioxida 
aeaffold (I), a aorregata eyolovol f amida aeaffold (II) waa uaad for cha 
first tina in tha daaign of ravaraibla inhibitor* of human leulcocyca 
alaataaa. Caapda. 7 and 0 were found co be microoujlar raveraible 
inhibitor* of the enzytaa. 
686781>13-3E 686781-14-6P 

RL: SCT (Beactant) 1 SPH (Synthetic preparaticn) t PREP (Preparaticn) » RACT 

(Baaotant or roagant) 

(daai^i, ayathasia and waluation of inhibitors of human laidcoeyta 
alaataaa baaad en funotionalicad eyolio sulfamida scaffold) 



SH CB (781 -13-5 CIPLD8 

CV 7-Qita-4-Chl*-3,S«di «» » ii cPi uio ic acid, S.B-diiuchyl-a- { ( {3S) •) - ( (35) -3- 
BBtlxyl -1 •csco*3 - [ I (phcnylnBtluKy) eaztwnyl) aaiaQlbatyl) -3- 
pri!Tolldinyl]MtJqrl|-a>(3*wU^ll>reiiyl)-C-agu>-, vathyl •ster, 4,4-dicKide, 
(aS)- (9CI) (Cft IHDBC BUIE} 

Abaolucs •b«r«oe3icai*try. 



(B67B1-14-6 CAPLOS 

CAzboBlc AOid, {(lS)-l-(((3S)-3-(3-[(lS)-l-(liydrcK7iiictfa7l)-3'nBtfaylbatyl)- 
7, 7-diMChyl -3, 3-dlaxidD-5 -oxd-S-gka-S -chia-a. 4-diaz«0eb-l -yli -1 • 
Fyrrolldinylloartoanyl] -a^ttylprppyl] phaoylMtliyl Mtar (»CI) (CA 



Absolut* Btercodliatiatry. 
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DOCmaiT NOMBBli 
TITLE; 

IHVZaiTOStS) : 



FATSrr ASSIGNEE (S) : 
SCURCE: 



2004:41325 CAPLUS 
140:111271 

Preparation of pyrrol acaibcKitnides «■ HIV intagraaa 

izihibitors 

Walker, Michael A. i Ma, Zhi^ingt Kaida, B. 
Karaalinhului Sorenson. Margaret B. i Puidrl, AimapamA} 
B^mvilIe, Jacques) Plamondan, Sergei Scull lazd, Roger 
Bristol -Myera SqulUa Canpcuiy, USA 
PCT Int. .^1., 331 sp. 
CODENi PIXXD3 



VOCWaST TTPB: 
LABOOACS: 

FAMILY ACC. UW. OOCDiTT: 
PATEZrr IBFOBMATIOH: 

PATENT HO. 



Patent 
English 



KIBD DATE 



no 3004004657 
no 3004004657 

W: AE, AO, AL, 

CO, CE, OX, 

CM, EE, HCr. 

L5, LT, U7, 

pa, PS, PL, 

TR, Tt, TZ, 

BW: GB, Of, SB, 

to, JZ. MD, 

FI, Tt, G8, 

BF, BJ, OF, 
US a004110B04 
PRICRITY APPLH. IHFO. : 

OTBER SO[]RCB(S) : 
01 



A3 

A3 
AM, AT, 
CZ, DB. 
ID, IL, 
LV, MA, 
PT, RO, 
Vk. W, 
LS, NT, 
HW, TJ, 
GR, W3. 
CO, CI. 

Al 



APPUCATIOH ND. 



30040115 WO 3003*llSai371 
30041104 

AU, AZ, BA, EB, BG, EH, BY 

DK, DM, DZ, EC, EE, ES, FI 

IN, IS, J7, KB, KO, KP, ER 

MD, MS, MR, 

SU, SC, SDi 

VZf VC. VHi 

MZ, SD, SL, 

TM, AT, BE, 

IE, IT, La, 

CM, OA, GS. 
30040610 



MY, MZ, 

SK, SL, 

YI7, ZA, an, Zff 

SZ, TZ, UO, ZM, 

cy, CZ, 

PT, RO, 
ML, MR, 
616031 
39454 BP 
39934 BP 



BZ, CA, ca, CH, 

(Sf C2)# QSr GS« 

BZ. LC, LK, Ut, 

HI, BO, HZ, CM. 

sr, TJ. 1M, m. 



HABPAT 140:111371 



00, OH, 
US 3003 
US 3003 
US 3003' 



ZV, AM, AZ, BY, 
DB, DK, EB, ES, 
SE, SI, SX, TR, 
EE, SB, IS, TO 
30030709 
P 30030709 
P 30030739 



Rio E" III 



O OH 

Rio *Hll II 



Rio Ell zv 



The title coiq>da. R1CBR3MB3B1 [It Rl » (un) subati tilted Fh, naphthyl, 
furyl, etc.f £3 - H, alkyl, (un) substituted axyl, alkylarylj R3 - H, 
alkyl, alkylaryl, (un) substituted OEf Bl - II-IV (idierein RIO > H, alkyl, 
cycloalkyl, etc.; Rll - alkyl, cyeloalkyl, azyl, etc.)] «hieli inhibit HIV 
integrase, and are useful for treatment of AIDS or ARC, were prepared E.g., 
a nulti-atep synthesia of V idiich idiowed 99.9% inhibition of HZV Integraae 
at 30 f4<, «as given.. Phannaceutical conpoaitioa conpriaing ch« con^da. I ii 
claimed. 
6460SO-B6-4P 

RL: PAC (PhAxmacological activity); SPN (Synthetic preparatian) « THU 
(Therapeutic use) ; BIOL (Biological study) } P2EP (Preparation) ; USES 
(Uaes) 

(preparation of pyrrolecazboDumides as HIV integrase inhibitors) 
446050-86-4 CAPLOS 

Caxbeuie acid, [ [[3- [4 • [ ([ (3,4-dichlorophex3yl}iiwthyl]vetlqrlaBinoloarbaDyI] - 
3,5-dilqrdro-3-hydraKy-3-OKO-lH-pyrrol-l-yl]ethyl]Ta«thyla»ino]siilfanyl] -, 
1,1-diwthyIetliyl eater (9CI) (CA INDEir KKHB) 
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2003:950997 CAPIATS 
140:16640 

Preparation of H- (arylnethaxycecbonyl) - and 
V-(azylvathylaninocaxbcnyl)plperidlnes aa sub 
receptor antagoniata 

Takaha^i, Masamii Miyake, Tsatamn} Horitani, 
Yasunorif Asai , Hidecosbif I^ii, TakeCOihii ! 
Rikako 

Tanabe Seiyoku Co. , Ltd. , Japan 
PCT Int. Appl., 307 if». 

axmt pi]nD3 

Pacnt 
aiglish 



KIND DATE 



WO 


2003099707 




Al 




30031304 




ff: 


AE, AO, 


AL, 


AM, 


AT, 


AU, AZ, 






CO, CR, 


CU, 


CZ, 


DB, 


DK, DM, 






GM, HR, 


HU, 


ID, 


IL, 


IN, IS, 






LU, LV, 


H&, 


MD, 


MO, 


MK, MU, 






PT, RO, 


RU, 


SC, 


SD, 


SE, SO, 






UO, US, 


UZ, 


VC, 


VN, 


TO, ZA, 




Rff: 


CT, GM, 


KE, 


LS, 


M», 


MZ, SD, 






KO, XZ, 


MD, 


RU, 


TJ. 


1M, AT, 






FI, PR, 


GB, 


OR. 


HU, 


IB, IT, 






BF, BJ, 


CF, 


CO, 


CI, 


CM, OA, 


JP 


3004143139 




Aa 




30040530 


CA 


34B7306 




AA 




30031304 


BR 


3003011410 




A 




30050315 


EP 


1S13014 




Al 




20050316 




R: 


AT, BE, 


CH, 


DS. 


DK, 


SS, PS, 






IE, SI, 


LT. 


LV, 


FI. 


RO, MX, 



PRXCBITY APPUI. IBFO. i 



APPLICATION NO. 



WO 3003- 

BA, BB, BO, 
DZ, EC, EE, 
XE, KO, KR, 
MW, »f, MZ, 
SK, SL, TJ, 

at, zw 

SL, SZ, TZ, 

BB, BO, CH, 
LU, MC, NL, 

w, 00, aa, 

JP 3003- 
CA 3003- 
BR 2003. 
EP 3003- 
GB, GK, IT, 

cr, AL, n, 

JP 3003- 
US 3003- 



DATE 



TM, TN, 

UO, ZM, 
CT, CZ, 
PT, RO, 
ML, MR, 
14B644 
3407306 
11410 
733139 
LI, LU. 
BO, CZ. 
155744 
39534aP 



30030539 
BZ, CA, CH, ON, 

G& r (3D f GEr Q&f 

m. I£, LS, LT, 
NZ, CM, FH, PL, 
TR, TT, TZ, UA, 

ZW, AM, AZ, BY, 
DE, DK, EB, ES, 
SE, SI, SK. TR, 
NE, SN, TD, TO 
30030537 
30030539 
30030539 
30030539 
NL, SB, MC, PT, 
BB. BU, SK 
A 30030539 
P 30030713 



OTHER SOURCE (S) : 



MARPAT 140:16648 



JP 3003-340755 
US 3003-409595P 
WO 3003 -JP6 730 



30020038 
30030911 
30030539 





H-{azylnatho]q^zbaiqfl)- and 2r-(arylwchyl«mlnoo«xbegayl)plperidiii«s I {Rl 
« alkyl, (un)8Ubatitnted hydroxy, aezeapte, eazbcnyl, aalflnyl, salfonyl, 
RllRlSNi R3 ■ H, halogen, (un) subati tuted hydrcoty, andno, allcyl, or 
eazbcnyl grov^> R3, R4 • H, (un) substituted alkyl; Rll, R12 « H, 
(un) substituted carbonyl , sulfooyl, alkyl, heterocyclyl (containing 1-4 
nitrogen, eocygen, or sulfur atcas) i R11R12N may fozm an (un) substituted 
heterocyclyl laoiety from the list of piperidinyl, hexahydroazepiny 1 , 
pyrrol idinyl , imidazol idinyl , hexahydropyrimidinyl , thiazolidinyl, 
nozpholinyl, triasolyl, tetrazolyl, pu.rinyl» Z ■ O, MR3j both of the 
explicit Ph rings may be subatltuted] such as II are prepared as tachykinin 
receptor antagonists (and particularly substance P receptor antagonists) 
for the treatment of inf lanssation, allergies, pain, nausea, central 
nervous system and digestive diseases, and urinary and Inaune disorders. 
Addition of 4-f luoro-2-methyIphenyImagnesitim bromide to 4 -mathoKypyridine 
followed by acylation with benzyl oxycarfocnyl chloride, reducticn of the 
dihydropiperidone with zinc and acetic acid, protection of the ketone as 
the di-Me acetal, reduction of the benzyl oxycazboayl groiq> with hydrogen in 
Che presence of palladium en carbon, addition of 3 ,5 - (P3C} 2C&H3CE21IHHe to 
1, 1 ' -carborqrl imidazole followed by addition of the piperidine, acid cleavage 
of the acetal, and reductiaa of the ketone, gives a mixture of the raeemic 
piperidinols II (R5 - B, ROi R6 - HO, £0. Approx. 500 exa^le conpds. are 
prepared (no biol . data) . 
C29939-40-8P 

RL: PAC (Pharmacological activity) i SPN (Synthetic preparation) i THU 
(Therapeutic use) i BIOL (Biological study) i PREF (Preparation) t USES 
(Uses) 

(title coopoundi preparation of N- (arylmechoxycarbonyl) - and 



V-tTfluattcfltaiaaOMxbeayDpipmridiBJim as «ubBtcaie« P rweptor 
anCAgeniacs for tha creacaent of inf lammaclcn aiul ccdditicna auch aa 
nrixtATY diaordars) 
Klf C39939>40-e CAPUTS 

CS Cazbaalc aeid, [ {dladiyloaino) aulfooyl] (32. 45) -1- { [ {(IS) -1- O.S- 
bi a ( cr i f luarcxDetfay 1 ) pheayl ) • thyl ) uetfa/l asiDo] cazlxisiy 1 )>a-(4<fluero-a- 
JMthyljbimiyD't-Vivnaiixrl aaear (»CI) (CA IBDSY HSMB) 

Absolut* ac«raec&aBiatzy. 
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W 30030513 



OTHBt SODRCS(S) : 
AB Diwrloaad are an 
lii^tar 



MABPAT 139:369760 

■olutian with & pH v&lua of highar than 3 bat not 



than 4, compriaing a aubacicuted or unaubaci caced aaildino graip having 
jiiyaiol. aotiva subatanoa) a lyophili«ati<m prodoot d>tainad by 
lyopbilising th« aqiecnia aoluciont an injaction coopriaing tha aqiieaaa 
aolutlan or tha 

lyopbilisation piodoott and an injactiov kit. A freaza-driad oocspoaition for 

injaction «aa preparad froa a solation ccmtainlug 
(3S} -3- {4 - { [ ( 3S) -1 -acetoliaidoyl -3 - 

pyrrol idinyl]oxy]phei^I] -3-(7-aaidino-3-naphthyl]prc7ianic acid 

h ydr ochl or i da pentahydxnta 19.375 ng, 0.1 N BCl q. a. to pB 3.5, and water 

balance to 3 oL to exaaina ita acor&ge atability. 
IT 201933-39-3 

SL: THU (Therapeutic aaa}i BIOL (Biological ■tucty) « USES (Usea) 
(lycphilizaticn prodiicta containing atnidino ccoQxia. } 
RH a01933*39-3 CAPUTS 

CN Cazbmic acid, [[[ [7- laninoiminone thyl ) -3-naphchalenYl} methyl} [4-[(l>{l- 
inlneathyl) -4-piperidinyl]axy]phai7namino}anlfaD7ll -> ethyl ester (SCI) 
(GA IBDEir KftME) 



if 

OBBBs-NH-C-OEt ^/^^^^ 
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CAPLUS COPYBICST 3005 ACS on STH 
3003:837750 CAPUTS 
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Ifew atr&tegies to Byvoetrio and unaynmatrio eyolio 
aulfoaide analogs of OMP 333: a salfur 1 iAca^in/RCM . 

iq^proadh 

Jim, Jung Ho i Dougherty, Joaejdi. H. t JlnensB, Maria dsl 
Sol; HanscQi, Paul R. 

Departvent of Cheodatry, Uktiwraity of Kansas, 
Lawmoe, ES, 6C045-7583, USA 
Tetrahedron (3003}. 59(45), 8901-8912 
CQDEN: TETBABt ISSVt 0040-4030 
Elsevier Science B.V. 
Journal 
Diglish 

CASBEACT 140:59630 

The synthesis of 7-«eBibered cyclic sol f amides utilising the ring closing 
metathesis reaction is described herein. Suitable sulfur linchpins were 
N,N' -Bulfai^lbis[L-leucine] di >Me ester and (3S) -a,e-dinethyl-3- (1- 
Mthylethyl) -6-axo'7-oxA-4-thia-3,5-diazancgiAnoic acid Me eater, 
4,4-diaxlde. Two najor synthetic strategies that expand the scope and 
utility of our previously reported sulfanide and sulfanoyl carbanate chemical 
are en^loyed. Both Mitsuncbu alkylatien and sivple allqrlficid of core 
sulf amides and sulfanoyl carbamates cockled widi ring closing wtathesis 
are used to efficiently install lipophilic groups into the Pl/Pl ■ and 
P3/F3' peripihery of the cyclic sulfamides. Overall, the routes described 
are applicable to the synthesis of a variety of cyclic 7-iiiembered 
sulfamides. An example cotqpound thus prepared was ( •} - {3S,4S,5S,6S) -3- { (4- 
methoacyphenyDiMthyl] -3-iaeehyl -6- (l-methylethyl) -7-(Fhenylmethyl) -1,3, 7- 
thiadiazepin«-4,5-diol 1 , 1 -diaxide . 

U9059>71-5. OS} -8, e-Sittsthyl-3- (l-msthylatl^l] -6-axo<7'axa-4- 



PUBLI SHES : 
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thia'3, S-diazamananoic acid methyl eater, 4. 4 -diaxide 
RL: RCT (Reactant) ; SACT (Seactant or reagent) 

(preparation of sym. and unsym. cyclic sulfamide analogs of DMP 333 via 

sulfur lincl^in/rlng closing metathesis) 
139059-71-5 CAPUTS 

7-Cbca-4-thia-3,5-diazanaaanoic acid. 8,a-dimethyl-3- (l-metfaylethyl) -6-apco- 
, methyl ester, 4,4-dicKide, (3S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. Rotatia 



(+). 



63816S-$0-3P «3816S-81-8P 

RL: RCT (Reactant) f SPH {Synthetic preparaticn) i PSEP (Prsparation) i RACT 
(Reactant or reagent) 

(preparation of sym. and unsym. cyclic sulfomids analogs of DMP 333 via 

sulfur linchpin/ring closing metathesis) 
638165-40-3 CAPUTS 

Catbaaic acid, [ ( ( (IS) -1 - (1 -nethylethyl) -2 -propenyl] amino] salfcnyll -, 
1,1 -dime thyl ethyl ester (9CI) (CA INDEIf NAME) 



Absolute stereochemistry. Rotatia 



(-}. 



R» 638165-81-8 CAPUTS 

CN 1,3, 7-Thiadiazepine-3(3H} -acetic acid, 7- ( (1 ,1 -ditaethylethoxy) carbonyl] - 
6, 7-dihydro- «- (1 -methylethyl ) -s - [ (phenylwthcKy)n»ehyl} - , methyl 
ester, 1,1-dioxido, (ctS,6S)- {9CI) (CA INDEX NaMB] 

Absolute stereochemistry. Rotation {-}. 
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thiazolidine-3-anes as protein tyrosine phosphatase lb 
and T-cell protein tyrosine |diasphatase inhibitors to 
mitigate insulin resistance in the treatment of 
diabetes or atherosclerosis 
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l3 



y 
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Subsfci cntad thiatolldinatricnes I (LI - IJ > single bood; 01 •> single 
bond. H, (im)aabaciCuced aUcyl, circloalkyl, or aminocAxbonyl , c&xtococy, 
S10C(:0), RlOOC(iO), K10S(:O)q> 03 - 0, S, &3K> B, R2 - (w) eubaci cuced 
Alky-l, Alkynyl, heteroalkyl, Azyl, heceroaxyl, oxalkyl, Alkaxy, aralkcu^, 
or einilkylchlo, amino, halogen, nitro, carboxy, crifluorcoeUiyl, etc.; Bl 
- (un) substituted alkyl, alkynyl, heteroalkyl, aryl, heceroaryl, aralkyl, 
alkoxy, aralkoxy, aralkylthio; B3 - H, KO, alkyl > RIO - (un) substituted 
alkyl, aiyl, heteroaryl, aralkyl, heteroaralkyl > E14 - H, (un) substituted 
alkyl, alkoKycarbonyl, acyl, aryloxycarbcnyl , heteroarylcKyoarbomyl, 
carbamisyl, or sulfctxyli JC, Y - CH, N, O, S, S14Nj Z - (un) substi tuted 
alkyl, alkaxyalkyl, alkyl thioa Iky 1 , alkylamlnoalky 1 j Zl, Z2\ Z3 - CH, N, 
N(:0), CSl, CR3i SI and S3 can form an (un) substituted 5- or 6-me(abered 
aronatic or heceroarca. rlng> SI and LI can fom an (on) substituted 5-, 6- or 
7-n0Bbered ring interrupted by nitrogen, oxygen or sulfur acoos] such 
II &r« prvpared as Inhibitors of pzoceia tyrosine phosphatua lb and T-eell 
protein tyrosine phosphatase for overeouing insulin resistance and 
modulating glucose levels in the treatment or prevention of metabolic 
diseases, such as diabetes, or atherosclerosis. II is prepared by treatment 
of £t bromoacetate with 1-na^thaleneaethanamine, N- sulf amcylaticn with 
sulfamoyl chloride, and base -nediated cycloccndensatiian. No biol. data is 
provided. 

612531-0?>4P 612531-a9-2F 612S31-42-7P 
612531-45-OP C12531-S9-C( $12531-62-lP 
612531'-74-5P 

BL: SCT (Beactant) ; SPN (Synthetic preparatiou) ; PBEP (Preparaticn) » BACT 

(Beactant or reagent] 

(intexuediate; preparatiooi of thiazolidinetrienes as protein tyrosine 
phosphatase lb and T-cell protein tyrosine ^bom^uAM^ inhibitors to 
mitigate insulin resistance in the treatment of diabetes or 
atherosclerosis) 

612531 'OT-A CSPLVS 

5-<bEa-e-tli.ia-7,9-diaxa-3-sil«imdecau-ll-oic acid, 9- (IH-indol-S-ylnethyl) - 
3, a -dimethyl- 6 -e«o-, methyl ester, e,B-dlaxide (9CI) (CA IHSEy lOHB) 



ItoO-C-CHa-lf-CHa 



612531 >39-a CAPUTS 

7-Qxa-3-thia*3,i-diazaw»anoic acid. 4 - (3- (2'vethoxy-3-oxoethyl)pbenyl] - 
B,8-diaaclirl-6-axD-. 1 . 1 -dimstfayletliyl ester, 3,3-dlaKida (9CI) (CA IBDB 



a^j|- Htt- j|— OBu 



(13531-43-7 CAPXX7S 

7-Qxa-4-thia-3.5-diaaanaaMnoie acid, 3-(a,4-dinschcscyphe9yl) -a.B-dimsthyl- 
C-oM-, methyl ester, 4,4-dicBcids (9CI]- (C& IKDBf HJME) 



H I? 

0^ S— JIH~ C~ OBu - 1 

r I f 

^.L^ll-CH3-C-0Me 



612S31-45-0 CAPLUS 

7-Qxa-4-thia-3,S-diazanananoic acid, 3- [4- [2-(l, l-dlmethylethoxy) -3- 
OKoethcKy] -3-methylpbenylI -B,8-dimethyl-6-aico-, methyl ester, 4,4-dicKide. 
(9CI) {CA imTBC JUMC) 



-IJH~C— OBu-t 



t-BuO— CB3— O 

BN 613531-59-4 CAPLtJS 

CH 7-OKa-3-thia-a,4-diag«ngmanoip acid, 6-axo-4 • [3- (phenyluethf»y) -4- 

[(3, 3,4,5-cetrahydro-a,5-diaxo-lH-l,4-benzodia«epin-3-yl)methyl]phcnyll - 
1, 1- dim thyl ethyl ester, 3, 3 -dioxide (9CI) (CA tSDJSSC NftMS) 



it I 

^ O^^NH-C-OBu-1 
EtO-C— CH3-»^ r n 
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Practical Large-Scale Synthesis of Ooripenem.: A Novel 
1 P-Methylcarbapenen Antibiotic 

Nishlno, YMtakai Rebayashi, Makoto; Shinno, Taneyoahii 
Izuai, Kenjij Yonezawa, Hiroahi; Masui, Yosbiyukij 
Takahira, Masayuki 

Bulk Chemicals Process RSC Departouent, Manufacturing 
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Aaagasaki, Byogo, 460-0813, Japan 

Organic Process Keseareih 4 Develcpewnt (3003), 7(6), 
846-050 
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' 139 1395731 




RN 6135 31-63-1 CAPL05 

CK 6-CKa-B-thia-7,9-diaaa-a-silaundecan-ll-oio acid, 9- (« -iodopihenyl) -3,a- 
dimathyl -6-0x0-, methyl ester, B.e-dioxide (9CI}. (CA INDEX lOME) 



• ^NH— C— O— CH3— CH3- SiHea 
W-CHs-jpOMe 



BN 413531 -74-5 CAPLDS 

CH 5-QKa-8*thia-7,9-diasa-3-silaundecan-ll-oic acid, 9- (3-lodcphenyl} -3,3- 
diasthyl -4.-0x0- , methyl ester, B.8-diaxids (9CI) (CA XHDEX NAME) 



0= BH- C-O- CHs- CH3- S IMes 
W-CHa-pOMs 



RVOtaiCB CCOHIi 



4 THERE ARB 4 CITED BEVEREHCBS AVAILABLE FOB THIS 




A prsotieal large-ecale process for the synthesis of doripenem hydrate 
[I.EaO (ID), a naval parenteral 1 P-iaa thy Icarbapc&ea antibiotic, from 
p-nitrcbenzyl -protected enolphosphate II and N- (p-nitrobcnzyloxycarbcnyl) - 
protected aninonethylpyrrolidine III is described. We found effective 
extraction conditions to remove p-toluidine and most other organic ivpurities 
using a TBP/»ater system containing an inorg. salt. Significant ivprovensnts 
have been made to the previous synthesis using a medicinal chemical 
procedure. The new process requires no ohromatog. purificaticn and affords th« 
target conqpound II as a sterile crystalline powder. Several kilograms of II 



BL: BCT (Beactant)) SPH (Symthotie prspavacien) j PBBP (Preparation) 1 RACT ' 

(Beactant or reagent) 

(large-scale synthesis of doripsnam hydrate from p-nitrobsncyl- 
protected enolphosphate sad H- (p-nitrebansylajgroazbenyl) •protected 
aminoma thy Ipyrrol idine) 

635304-76-1 CAPUTS 

l-Azabicyclo(3.3.0)hopt-a-eue-3-caxbaKylic acid, 6 - [ (IB) -1 -hydroxyetlqrl] -3- 
[({3S,5S) -5- [7-(4-methaKyphsnyl) -3,3-dioxido-s-axo-6-oxa-3-thia-3,4- 
di asahept- 1 -yl ] - 1 - ( ( (4 ^msthoixypiicnyl jmethoay) carbonyl] -3 • 



I^rrolidlnyllchio] -«-uet±7l*7-aBW-r dijlMnylwtihyl ••car, (4X,SS,(St- 
(»CZ) ICA IBDar UAMB) 

Abaolnt^ •c^rvoehoaiBtry. 
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JteidlnooAphcfayl deriw. aa airway Bpaeifie 
crypain-liks protease inhibicor 
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JP 3003 -4 95 S4 
JP 3003 -4 95 C4 



3003O33C 
30030334 




The iohibicora of human airway specific crypsiu-like protease (AST) in cbe 
breacaene and preve&ticn of chronic brcncihieis wer« offered by provldiag 
aaidinooaplitlgrl dsrlva. or thslr ph*xnae«aticAlly ajeoapcabl* mal^m as ch« 
•eciv» ecm p om m t^ rapiw^aiMd fay ch* following g«n^r»l •cnwcor* I (XI, 



hydrcDcyl, alkoxy, 
caxbcxiyl > n > 0 or 1 ) . 



R2, B3 « Hr halogen, cazboxyl, amino, cyano. nicro, 
sabsticoc«d alkyl or alkoKy-carbcmyl i Z ■ allcylcnai 
201933-39-3 

XLi IMA (Drag of •eticn) i PAC (PhatMeolegieal Mtivicyl i TBO 

Itbmxnpavtle wm») I BIOL (Bielogieal atu^) i USES (Uaea) 

(aaidinooaplithyl deriva. as airway spacific crypaln-llke protaaaa 

inhibitor) 
301933-39-3 CAPLDS 

Cozboaio aold, [ [ I [7- (aninoiiaingnathyl) -3-n Ap hth aI cnyllttathyll (4- { (1-(1- 
ininoachyl)-4-pip^ridinyl]cB(y]ph«ayl]aaiiio]«alfonyl] ethyl aatar (9CI) 
(CA XBDSt SUS) 



0"S— HH-C-OBt f'^vt^ 



r 

C-Me 
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AB Tha title ooB^xja. [It Rl - axyl, hataroaryl) R3-R4 ■ H. allcyl, cycloalkylt 
RS - alkyl. cycloalkyl, aryl. hoteroaryli S6 - H, alkyl, cycloalkylt A - 
CO, 502, NR6CO, OCOf n - 3-«> u - 0-3] which can be used in the fom of 
pharmacaucical prepna. for the treattaent or prevencicsi of archricia, 
cardiovascular diaaaaaa, diabacea, ranal failure, aabing disordera and 
obaaity, vara praparad and foxmlatad. thua, raaoting 2-machylplianaoyl 
bronida with tart'Bu [3- (3 -diaathylaaiaoaachylanathlonraidojpregyll oarbana 
ta (in-eparacian givan) in tha praaanca of Et3B in EtCE afforded 77% II.' 
Cwyds. I have IC50 values balow 1000 nM againat mUPYS. Most preferred 
OOCdpda. I have IC50 values belcnr 10 nM (two examples given). 

IT S»3270-6e-9P 

XLi RCT (Seactant) « SPN (Synchabie preparation) » PREP (Preparafcica) t BACT 
(Raaetant or reagent) 

(preparation of thiazolas aa HPY receptor antagonista) 
RB 593370-60-9 CAPLiOS 

CB Carbamio acid, I [ 13- [ [5- (3-«atlxyU»«3Tl) -3-thiaBolyll aainolprci^l] amino] a 
ulfcnyl]-. 1 , 1 -dlnathylathyl astar {9CI) (CA IBDEY HftME) 



AUTHOR (S) I Salitn, Sofia S. ; Bellinghan, Richard R, i Satdiaroen, 

Vachiraporai Brown, Richard C. D. 
CGKPOBATE SCUtRCEi Department of Chemistry, Ubivaraity of Soutluatpcai, 

Hi^field /Senthai^tan, S017 IBJ, UE 
SCURCE: Organic Lettara (3003), 5(19), 3403-3406 

CODEB: ORLEF7I I5SB: 1533-7060 
PtJBLISHEB: Aaerican Chemical Society 

DOCWENT rypE: Journal 
LANGUAGE: Bigliah 
OTHEa SCWRCE{S) ! CASREACT 139 :376469 

AB Ring -closing metathesis (ROM) of vinyl fluoride -containing dianaa in the 
presence of ruthenium alkylidane carbene ocnqplex procaadad aff iciantly to 
give six- and seven -taembe red cyclic vinyl fluorides. Tha ROM raactiaa waa 
uaad to prepare atalne- and sulfanide- linked cyclo-olef ina, aa wall aa 
eazt>oeyelio ayatetaa, from a sivpla oca. fluoro-olafin. 

IT 606926-51-6P 

RL: RCT (Raaotant) I SPB (Synchatlc praparatien) i PBBP (Praparatian) i RACT 
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metathesis of fluorinated dienes) 
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(piheaylttathyl)-. 1.1 -dimatl^lathyl astar, 1,1-diCKlda (9CI) (CA IBDEE 
BKME) 
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The invcnticoi provides & regio- eoid sterooM l«et Ive two-step synthesis of 
aminoelca. via cyclic sulf midaces, which are obtained froa 1,3- diols by 
cycloccndcnoation with Burgess-type reagents. This method provides facile 
access co ccmp da. for use in myriad applications, whether as chinl 
ligands to perform asyu. synthesis or aa nol. probes Co ejqplore problens 
in cfasBleal biol. Beglo- and scereoseleetive oyelooonxlBna&tian of 
Burgess-type reagents B03CN-S03N^Et3 (S - He, ClSCCHa, allyl, PbCE3, 
a-oaNCSE4] with dioU, e.g. I (Rl - 4-MeO, 4>Ac0, 3-03N, etc.) and II (Kl 
- H, 3-oaN), in THF at reflux for 1 h gave cyclic sulfamidatea III (13 • 
H, Ma) in 41-94% yields. Subsequent EC 1 -catalyzed hydrolysis of III in 
dicecane afforded a variety of fi-mino ales. IV in 90-95» yields. 
Inversicn of configuration at Che «»ino-bearing eazbob was oonfinad by an 
t'Tmy crystal atmccure of on* sulfaBidate. Patent elaina cover the 



Bar<gess-type reagenta, procesaes of their reaction to fom the cyclic 
aulfamidatea, processes for reactions of the sul fami dates, and a 
•alfaaidata intarasdiac* for diazaaaaida A. 
29U4-S6-a 

U,s set (Beaotane) i RACT (Kaaotans or reagent) 

(Borgess-type reapenci regio- and sceraoaeleoeiv* prsparatloi of cyclic 
sul faski dates and P>aaino alea. fren 1,3-diola aaiag Burgaaa-eype 

reagents) 
3»Ce4-5«-0 CAPLUS 

BchasaBinitn, ir,S>di«U7l>II* [{ fmaehaxrcazbaiyl)«mii»}ealfcnrll loner 
aalt (9CI) (CA ISDBr lOMBl 



If J 

■j-H+Et3 



439585-11-2S 439585-U-4F 4395e5-15-SP 
439585-17-8? 

SL; KCT (Beactant) ) SFU (Synthetic preparatioi} « PSEP (Preparation) i RACT 

(Seactant or rcsegent) 

(Buz^gess-cype reagent i reglo- and stereos elective preparation of cyclic 
sul fani dates from 1,3 -diols using Burgess -type reagents prepiuvd fren 
primary ales, and chlorosulfooylisocyanate) 

4395BS-11-3 CAPLCS 

Btbanaainiua, N, H-dlethyl -H- ( ( ( (phenylnathca^) oazbcaiyl ] anino] eulfoi^l] 
inner aalt (901) (CA IHDEX HUfE) 
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S J 



BN 439565-13-4 CAPUJS 

CN Ethanandniutt, N, N-diethyl -N- ( { { ( (3 -nitrophenyl jnethoo^] carboaiyl] amino] sulf 
onyl]-, inner aalt (901) (CA XHDBlt HAMB) 



.CHa~0~ C-M — jpH*Et3 
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CH Ethanaminium, N,H-diethyl-H- ( [ [(3-propenyloKy)eaxbaayllaulnD]8alfao7l] - 
inner salt (9CI) (CA ISOSX MAKE) 



it J 

Et3 nr-S-M — C-Cr-(a3-C^=CH3 



BN 439585-17-6 CAPUTS 

CH Bthanaainiw, ll,ir<di ethyl -V- [ t ( (a, 3, 3-trichleroetbaxy) eazbonyl] amino] sulfo 
iiyll*, ianer aalt (9CI) (CA IBDQT BAME) 
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MeCboda of treating and preventing bene lose and/or enhancing bone 
fematioB are dieelosed.* The Mthods utilize 15 -lipoxygenase inhibitors. 
These vols, can be delivered alone or in ccgibioation with agents whidi 
inhibie bone resorptiooi or addnl . agents that regulate calciua reaospcion 
froB bone or enhances b on a accumulation. Hie invention addnl. pravidss 
methods of diagnosing a predisposition to bone loss. 
380884-72-0 

BLi PAC (Phamacological activity) i THU (Therapeutic uee) } BIOL 
{Biological study) i USES (Uses) 

(treating and preventing bone loss with inhibitors of IS-lipoxygenaae 

and diaffiaalng a prediapoai cicn to bona loaa) 
3I08B4-73-0 CAPLDS 

Caxbnlo aeid, ( I [8- (5,C-dif luere>lH>iiidol-3-7l} 



mathoKyphugrl] amino] aulfcByl] >, 3 >me thy 1 propyl eater (9CI) (CA IHDEIC 



i-BuO— C-Nff-, 
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Burgess reagent. ddethoKycarbooylaulfannyl) triethylanoanium hydroitide. 
uaually used for the dehydration of secondary or tertiary ales., waa 
successfully evq;»loyed in the formation of cyclic aulfamidatea, e.g., Z, 
from the corresponding epoxides. It was further ahoen chat the saaa 
reaction with arcnatio epoKides results in the fnmatlen of saven-meBdMred 
ring systems, e.g., II, 
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t-BnO— CO-SH If ^a""'^ CHa-CO — OBu-t 



A gesaxttl nethod for th« BynUiesia of n-wab«r«d oyollo ■alfonidsa 
(cyclosulfttBides) la daacribed. Ttaua, alkylatlon of PhCE311SS03MHCOaCMe3 
with Br(Caa}nBr (n - 0-10, «ich KaC03, acatone for n>3 or brcmo ale., 
PPh3, DIM), THF) afforded PhCH3IIHSOaM{C03CHe3) {CH2)nBr which waa cyclizad 
(KaOH, DMSO) to cyclosul famldaa I (aama n) . Tha x-ray cryatal atructura 
of I (n - 1) waa dacantdnad An application of I (n - 0) Co the aynthaaia of 
conatrainad paptidal cyolio. aulfaaide II ia illuetrated. 
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De tails of tha aynthaaia of Che Ha estar of tha aide chain of 
hnmnharringtcoine, a natural prodncc with antileukemic propartiaa, are 
reported below. The key tactical element involved a Michael addition between 
the Itnown chiral S-benzylojcycyclohexancne N- ( (B) -1 -phenyl ethyl J imine and 
3-acecaxyacrylonitrila, fuxniahing the adduce I with a high dagre* of 
regio- asd scareoaal activity. Tbia addocc waa then oonverted into cha 
target eoa^oond (R}-II by a linear •eqaeaca of ten chanieal operaticoM. in 6.09 
overall yield. 
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Xataoka, Takahiro 

Bulk Cbanioala Proeaaa RD Departmene Maavf as curing 
Tecdmology RD Laboracoriea, Shionogl Co. Ltd. , Ryogo, 
660«oai3, Japan 

Organic Proeaaa Raaaarch A Davalcfiuane (3003), 7(5), 
649-654 

CODEHi OPRDFK) ISSHt 1083-6160 
Anarioan Chanieal Society 
Jeumal 
&igliah 

CASBSACT 139:181933 
The firaC ayntheaia uaing an original procedure and a practical 
large- Bcale proeaaa uaing an isfiroved procedure for the aynthaaia of the 
H-raiZ-procacead aoanlafloatfaylpyrmlidin-4-ylthio->ooncaining aide chain of 
doripanan hydrate (8>4661), a nova 1 pax«neeral 1 P-MChyleazt>^»iam 
aneibiecio, are daaeribad. Traiia-4-QrdreKy-L-proline (4) waa eomrercad in 



DOCTJMHHT TYPE 
LANOUAGE: 
OTHEX 50CrSCE(S) 



an efficient proceaa to (SS, 4S) -4-acetylchio'a- (K-aulfamoyl-tert- 
lxitaxycazboaylaninoaethyl) -1 - (4-nitrabenzylaxycaj:b<xiyl)pyrrolidina (3) in 
55-56% overall yield via a aix-atep aaquence, ahich includea the two 
altatnative routea to intetmediate 13. Ihia proeaaa requirea no 
dironatog. purif Icationa, no ctyogenic tampe., no haloallcane aolventa, and 
■horc cparating eivaa and ia amenable to a multikilogram-aeala prapaEaeicn 
Several kilograms of the aide c^in 3 were auceeaafally prcfpared by thia 



148017-28-lP 

RL: RCT (Raactanc) 1 SPV (Synchecio preparation) i PREP (Praparatien) t RACT 

(Reactant or reagent) 

(larga-acala ayntheaia of tha 3 -a m i n oma thylpyrrol idin • 4 -y 1 thi o- containing 
aide chain of tha novel carbapenem antibiotic doripenea) 

148017-38-1 CAPUTS 

Caxbamie acid, (aminoaulfonyl) 1 , 1-dimeChyl ethyl eater (9CI) (CA INDEX 
HAMS) 



e-BuO"~C~NH~ 



if 

|-liH3 



HEFERiarcE COUNT! 



THESE ARE 23 CITES BEPERQICES AVAILABLE FOR THIS 
RECORD. ALL CITATICOTS AVAILABLE IN THE RE FOBMAT 
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ACCESSIOV HlMBEBi 

oocwarr mtaaa 

TITI^: 



PATBIT ASSiailEB(S) : 
SOURCE: 



LAHGOAaB: 
PAHILT ACC. HW. OOQNTi 
PAnm IlIFQBMKriOIl: 

PATENT NO. 



3003 1338106 CAPUTS 
138(368913 

Preparation of furo[a, 3-h] iaoqainoline derivacivea aa 

viral entry inhibitor* againat HIV 

Kawano, Yaauhikoi Tujii, Nofcruhiroi Kanzaki, Naoyuki) 

lisawa, YUjl 

Takada Chemical Induatrlea, Ltd. , Japan 
PCT Inc. J^l., 677 pp. 
CCOEN: PIXltDS 
Patent 



KIND DATE 



APPLICATKS NO. 



no 3003035650 Al 30030501 WO 3003-JP9760 

Wi AB, AO, AL, AM, AT, AU,* AZ, BA, BB, BO, BR, BY, 

CO, CB, or, CZ, DB, DK, IM, DZ, EC, ES, ES, 71, 

GK, HB, EU, ID, IL, IN, IS, JP, KE, KO, XR, KZ, 

LT, IJU, LV, MA, HD, MG, MR, MN, KU. yOC, tfZ, NO, 

PT, RO, RU, SD, SS, SO, SI, SK, SL, TJ, TM, TN, 

UO, US, UZ, VC, VN, YU, ZA, ZM, ZW 

RRi oa, CM, KE, LS, MSf. MZ, SD, SL, SZ, TZ, UO, ZM, 

XO, XZ, MD, RU, TJ, TM, AT, BB, BO, CH, CY, CZ, 

FI. R, OB, CBL, ZE, IT. U7. MC, BL, PT, SB, SB, 

ca, CI. CH, OA, or, oo. or. ml, mb, bb, sh, id, 

JP 3003171381 AS 20030630 JP 3002-378890 
PBZCKITY APPIJI. INFO. 1 JP 3001-290675 

01HES S0URCE(8) I MARPAT 13Bi368913 



30030934 

BZ, CA, CH, CH, 
GB« GOf QB» fiff J 
LC, L£, Ut, LS, 
HZ, CM, PH, PL, 
TR, TT, TZ, UA, 

ZW, AM, AZ, BY, 
DB, DK, ES, ES, 
TR, B7. BJ, C7, 
TO 

30030935 
A 30010935 



Siaeloaad is a HlV-eneiy iiililbitnr »hi<di coapriaea aitbar a # «««im>*^iiKl lunring 
a parcial atruerare represented bf the fonula (Ij vharsin ana of A and B 
repreaeaca nicrogen and tine other represent* carbon and a solid line 
acocsopanied by a dotted line indicates a single bond or dkiuble bend) or a 
salt of I, nore specifically a c aapo uad represented by a general fonsula 
[III SI " H, each (ua) substituted liydrocarfayl, heterocyelyl, or KB3i Ba, 
B3 - H. {un) substituted bydrocaztrl, acyli or B3 and S3 together with the 
adjacent C atoa fom an (nn) sabatitatad a- to S-wmbared ringi S4 > B. 
cyano, (un)substituted hydrocaxbyl, aeyl, (un}substicnted BDj S5 « H, each 
(un) substi tuted taydroearbyl or heterocyclyl, halot BS, S7 ■ B, 
(un) substituted l^drocarbyl) or B6 and 87 together with the adjacent C 
atcn fora a 3- to e-nembered ring; BO, B9 > H, (un) substituted 
hydrocarl^li X m a bend, O, <9ticnally oxidised S, (unlsiibaticuted NH; Y « 
(un) substituted CE2i n « 0,li a solid line aoen^wniad by a dotted line 
rspresencs a aingis or doobla bond] or a salt or prodrog of XI. These 
ccnpds. act en HIV snvalcpe protein (&xv), inhibit the fuaion of Emr with 
cell nembrane, exhibit excellent oral abseztMbility, and are useful for 
the prevention and/or treatment of HIV infection, in particular AIBS. 
Thus, to a suspension of 365 mg 3 ' - { 3, 4. B, »-tetrahydro-6 -iiiethoxy-3 , 3, 8 , B - 
tetramathylfuro{2,3-hJi8oquinolin-l-yl)-l,l-biphenyl-4-carboj^lic acid, 75 
vg 40» metfaylanine/>feOH solution, and 135 1 -hydroaqr-lH-benzotriaaola in 
1.5 uL DM? was added 300 mg l-etfayl'3- O-dinachylaainpprapyDeaztediittida 
hydrochloride and stirred at rooa tesperature for 30 h to give 
N-ioethyl -3 ■ - (3 ,4 , B , 9 -tetrahydro-fi-nethcKy-d. 3, 8, 6- tetranetl^lfuro [3, 3- 
h] iaoquinolin-l-yl) -l,l-biphenyl-4-carboxaaide (III). Ill showed ICSO of 
7.5 qM for inhibiting the entry infection of acute lynphcblast letikenia 
MOL-i cells tranafected with plasaids pLTE-Luc and pMSB a-puro-CCR5 
against BEK393 cells tranafected with plasmids pSG5*tat, pS03a3-«iv. and 
pSG5-rev. A several formulations containing II were also cteaeribad. 
363506-31-9 

BL: BCT (Beactant) i BACT (Baactant or reagent} 

(preparation of viral entry inhibitors against BIV for prsventien and/or 

traatMent of HIV infeotieai and AIDS) 
3fi3C0C-31-9 CAPUTS 

Caxbamie acid, [ ([3- (3,4,S.9-tatrBlqrdro-C-mthG0cy*3, 3, B, 0* 
tetramethylfuro[3, 3-h) iaoqainol in- 1-yl) phenyl] amino] nilf onyl] 
l.l-dinathylatlqrl «atar {9CI) (CA INDEX NJMS) 




3S3606-32-0P 

BL: BCT (Beactant) j SPH (Synthetic preparation}) PSEP (Preparation); BACT 
(Baactant or reagent) 

(priparation of viral entry inhibieora againat BIV for prsrvsmtlon and/or 

traatoent of BIV infection and AIDS) 
363e««-3a-0 CAPLCrS 

Caxbamie acid, [ fmethyl [3- (3/4,B,9-teCTahydro-(-MthaKy-3,3, Bfa- 
tetra&ethylfurota, 3-h] i8oquinolin-l-yl)phenyl]aaino]aalfenyl] 
1,1-dliiieChylethyl ester (SCI) (CA IHDEX NAME) 
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3003:3350B8 CAPLOS 
136:354006 

Preparation of piperazine derivativaa with CCRl 
receptor antagonist activity 

Blumberg, lAura Cookf Bromit Matthaw Praaki Eayward, 
Matthew Msrrill} Poas, Chriato^er Stanltyi Londqalat, 
Gregory Sean, Jr. t Shavnya, 
Pfizer Prodoota Ino, , USA 
PCT Int. J^l., 139 Ip. 

coQEK: piinma 

Patent 
Ekigliah 



PATiMT INPOBMATIOM: 

PATENT NO. 

WO 3003035(37 

N: AE, AO, AL, 
CO, CH, OJ, 
GM, HS, BU, 
LS, LT, VJ, 
PL, PT, SO, 
UA, TO, US, 
mil GH, GM, KB, 
KG, KZ, MD, 
FX, ra, GB, 
CG, CI, CM, 
CA 3463372 
BP 1438398 

Bi AT, BE, CB, 
IE, SI, LT, 
EE 2004000B8 
BB 2003013452 
JP 2005507923 
US 3004034034 
BO 108674 
PBICKITY APPUr. INFO. : 



KIID DATE 



Al 
AM, AT, 
CZ, DE, 
ID, IL, 
LV, MA, 



APPLICATION NO. 



DATE 



SB, DE, 

LV, FI, 



30030S01 
AU, AZ, BA, 
DK, DM, OZ, 
IN, IS, JP, 
MD, H9, MX, 
SB, SO, SI, 
VJ, ZA, 2M, 
MZ, SD, SL, 
XM, AT, BE, 
IT, UJ, MC, 
GO, OR, ML. 

30030501 

30040731 
ES, IB, OB, 
BO, MK, CY, 

20041015 

20041109 

200S0324 

30040319 

30050430 



(S) I 



MASPAT 138(354006 



WO 2003- 
. BB, BO, 
, EC, EE, 
, EE. KO, 
, MN, MN, 
, SK, SL, 

zvr 

SZ, TZ, 
BO, CH. 
NL, PT, 
MR, NE, 
CA 3003- 
BP a003< 
GR, IT, 
AL, TB, 
EE 2004' 
BR 3003- 
JP 3003- 
US 3002- 
BO 3004- 
US 3001- 
NO 3003- 



-IB39B9 
BR, BY, 
ES, FI, 
KP, KB, 
MX, MZ, 
TJ, IK, 

UG, ZM, 
CY, CZ, 
SE, SK, 
SN, TD, 
'3463373 
■773651 
LI, LU, 
BO, CZ, 
S8 

13452 

538143 

273658 

108674 

338601? 

IB3989 



20020936 
BZ, CA, CH, CN, 
(3, GD, 6E, OH, 
KZ, LC, LK, IS, 
NO, NZ, CM, PB, 
TN, TR, TT, TZ, 

ZR, AM, AZ, BY, 
DE, DK, EB, ES, 
TR, BF, BJ, C7, 

TO 

20030936 
30030936 

NL, SE, MC, PT, 
EB, SK 

30020926 
20020926 
20030926 
30031018 
30040408 
P 30011032 
N 30030936 




The present invention relates to piperazine derive, (shown as I) variables 
defined belowi e.g. N- t (2- (3- (4- (4-f luorc4)enzyl) - (2»,SS) -2,5- 
dinethylpipezasin-l-yl] •S-oKOpropyl] -S>mat)qrlphs»a]^]«o«^l]nBthanaaulfana 
Bids (ahown aa II)} and the pha r w aos ttt toal ly aoei^eable fozu thereof. 
Moreover, the present invention is also directed at phamaceutieal eaopns. 
conprising a ecnpound I and a pharaaceut ieal ly acoeptable carrier. 
FUrthemore, the present inventicn is directed at usthods of using the 
herein described coo^s. and conpns. for treating or preventing a disorder 
or condition that can be treated or prevented by antagonizing the 15 CCBl 
rsoerptor in a naual. For I> a - 0-Si b > 0-2i o - 0-2 j d • 0*4i V - 0, 
S, CSa, or BB6i Y • (C6-Cia)aryl or (C2>C9)heteroazyl| each Kl - H, BO, 
halo. (Cl-CB)alkyl, (Cl-C8)alkylO, HO{Cl-C8)allcyl, HC, B2N, 



HaN(Cl-CB)alkyl, H02C, (CI -C8) alkylC (O) , (CI -C8) alJcylC (O) (CI -CB) alkyl, 
H2NC{0), or HailC(O) (Cl-C8)al)cyl. Each R2 and R3 - H, oxo, (CI -CO) alJcyl, 
{C3-C8)cycloal)cyl(Cl-C8)allcyl, (C6-Cl0)aryl, etc. B4 - 
(H02C) (H2N) (Cl-CB)alkyl. (H02C) ( ( (CI -CB) alkyl] NH) (Cl-C8)al)qrl, 
(H03C) [[(Cl-C8)al)cyl]2N] (CI -C8)alkyl , etc. j E5 - H, HO. halo, BC, HD3C, 
H2N, (Cl-CBjalkylNH, ( (Cl-Cfl) allcyl) iK, etc. » R6 - H, (CI -CB) allqrl, 
(Cl-Ca)al)cylC(O) , {C6-C10) arylC{0) , (Ca-C9)heteroarylC (O) , H3NC(0) , 
(Cl-C8)al)cylHHC(0) , [(CI -CB) allcyl] 2NC(0) , (C1-C8) alkyl OC (0) , or 
(Cl-C8)alkyIS03; addnl . details are given in the claims. Althouc^ the 
ttethods of preparaticn are not olaiiDsd, 47 exavple preptis. and characterization 
data (mass spectral parent ion mass) for 259 exanples of I are included. 
I are potent and selective inhibitors of MIP-1 a (CCL3) binding to 
its receptor CCBl found on inf lannnatory and iiamunowsdulatozy cells 
(preferably leukocytes and lyn^ocytes) . These ooopda. also inhibit 
MIP-1 a (and the related chenokinas shown to interact with 
OCSl) -Indneed ehemecaxia of TBP-1 cells and hnnan leukooyces. All I in 
the a9UBq>les had ICSO of <10 HM in the MlP-ia- induced dwaotaxis 
assay. 

148017-28-1, tert-Buto3greaxt)onylBulf«Bide 

BL : BCT (Beactant) ; BACT (Ksaotant or xwagsnt) 

(preparation of piperazine dsriva. with CCKl raoeptor antagoniat activity) 
148017-28-1 CAPLUS 

Caxbamie acid, (aminoaulfooyl) 1 , 1 -diiBstlgrlathyl eater {9CI) (CA INDEIC 



iT S 




(S)> 



CaRPOBATE SOURCBt 
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316 CAPLUS -OOPYBIGET 3005 ACS on STN 
•3003:336109 CAPUTS 
139:137408 

Synthesis and biological evaluation of Fotemustine 
analogues cn human melanoma cell lines 
Winum, Jean-Yvea> Bouissiere, Jean-Luc; Fassagne, 
laabellet Evrard, Alexandrei Mcntero, Veroniquei Cuq, 
Pierre; Montero, Jean-Louis 

ENSCM, UMR 5032, Laboratoire de Chimie BiowDleculaire, 
Ubiversite Montpelller II-CNBS-Laboratoires Mayoly 
Spindler, Hontpellier, 34396, Fr. 

Earopean Journal of Medicinal CSieaiatry (2003), 38(3), 
319-3a4 

<XasaS: BJMCASj ISSN; 0333-5334 
Editions Scienti f iques et Hedioales Blsevier 

Journal 
English 

CASKEACT 139:137408 
Two new analogs of Foteanstina have been synthesized and tested cn two 
oelama cell lines. Both conpda. proved to be nore potent than the referenoa 
et^wand on A375 oell line whidi ei^rass the MGHT enzyme involved in the 
ehemoreslstanes of tumoral cells. 
SS6878-01-1P 

BL: BCT (Keaotant) > SPN (Synthotio preparation)! PBBP (Preparation) i BACT 
(Beactant or reagsnt) 

(synthesis and stzuotnre>aotlvity relationship studies of fotemustine 

analogs on human melanema cell lines) 
566878-01-1 CAPUTS 



PUBLISHQ: 
DOCaimT TYPE; 
LANGUAGE: 
OTHEK SaUBCE(S) 



7-CbCA-3-chia-3,4-dia«A-fi>pbosphAncnAnole aeid, C'ethaxy>5>nAtbyl 
1,1 -dine thy I ethyl «sc«r, 3,3,S-criaocide {9CI} (CA ISDSV BAMB) 



1? r'-n- 

e-BuO- C- Ha-jpSH— CH— Me 
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2003:32SfilO CAPL05 
139:04773 

Bailees reagent in organic eyncheais 
lOupli. Sacdiini Dey, Satyajit) Hal, Dipakranjan 
Deparcaant of Cbeaiatry, Indian Inatitute of 
Technology, Kharagpur, 731 303, India 
Joaznal of che Indian Inatitute of Seienoe (3001), 
01(4), 461-47C 

CODES: JIISADi ISSN: 0019-4964 
Indian Inatitnte of Science 
Jenxxuilt G«ac»l Review 
Bigliah 

A review am the nae of Bc3N-i-SOaH-C03MB, known am Burgaas raagsnt, aa a 
aild yet powerful del^draclng agent in varicnia aynthetio t nana format icau 
and in the ayntheaia of haterocyclic synceias. 
29684-56-8 

SL: ROT (Reagent)} RACT (Reacteait or reagent) 

(Buxgeaa reagent in organic ayntheaia) . 
39684-86-0 CAPLUS 

Bthanaainiim, N,V-diethyl-H- ({ (matho9greaxboayl}«»iao}aulfaiiyl} -, inner 
salt (9CI) (CA IVDEX HAKE) 



ff J 
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CAPLTJS COPYRIGHT 300S ACS on STV 
3003:315720 CAPUTS 
139:94765 

H-Al)coxyBulf amide, N-hydroxymilf amide, and sulf ornate, 
analogues of methicnyl and ieol«ucyl adenylatea as 
inhibitors of iniBChionyl-cENR and isoleucyl -tBNA 
synthetases 

Lee, Jeewoo; Kim, Sung Eun; Lee, Ji Young; Kim, Su 
YecDf Sang, Sang Xfki Seo, Seung ^an; Chun, Mooa Woo; 
Xang, Tadwsf Choi, Soo young« Kim, Bea Ok 
College of Pharmacy, RIPS, Laboratory of Medicinal 
Ghsmlstry, Seoul National 'Ohiversity, Seoul, lSl-743, 
S. Korea 

Bioorganlc A Medicinal C9wnistzy Letters (3003), 



PTJBLISHSt : 

DoccHon rypBi 

LAKOCIIAGE: 

OTHER S00RCE(5) i 

AB A series of sulfa 



13(6), 1087-1093 
CODEH: BMCIEO; ISSH: 0960-894ir 
Elsevier Science B.V. 
Journal 
Ibgliah 

CASREACT 139:94765 
Late surrogatea of uethiooyl and isole 



Lcyl ajdenylate havs 



been inveatigated aa MetRS ami IleRS inhibitora by aodif icatioos of the 
Bulfoaate lin}cer and adenine moieties. The diacorery of 3-iodo 
Ile-BHS03-AMP (58) aa a potent Esohariaxia ooli XldtS inhibitor xwvaalad 
that a aignificant hydrapbebie interaoticn bscwsan cha 3*siibatituant of 
Ile-NHSOS-AMP and the adonine binding site of IlaBS prwldsd its higjh 
potency to the ensyma. 
IT SC0071-3»-8S 560071-46-7P 

SLi SCT (Bsaetant)f SSV (Synthstie prepanticxi) f PSBP (Prapazaticn) i KACT 
(Seaetant or reagent) 

(preparation of s-AlkcKymalfrntida, H-h ydr cB cy ol f nl da , and sulf agnate analogs 
of oethiouyl and isolsoeyl adenylates as inhibitors of nsdiienyl-cXIlA 
and isoleucyl -tRlilA synthet&sea) 
RH S60071>39-e CAPLOS 

CH Adenosin s . 3S3' ^>-{l-wthyletlErlidena)-5'-0-[{{{(itoiyliKthoacy)caiixxxyl]a 
nino] sulfaaqrl] amino] T (9CI) (CA IIDElf BWE} 

Absolnte stereochemistry. 




RV 5C0071-46-7 CAPLDS 

CN Adenosine, 5 • -daoocy-S • , 3 ' -O- (1 -methylsthyl idms) -5 • - 

{ (phenylxBethcKy) [ [ ( (phenylmatheocy) oazbcnyl] anino) sulfagrH amii 

(CA INDEX NAME) 

Absolute atereoehemiacry. 
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3003 t 17358 6 CAPLDS 
138:331736 

aiontioaelective ayntheaia of intemsdiatss of 
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Patent 
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30030306 HO 3003-US36434 

30040311 
AU, AZ, BA, BB, BO, BR. BY, BZ, 
DK, DM, DZ, EC, EE. ES, FI, 08, 
IN, IS, JP, KB, Xa, KP. KR, KZ, 
HD, MO, MK, MH, MN, WC. MZ, NO, 
SE,' SG, SI, SK, SL, TJ, IM, TN, 
ZA, m, zn 

HZ, SD, SL, SZ, TZ, UO, 7M, ZH, 
TM, AT, BB. BO, OH, CY, CZ, DE, 
IT. UJ, HC, HL, PT, SB, SK, TS, 
00, Off, ML, MR, BE, SN, IS, TO 

3003041? US 3001-940059 

30040430 

US 3001-940059 
138:3317361 HARPAT 130:331736 



30030819 

CA, CH, CN, 

GD, GE, (S, 

LC, LK, I£, 

NZ, CM, PH, 

TR, TT, TZ, 

AH, AZ, BY, 
DX, EE, ES, 
BF, BJ, C7, 

30010837 

A 30010837 



HO 



Intemediatea of ( 30R) -hoBkocoB^tothecina of formula I [Rl ■ E, F, CI, 
triallcylsilyl) R3, R4 - alkyl] are prepared from cci^s. of formula II (R3 ■ 
protecting grcn^i R5 > carboxylio acid alkyl or axyl eater] ty trsatment 
with an organic acid or an inorg. acid. 
29684-56-8 

RL: RGT (Reagent) i RACT (Reaotomt or reagent) 

(dehydrating agent) enantioseleetiva aynthasis of intemsdiatss of 

(30B) -homocoii^totheoins) 
39684-56-8 CAPLUS 

Echanaminiua, N, N-diathyl -N- [ [ (mathoKyoazbenyl ) amino] sul f coyl) - , inner 
salt (9CI) (CA INDEir NAME) 
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Caxbcnic anhydrase inhibitors: SAR and JT-ray 
crystal lographic study for the interaction of sugar 
sulf aaates /sul f amides with iaozymea I, II and IV 
Caaini, Angelai Antel, Jocheni AliiNite, Franeescoi 
Scozzafava, Andrea i David, Samuel i Waldecdc, Haraldf 
Schafer, Siegfriedi Supuran, Claudiu T. 
Dipartimento di Chimica, Uhiveraita degli Studi di 
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Bioorganlc ft Medicinal Chemistry Letters (3003), 
13(5), 841-845 

COraNi BHCLE8> ISSN: 09C0-a94X 
Elsevier Science Ltd. 
Joamal 
Qiglish 

riea of sugar sulf oaace/sulf amide derive, were prepared and assayed aa 
inhibitora of three cazticnic anhydrase (CA) isoenzymes, hCA I, hCA II and 
bCA IV. Beat inhibitory propertiea were dBserved for the clin. used 
antispilepCio drug topiroaate, which is a low nanomolar CA II inhibitor, 
and poeaesaea good inhibitory propertiee againet the other two iooensynes 
investigated here, similarly with ace tazol amide, methaBolamidb or 
didhlorophenamide. Ihe x-r«y structure of the conplex of toplramate with 
hCA II has been solved and it revealed a very ti^t assooiation of f>"» 
inhibitor, with a natwor)c of seven atroag hydrogen bonda fixing topiranate 
within the active aite, in additioai to the Zn(II) ooordinaticn through the 
ionised salfanate moiety. Strootural eihangae in thie series of sugar 
darivm. led to ccmpde. with divkiniahed CA inhibitory properties as 
oeaqpared to topiraaate. 



DOCUMEKT TYPE 
LANOUAOE: 



IT SS2B70-42-5 592870-44-7 

BL: Qtk (Prug nsdumim of aecicoi) i PAC (PhAXSMkcologicAl activity) t TOO 
{ThBx«iMuCio VM) I BIOL (Biological Kwfy) i VSBS (Use*) 

(eaxbnie «Bhydi«M iahibitoni SU and x-ny ozyatallog. •wadr for 
intcraotiou of sagur mlfaBacm/mlfaaidea with iaonsyw* I, II maA 

IV) 

HH 552870 -43 -5 CAPIflS 

or P-0-arabizio-3-BuDilopirruu>M. 2.2i4.5-hiu-0-ll^thylmt^lidmaM) 
(aniaeaalfcxiylloarlMMte (SCI) (CA lUDBir HUfB) 

Abaeluco •ceraeeiimiauy. 




BS S53870>44-7 CAPUTS 

CN a-L-xylo-3-Eexulofureutioae, 3, 3 :4, 6-bia-O- (1-inechyletlxylidBmB) - 
(MunoRilfaayDearbaiMite (SCI) (CA IHDEX KMffi) 

Abaoluta acaraocSiaKiatzy. 
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Dual iuhibitora of wax eater and eholeateryl eater 
syneheais for iohibiting adbnm product ioa 
Eomaii, Beynold 
Waxner-Laabert Caapaayr VSA 
Ear. Pat. Appl., 41 pp. 
CQDEH: EPYXDW 



Bigliah 



PATENT HO. 



' 1381399 
' 1381399 



KIND DATE 
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DATE 
30030733 
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30030739 
30030731 
30030731 
30030731 
30030731 
30010801 



Bt AT, BE, CH, DE, DK. ES, PK, GB, OS. IT, LI, U3, HL, SE, MC, PT, 
IB, SI, LT, LV, PI, BO, MK, CY 

OA 3395006 AA 30030301 ' 

ZA 3003006033 A 30040310 

CS 1404839 A 30030336 

JP 3003104878 A3 30030409 

US 3003134898 Al 30030717 

HZ 530487 A 30040336 

PBICBITY APPLH. IHFO. i 
OTBBt SOOBCE(S) : KABPAT 138:131174 

AB Ilia inwncian prov-ldea a method for iahibiting aebua product ion and eraating 
aebaeeoiia gland diaordera conpriaing ackiini ate ring to a patient in need of 
aaid traatiaent an effective amount of a cxxpomid that inhibita both 
acyl -CoAicboleateryl acyltranafaraae (ACAT), and acyl-CoA: fatty ale. 
acyl cronaf eraae (AFAT) , provided that the conpoimd ia not 
[(3,4,6-trii8oprapylftienyl)acetyl] snlfaaic acid 3, 6-dl ia cyrupy lpihanyl 
eater or a pbaraaceuti cal ly acceptable aalt cr aolvate tharaef . The 
wthod of the invention ia naefnl for Che traatant of aabaceooa gland 
diaoxdara cauaed or exacerbated hy the ovaxprocta. of actooa, including oily 
■kin, aena, aeborrhaa, perioral dematitia. xoaaoaa, and 
cortieoacaxeid-lsdiiead acnalfom laalans. • 

IT 142790-2C-9 142790-27-Q 142790-28-1 
142790-29-2 142790-30-5 142790-31-6 
142790-32-7 142790-33-8 142790-34-9 
142790-35-0 142790-35-1 142790-37-2 
142790-30-3 142790-39-4 142790-40-7 
142790-41-8 142790-42-9 142790-43-0 
142790-44-1 142790-45-2 142790-46-3 
142790-47-4 142790-48-S 142190-49-6 
142790-S0-9 142790-51-0 142790-S3-2 
142790-54-3 142790-55-4 142790-S6-S 
142790-57-6 142790-5B-7 142790-59-8 
142790-67-8 143131-68-4 143131-71-9 
174791-21-0 493001-64-2 

BLt PAC (PhazMcolegical activity); TEH {Tlierapeaeie use) » BIOL 
(Biological Btndf) f USES (Uaea) 

(wax eater-dholeateryl eater ajmttaeaia dual inhibitora for inhibiting 
sebun prodaction) 
BV 143790-36-9 CAPUTS 

CH Ca]±>aQiic acid^ [ ((3, 3-difiienylethyI) a&ino] aulfonyl] -, 3,6-bia(l,l- 
dinethylethyl) •4-nethaxyphenyl eater (9CI) (CA INDEX NAME) 



A: 



~ NH CH J — CHPhs 



143790-37-0 CAPUTS 

Cazbinie acid, ( { (3 , 6 -bi a ( 1 -uathyl atlq^l ) Eduoyl 1 «BiiiD] buI f onyl] - 

3f (-bia(l,l-diuedxylathyl) -4^thoxyplienyl eater (9CI) (CA INDEX NAME) 




BH 143790-3B-1 CAPUTS 

CH CaiiMmie acid, [ ((diphenylmethyl) amino] aulfoiqrl] 3,6-bi8(l,l- 
divethylediyDlbairl eater (9CI) (CA TSDBX NAME) 



it I? 

p ' C~lH~JS~HH~CHPh3 



BH 143790-39-3 CAPUTS 

CH Caxbanie acid, {([3,6-bia{l-wchylethyl)EiLenyllanlno}8nIfanyl] 
3,6-biB(l,l-diwethylecl]yl];bcnyl cater (9CI) (CA IHDEir NAME) 




Pr-i t-Bu 



BH 143790-30-S CAPUTS 

CH Cazbomic acid, [ [ (3, 3-diphenylethyl) amino] aulf cnyl] - , 3, e-biad.l- 
diaethylethyDphenyl eater (9CI) (CA IHDEX HAMB) 



p C-NH- 



C~ HH— j^— Ha~" CHa~ CHPh3 



BH 143790-31-6 CAPUTS 

CH Caxbamic acid, [ (bi a (phenylmethyl) amino] aulf oayl] 3,6-bia{l,l- 
dimethyletl^Dxbenyl eaear (901) (CA INDEX NAME) 



p C-KH-|-II-CH2— Ph 



BH 143790-33-7 CAPUTS 

CH Cazbanic acid, ( (diphexylanino) aulf onyl) 3,6-biB(l-nethylethyl)phanyl 
eater (901) (CA IHDEX NAME) 



pc- 



S I? 

rr 



BH 143790-33-8 CAPUTS 

CH Cazbamie aoid, [ (dibatylanino)aQlfaayl] 2,6-bia(l-nethylethyl)ibenyl 
eater (9CI) (CA IHDEX BAME) 



11 II 
p — e— NH-S-N 



BH 143790-34-9 CAPUTS 

CH Caxbamic acid, [ [bia(pheEyl«*chyl)«aino] aulf onyl] 3,6-bii(l- 
methylcthyl) phenyl eater (9CI) (CA INDEX HAMS) 




•jpH-CHa-Ph 



BH 143790 -3S-0 CAPUTS 

CH Cazbattio acid, [ (lB-banai«idaBol -3 -ylamino) aul f onyl] - , 

3,6-bi8(l-Mthylathyl)piianyl eater (9CI) (CA IHDEX HAMB) 



BN 143790-36-1 CAPUTS 

CH Caxbamic acid, [[ (3, 3-diFhenylethyl) amino] aulf onyl] 3,6-bi8(l- 
asthyl ethyl) phenyl eater (901) (CA INDEX NAME) 




C— NH S^'NH— CHa*~CHPha 



KH 14a7»0-37-3 CAPLDS 

CH CkzfaBaic acid, ( [[2, 6-bia{l-n0tfayleciiyl}pbeiirl]«aiso]mlfoi7ll 
a.S^bivd-nBChylcthrllFl^aLrl •■t«r (9CI) (CA UBSBt mm) 





EH 143790-43-9 CAPUTS 

OB Cubonic acid, [ {dllwErlaaino) mlf enyl] • , 3, fi-bis{l, l-diwthyUchyl) -4 
nachylpiie&yl aatcr {9CI} (CA UtDBC HAKE) 



BIT 143790 -aB>3 CAPUTS 

Ca CazbBBlc aoid. [ ((dipbeuylnethyDaaino] vulfoBiyll 3,(-bia(l- 
wthyladiyDpiunyl ester (9CI) (CA IHSSX BAMB) 



O C-HH- 



I it 

flH-S-HH-CHPha 
-i '1 



BH 143790-39-4 CAPUTS 

CK Cazbanio acid, [KdiptMuylwachyDaBiiiolBalfaiiyl] a^S-biad.l- 
diwetliylethyl) -4-B«tlqrlph«xqrl •Btmr (9CJ) (CA IHDBT KAMB) 



t-Bu 



0^ C— NH- S-MHr-CTPh3 



BH 143790-40-7 CAPUTS 

CK Caxb«&io acid, [ [(3, 6-bia(l-wthyletb,yl)jtaiyl)aniiioIaulfanyl] 

3.C-bia(l,l-dlwiUiylet]^l)-4-uttaylphaiqrl escer (9CI) (CA INDQT ] 



BH 143790-41-8 CAPi;CTS 

CN Caxbvftie aoid« ( {(3,3-diFli«iyl«tbyl)aiainol •ulfcnyl] 3, 6-bia(l, 1- 
dinethylttd^l] -4 -naCliylpilwigrl eacer (9CI) (CA XBDBf NAME} 




f I? 



jpHtBtt-ft)3 



BV 143790-43-0 CAPUTS 

CV CatbCBio aeid, [(dip«mtylaaiiiQ)attlfaBTll 3.<-bia{l,l-diveU7leth.yl) -4- 
MtUcylfhanyl eater (9CI) (CA IHDSIC HAMS) 




0— C— MH-, 



^jr-(CH3U-He 
0 (CH3)4-M« 



BN 143790-44-1 CAPUTS 

CN CartMuie aeid. ( Cbled -vathylethyDaaino] aulfonyl] 3,fi-bia(l,l- 
diviethyletl7l)-4-«ecl)ylph«nyl eater (9CI) (CA INDEX NAME) 




I? if 

O—C-NH— j^N(Pr-l) 3 



BH 143790-45-3 CU^UTS 

CN Carbomio aoid, [ (dlhexylaalno) aulfonyl] -, 3,6-bla(i,l-dlnethyleE]iyl} -4- 
vechyljavenyl eater {9CI) (CA INDEy NAME] 




ll it 

-C-BH-j|— ^ {CH3)5-Me 



BH 143790-46-3 CAPUTS 

CN Cazbamie aoid, [ (hexyl«mino}aalfonyl] 3,S-bia(l,l-dlnBtbylatIiyI} -4- 
vathylphenyl eater -(9CI) (CA INDBIT NAME) 




BH 143790-47-4 CAPUTS 

CH Cazbaalo aeid, C fmthyl ( 3 -fbenyl ethyl ) anino] salf ooyl ] - , 

a,(-bla(l,l-divethyletbyl}-4-n«tfaylpltenyl eater (9CI) (CA INDEV I 




a-C-liH-5-H-CH3-CH2-Ph 



BH 143790-48-5 CAPUTS 

CH 3-lliia-3,4,e-trlasanaianoio aold, 4- [3-(dliMChyl«Biino)prqpyll -8-uethyl-, 
a,C-bia(l,l-diiuthylet]:yl)-4-«etl]ylphenyl eater, 3.3-dioxide (9CX) (CA 



A" 



|— jl- {CHa)3"»Me3 
0 {CH3)3-»lea 



BN 143790-49-6 CAPUTS 

CN Caxbanlc &cid< [ (vethyloccyl amino) sulfcjayl] 2, 4-bi«(l,l-dlMtliyletfayl] -4- 
nethylphenyl «ater (SCI) (CA UtDBX NAME) 




if IT 

?-jpN- (CH3)7- 



BH 143790 -SO-9 CAPUTS 

CH Caxbanie acid, ( Ibla ((tetraliydxo-3-furaiiyl)taetliyll«Biiu>l ■ulfcnyl] - 
3,C-Ma(l,l-di«ethyletlqrl) -4^tlrrlFbeayl eater (SCI) (CA INDBf N 



9- 



SN 143790-51-0 CAPUTS 

CN Ca.]±>amic acid, ( (dloccylauino) eulfctiyl] 3,C-bia(l,l-dimethyletl]yl) -4- 
nschylfboirl escer (901) (CA INDEIT NAME) 



if if 

J^^O-C-NH-3— (CH2)7-Me 
I* Bu-t 



TV 

O {CH3)7~Me 



BH 143790-63-3 CJIPUTS 

CN Caxba&ie aoid, ( tbiad-vatl^let^yDamiziolaulfaayl] S.C-biad- 
mecfayletfayDfaieayl eater (9CI) (CA INDEIT NAME) 



II II 
p C— MH-S-H(Pr- i 

u 



BN 143790-54-3 CAPUTS 

CH Cazbntio aoid, [ ((l-«MChylethyl) (phaiqrln«thyl)aaino) aulfmyl] -, 
3,6-bia(l-iHithyletbyl)pheayl eater (9CI) (CA IHDEK KAMB] 



p C-NH- 



» IP"" 

-l-S-»-Pr-l 
I 1 



BN 143790-55-4 CAPUTS 

CN Cazbanio aeid, [ Qiexyl amino) aa If cnyl] -, 3, S-biad-nechylethyDfiteiiyl ester 
(9CI) (CA IWBir HAKE] 



If If 

TP 



p C-HH— 



142790 -5(-5 CAPUTS, 

CAiixmlc &cid, t (dioccyl«i&ino) Balfeoyll a, i-biad-aachrlethyllplmrl 
•■ur (9CI} (ca IBDEX BAME) 



p C-HH- 

■■"-XX"" 



I? if 



SH 143790-57-6 CAPUTS 

CS CftibocLic Acid, [ {cyclohex/l (1 -methyl ethyl )aalao] sulfcnyl] • 
3,«-bi»{l-iaeehylBthyl)plienyl ester (SCI) (CA INDEy HftME) 



US 143790 -C7-e CAPLUS 

tia':3Sl">C«x^«i7l]>3'-7l MMr (9CI) (C4 IHDBK UMB) 



BS 143131*60-4 CAPliJS 

or Cuboic «cldL [(luchyKa-O-pyridlnyDethyllaBlnolTOlfasxyl]-, 

a,C-bi«fl,l-diBeth7l«clgrl) -^-nachylphaoyl Mter, uooohydxtx^loride (9CI) 

(c& nsmsir muMS) 



Tf 

^ ^p-cBa-CHa-H-jp] 




• HCl 



143131-71-9 CAPUTS 

CAzbami c aci [ ( dibutyl amino) aul f cmyl ] - 
••tar, •odium Milt (9CI] (CA IBDEX SOKE 



a , S 'bl ■ ( 1 -tta chyl e thy 1 ) F^enyl 



KH 143790-58-7 CAPUTS 

ast Cubmie Aoid, [ (mad7loct7lamino)aulfcayl} -, 3, <-bla(l-tt»thyl^tfayl) phenyl 
•star <9CI} (CA IUDBT SAME} 



p C— HH- 



s n 

■jpIi-(CHa)7-Ma 



BV 143790-59-8 CAPLDS 

CS CaifaoBie acid, [ (dihexylanino) salf cayl ] - , 3 , C -bi a { 1 -m thyl ethyl ) |liexiyl 
eater (9CI) (CA IBOBT HAKE) 



p C-HH- 



J-jr-(CH3)5-Ma 

O (C53)5-He 



if if 



p C— llH-S-H(Bu-n) a 



BN 174791 -ai-O CAPUTS 

CN C&zbaaio aci d« [ (methyl [3- (3 -pyridinyl ) ethyl } aaino] aul foiqrll - , 

2,G-bia(l,l-diiiielfhyletbyl}-4-metl7lpbBiiyl eater, aodiuia aalt (9CI) {CA 
ISDSX NAME) 



Tif 'trr' 

0 0 



• Na 

493001-64-a CAPUTS 

Caxbanic acid, [ (dodacyl amino) sulfcsiyl] - , 3, 6-rbia (1, 1-dlnethylethyl) -4 • 
vachylplia&yl aatar <9CI) (CA INDEIT NAME) 
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pateut no. 



JP 3003036680 
PBIOBITY APPUI. IBFO. 



CAPL.VS 



3003:68591 
138:137088 

Preparation of aolfamidBa and pyrrolldinea &a 
interaediatea for pyrrol idyl thieoazb«^eaem antibiotic 
Hiahino, Yutaka; Yuaaa, Tetai^ai Xenniraaaki, Tadaahi t 
KaJcimzoa, Makoto; M&sui, Toshialcit Kflboyaahi, 

Shionogi and Co. , Ltd., Japan, 
Jpn. Kckai Teklcyo Koho, 36 pp. 
C0DE17: JXXXAP 
Patent 



APPUCATIGN HO. 



KIND SATE 



JP aOOa-139301 
JP 3001-140783 



30030430 
30010510 




Sulfamidaa «ue« mamifaotorad by raaacica of haloaalfonyl iaeoyanacaa with aloa. 
in aolvanta, reaction with ( mbati tuta<l) pyridine or qoineliaaa, and 



traaOMnt vith aquacnia HH3. The aulfamidea are useful for preparation of 
oaxb^pananl. 4-Hierobanayl (3S,4S) -4-acetylthio-a- 
lgrdroKymatliylpyrrolidina-l-carbaxylate (prepared L-hydroxyproline) waa 
treated with PPh3, tert-BaOaCNHSOaNH3r and dii aopropylazodicarboxylic acid 
in AcOEt at ie-21* for 3 h to give Bt.Ot 

(pyrrol idylnLsthyl ) sulf amide, which waa converted into I in 3 atapa. 
14e017-2e-lP 

BL: RCT (Beacteoit) ; SPH (Synthatic preparation)) PBEP (Preparation) i BACT 
(Beactant or reagent) 

(preparation of aulfamidea and pyrrolidines aa Interaediatea for 
pyrrolid^lthiocarbapenen antibiotic) 
148017-38-1 CAPUTS 

CaitMuio acid, (aminoaulfenyl) -, l,l-div«thyl«thyl eater (9CI) (CA IBDEX 
HAME) 



I? if 
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2003:7901 CAPUTS 
139:30165 

Design, synthesis and biological activity of YM-6Ce28 
derivatives. Part 3: potent and oral ly-bioavail able 
factor Ya inhibitors baaad on benaothiadiaBina-4-ana 
taq>lat^ 

Hirayaaa, Fukuahii Koahio, Hiroyulcir Katayama, Haoilcoi 
lahihara, Taukasa) Kaissawa. Hiroyuki} Taniuehi, Yatai 
Sato, Kazuot SaXai -Mori taal , Yuaiko; Kaku, Seijii 
Kuribara, Hiroyukii K&«asaki, Taaihl*a< Mataumoto, 
Yazot Sakamoto, Shuic^i; Tsulcamoco, Sbin-ichi 
Yamanouchi Phaxuaeeutical Co., Ltd., Inatitute for 
Drug Diacovaiy Beaearch, Taulcuba, Zbaraki, 305-8585, 
Japan 

Bioorganio Medicinal Chamiatry (3003), 11(3). 
367-381 

CODQ7: BKECEPi XSSH: 0968-0896 
Elsevier Science Ltd. 
Journal 
English 

CASBEACT 139:30165 
YM-6082B was previously cbaracterized in our laboratory as a potent, 
selective and orally-bioavailable Factor Xa (FXa) inhibitor. The L-ah^fW 
eonformaticxi of thia ccnqxmnd in the active site of FXa waa recognized aa on 
i«q»rtant factor in displaying its FXa inhibitory activity. This led to 
the exploration of conformational ly restricted cyclic soaffolda bearing a 
similar active conformation. The current study invaatigatad a naval 
aeries of benzothiadiazine -4 -one based coopds. as FXa inhibitors. 
Structure -activity relationahip (SAB) investigaticns revealed sons potent 
FXa inhibitors chat wars ••looted for furthar in vitro and ax vivo 
antiooagnloat atudias. Jtaeng than YN-169930 provsd to b« nost 
effective anticoagulant in thia aeriea. The aynchaaia and SAB in addition to 
docking studies of thia class of inhibitors are dsscribed. 
23328 l-«3-SB 233281-67-9C 233282-02-5P 
5407S5-38-6B S4O765-4D-0B 540765-43*3? 

BL: BCT (Beactant)} SPH (Synthetic preparation)! PBEP (Preparation) i BACT 
(Beactane or raagaae) 

(synthaais and stxuetura-aotlvity of YM-608aO dariva. aa factor Xa 

inhibitors and aatieoc^lanta) 



CCePCSATE SOOBCE: 



PUBLISHQt: 
COCUNim- TYPE 
LANOUAaE: 

B(S) : 



SH 333381-63-5 CIPLXTS 

CH l-Piperidiattcarbegqrlie acid, 4- 14- [ [ (3B) -3-(3-e7anc:Fbcii7l) -3* 

propenyl ] I ( ( (1 # 1 -diaaClqrlechoBqr) eaxboiTl ] aaino) aul f osiyl } otinol -3 - 
(DuttboiyeaxbanrDpheacagrl-, 1, 1'dimUi/Ucfagrl Mt«r (9CX) CCA IfiDBT BWIE} 

Oeubla bond gaoMbiy mm ahawi. 




3333B1-S7-9 CAPUOS 

l-PipeiidinacazboKylie acid, 4-C4- ([(7-cyaoo-3'naphLlMleiiyl)n8thyll CtCd.l- 
diBechyl«thoxy}carbaiirl) oaino] ■Blf«nyl]aaiiio} -3- (wduajTcaxboayl }-pbKDaiqr] - 
. l.l-diaBthylatlirl eater (9CI) (CA HDBf BBME) 



= S-HB-C— OBn-t 



333303-03-5 GJkPUDS 

l-Piparidinanzbosiyllo acid, 4- 14- [[3- (O-cyanqiliaiiyDaBliie] ^a- 
oKoaChyl) [[I(l,l-dinACfaylaclkegcr)oazbonyl1«Bixio]aulf<xDylIaBlxio] -3- 
(oathai^oazbeayDsaiauaaqr]-' 1, l-diMCbylathyl aaur (OCI) (CJk INDEK 1 



f 

e-BnO-Os^ 



if 1^ ^ 



5407«5-3e-6 CAPUTS 

l-Piperidineeaxbaocylie acid, 4 - (4- ((3* O-cyanorphcnyDproprl] [ [ [(1, 1- 
divttthyl«ebDxy)earbaiiyl] Baino) ml fonyl lamina] -3- {tt«ehA3qro«Kto»yl)pAwnjc»gr] - 
, l,l-diMthyl«thyl •■car (9CI) (CA INDEX BMB) 




540745-40-0 CAPUTS 

.l-PiperldinaeazbcKylie acid, 4-{4- [{3- (3-cyamoi:hcne9cy)ethyin[ [(l^l- 
diaBthylattaaxyjeaiteBiyllamitto] anlfcnyllaalno] -3 - (twchMTeazbonyDphaacngrl - 
. 1,1-diBathyUtbyl aatar COCI) {CA IBDBf SMS) 



MeO-C jf 



•HE-C-Ofiu- 



5407«5-43-3 CAPUTS 

l-Plperidinaeazbegcylio aoid, 4- [4- [ (3- ((3-cya&ai]iiAiiy^l)a«chylamino] -3- 
OKMChyl] [[[ (1,1 -diUBtliylethcKy)carfoonyl] amino] sulfaayllaBino] -3- 
(««ehagreaxbaayl)phazuuc7]>, 1, l-diMChylatbyl ascar (9CI) (CA ISDSC HINB) 



Kao-C if 

Jo= p-HH- C- OBu- 1 



L9 AKSRS 75 OP 316 
ACCBSSICN SlMBERi 
DOCUfOn NUMBES: 
TITLE: 



CAPIitrS COPYSIGBT 3005 ACS on STH 
3003:959684 CAPUTS 
138:187433 

lAicatalyaed rriedal-Craf ta Alkylatiaa of Araaacic 
CoB^xjiiiida difoas^ Seacbiva Bensyl Caticxia Oanantttd 
frca N-SulfaBsyleazbamafcea 
Safkow, Miehaal; Bucba, Jana 

Inscicuc fuar Cheuie, Ibiveraitaet Pocadam, OoIk, 
D-14476. Geztaany 

Organic LeCCara (3003], 5(3), 193-196 
CQDEKT: OKU^t XSSH: 1533-7060 
Aaarican Cheaieal Society 
Journal 

EagllBh 

CASEiaCT 139: 10743 3 
A na« itachod for che genaraticn of highly raaetiva benzyl cacicns by 
chaxoal deooopoaiticai of bcneyl (axylattlfaaoyDearbeaaattta. obtaiaad in a 
ena-pot r»«oti«n fnm c^loxoanlfonyl iaocyanace, is dsaeribad. Iha 



AUTBCni(S) : 
COftPtatATB SODRCE! 

SOURCE: 

PUBLISBSi 
DOCWEMT TYPE: 
LAHGUAaE: 
OTHES SO<mCE(S) 
AB 



gesareited catlcns alkylate araoatie coopds. efficiently in tha 
oacalyata. 

497949-70-9P 497949-71-OS 497949-72-lP 
497949-73-2P 

RL: RCT (Reactant) f SPH (Synthetic praparaticn) i PBEP (Preparation) i SACT 

(Baaetant or reagent) 

(iincatalyzed Friedel-Craf ta alkylatiom of aronatic caapda, through 
reactive benzyl cationa generated f ran N-aulfanoylcarboaatea] 

497949-70-9 CAPUTS 

Cazbamie acid, [ (jdianylamino) aulfco^l] phanylnathyl astar (9CI] (CA 
INDEX NAME) 



if f 

Ph— CHj-O^ C- NH- 1- NHPh 



8N 497949-71-0 CAPUTS 

CH Cazbanic acid, ( (phenylamlno} Bulfonyl] (2, 4, 6-trimathylphanyl)taathyl 
aatar (9CX) (CA imSX NAME) 



RN 497949-73-1 CAPUTS 

CN Acetic acid, (3- ( [ [ [ [ ( (4-ehlorapbAn7l) anino] sulfcnyll amino)oarbasiyllcKy]v 
thyljpheno}^] methyl eater (SCI) (CA INDEX NAME) 



'^„„,;' — NH-jJ-NJr-j<por-CHa — 



BN 497949-73-3 CAPUTS 

CN Cazbamie acid, [ ( (4-ehlorapbcnyl)amiDo) aulfonyl] -, (3,4- 
diebloropticnyl }mAtfa7l eater (9CI) (CA INDEX HAKE) 



BS^BICE CCVNT: 



18 THESE ABE 18 CITB> REPQtBICES AVAILABLE POR 1HIS 
BEOOBD. ALL CIXATXCNS AVAILABLE IN THE RE FORMAT 
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ACCESSICN HWBEB: 

DocwsiT Ntneoti 

TITI£t 
AtnrBOR{S) i 
CORPORATE SOORCB: 
SOURCE i 



3003:943344 CAPUTS 
138:107750 

Ring-Opening Metatheoie Phase -Trafficking (ECMpt) 
Syntheais: Multistep Synthesia on Soluble ROM Supporta 
E&zned, Andrew M. « Mukherjee, Shulab&siibi Flynn, 
fianiel L. i Hanacoi, Paul R. 

Sapartnant of Cheaiatry, Ubiv«rsity of Kansas. 
Lawrence, KS, 6604S-7S03. USA 
Organic Letters (3003), 5(1), 15-18 
C0DE3T: 0SLEP7) ISSN: 1523-7060 
American Chemical Society 



OTHBI SOnRC!E(S) : 



138:187750 



* STRUCTURE DIAOBAM TOO LAROB FOR DISPLAY • AVAILABLE VIA OFFLINE PRINT • 

AB Ring-opening meCatheaiB (RCH) oligomers are prepared aa high-loading Sol\)ble 
sufports for multistep organic syntheais. Matthanobenaoi aothiagoly Iphaaylmeth 
CKyeailnnyl sttlfamides I (R - Ms, HsSCH, MaaCBCB3, PhCE3) and 
ivoxbomanaaethoKyphenylmathnxycarbanyl aulfaaldss IX (Rl ■ R, VhCH3i BS ■ 
Me3CH, H) are praparad in six- and thraa-stap saquanoes, rssp. MiesnnciMi 
reacticns of I and XI with einnaa^l ale. followed ring-epaning 
metathesis polymarisatlon prorida soluble polymar-siqporcad sulfsmidasi 

N-alkylation 

of tha solobla polymar-st^portad salfamidas with allyl bzemida, ring-oleslng 
matathasis, and eaxbomata olaavmga with trif liioKMCetio acid in aathylane 
Florida providaa ncraracamic dioowthiadiazepinaaeatio aelds II X (B3 > B, 
Me, Me2CH, He3CHCH3, PhCBa ; R4 - PhCH3, H) in 45-S38 yields frcm I and II. 
The polymer- supported intezmedlatas are isolated and porif lad fay pmclpitatlea 
frcm either methanol or water. 
IT 497249-5S-5F 497249-56-6B 497249-57>7P 
497249-56-88 497249-59-9P 497249-60-2P 

RL: RCT (Baaetant) i SPN (Synthatlo preparmtion) i PSEP (Preparaticn) i RACT 
(Reactant or reagent) 

{preparation of soluble supports for multistap organic synthasis using 
ring-cpening mec«th«sis polynarisatioai and their use in tha synthesis of 
nonracemio dicocothiadiaaapineaoatatas) 
RN 497349-55-5 CAPUTS 

CN 7-aD(a-3-thia-3,4-dia.zaootanoic acid, 5<matfarl*6-aico-, C4- (3a, 4, 7,7a.- 
tatrahydvo-X , 1 -diaxid9-4 . 7'«athano-l , 3 -bcnsisethiasol { 3B) • 
yDpbasyllwchyl astar, 3,3-dieKida, (5S)- (9CI) (CA INDEX KANE) 

Absolute staraediamiatTy. 



RN 497249-S6*i CAPXJDS 

CH 7-Cbia-3-Chia-3.4-dlaaaootanole moid. S-(l-methyletlqrl) -6-< 



(4 - ( 3« , 4 , 7 , 7a- t« trahydra- 1 . 1 -dioxido >4 , 7 -OA thaao- 1 , a -benzi aoth iasol - a ( 3R) - 
yl)ph«BYl]n0Cliyl •■ter, 3,3-dlaiidA. (5S) • {9CI) (CA ISSEX KAKB) 



AlMoliita •t«r«oc&caiBtry. 




497349-S7>7 CAPUTS 

7-QBui-3-di.ia-3,4-<Ua3aoot«iioic acid, 5-{3-«»cli7lpx«p7l) -C-mo-. 

C4 - (3«, 4 , 7, 7a-c«crAbydro-l , 1 -dlaKido-4 , 7-<n*tluiaQ-l , 3 -bcnsi •othissol - 3 ( 3E} - 

yllphei^llwthy} ww, 3,3-dloKid«. (55)- (9CI) (CA IHOmr HMB) 



Absolut* acaraocbaBiacry. 




497249-50-8 CAPLUS 
L-PhanylalaniM, »-( ({ 1(4- (3a,4,7,7a-eacz«taydro-l,l-diaRidB-4, 7-mI 
1, 3-baasiaochiasol -3 OB) ^yDi^iaayllvsthaxylearbaDyl) aino] nlf onyl] 
nathyl aacar (9CI) (CA IKDEX lOMB) 



Abaolnta acaraodieniatry. 




497349-59-9 CAPL05 

7-Cbca-3-chia-3,4-diasaoetaiioic acid« S- (l-nethylatliyl) -6-axD-, 
(4-(bieyclo(3.3.}]I>epe-5-a&-3-ylwtlMny)i]lunyl)v«tl]Yl eacer, 3,3-diaxldB, 



(58)- (9CI) (CA IBD] 
Abaolttta atarao^aBiatry. 



.XT 



KH 497349 -40 -3 CAPUDS 

CH 0-Phenylalaniaa. N-((( ((4-(bieyelo(^.3.1}h•pt-5-«a-3- 
yI1aathopcylpb«lyl]vAthoDq^leaxbonyl|amino) aalfcByl) nathyl aatar {9CI) 

(CA XKsar toMS) 

Abaolnta acaTaocbaaiatry. 



i ^ c 



XHBtB AKB 2i CITB) RBTBUIICSS AVAIUBLB FUt THIS 
SEOOBS. ALL CIXATIOBS AVAILABLB IH TEB KB FGBMAT 
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Accsssicer number: 

DOCIMEIIT BUMBBl: 
TITLE I 



CAPLUS COFYBIGHT 3005 ACS im STV 
2003!e59313 CAPLOS 
130:371(01 

A oaa natliod for cba aynthaaia of aBoaynnatrlcal 
aalfnidaa uaing Bnrgaaa-cypa naganta 

Hieolaour K. C.i Lea^Mttan< DAwab A. i Saaydar, Scott 
A.) NalbanAdias., Annia Z.i Boang/ KiMlbai 
DepaxCBAnt of Cbeaistry and Tba Stu^ga Xnatituta for 
Ctiaaical Biology, the Serippa Baaaareh Inatitutat Ia 
Jolla, CA, 92037, USA 

Aagaaandta Cbemia, Incamatieoal Editicn (3003). 
41(30), 38C6-3870 
CODBET: ACIEFSi ISSH: 1433-7651 
«iley-VCE Verlag OnbiH ft Oo. XOaA 
JouroAl 

CA5SEACT 138:371601 
Tba raaetien of eon^ availabla ^-«aino aloa. vith Burgaaa raagant 
gava oyollo aalfmidaa in hi^ yiald. Tar ajcaapla, cha xvaetion of 
N.V-diatbyl-N- (((aatboxyeatbcxiyl)amino]anlfanyl]atbananini\m Innar aalt 
(Burgaaa raagant) with a -aTiiinoathaxiol 5-M»thyI -1,2,5 -ThiadiazolidliuB-3- 
oazixxxylio acid Mb aster 1,1 -dioxide in 7St yield. Other Burgess-type 
reagents included N,H-diechyl-K- ({ ( (2 -prapenyloxy) caibonyl] amino) sulf onyl) 
ethananiniua inner salt and H,H-diathyl-V- ([( {pbenylnathoKy) caxbeoyl] amino 
1 aul f ony 1] achanaminivB inner aalt. 



AVTBaB{S) i 
CCEIPOBATB SOtmCB: 



PUBLI SBES : 
DOCTMiaJT TYPE 
LASGUAOB:. 
OTBBl SOUBCBIS) 



BL: SOT (Kaactent) i SACT (Beaetant or reagent) 

(Buxsaas reagent j preparatico of nansya. aulfaaidea fnm amino alca. and 
Burgaaa-typa reagenta) 
BV 396B4-56-B CAPLUS 

CB Bthanattinina, H, V-diatfayl -V- ( ( (matboxyoazbcayl ) amino] aul fony 1] inner 
aalt (gCJ) (CA ISOBX HUIB] 



if f 

MeO-C-ir=-jpH*Bt3 
O 

IT 439S8S-1X-2, N,H-D iethyl -N- [ [ ( (pbanylmacboxy ) carbonyl ) amino] aul fan 
yljathanniiniitm innar aalt 43990S-15-6 

BL; BCT (Keactant) » RACT (Beaotant or reagent) 

(preparation of nanaym. aul f ami dee frca amino ales, and Burgesa-cype 
reagents) 
HN 439585-11-2 CAPUTS 

ON Ethanaminium, N, N-diethyl -N- [ [ { (pbenylma thoty) caxtxnyl ] amino) sul f any 1) - , 
innar aalt (9CII (CA IBDEY HAMB) 



if- A 

pb-cBa-Of-e— M — jpH+Et3 

0 



BN 4395SS-15-6 CAPUTS 

CB BtbananlniuA, IT. N-diatbyl -H- (( [(3-prc3[>anylaKy)oaxbonyl] amino] anlfoi^l] 
innar salt (9CI) (CA IBDBir NkKB) 



BH 503310 -56 -3 CAPUTS 

CB 3B-3.1.3-Bcnzochiadiasina-3-cazbaxyIic acid, 1,4-dibydro-. methyl eater. 
3,3-dioKida (9CI) (CA INDQT BAKE) 




O 



BH 503310-59-6 CAPUTS 

CN 3-1bia-3,4-diazabicyolo(3. 3. 2]nanane-3-oai:i»30grlio acid, methyl •mx.nvt 
3,3-diaxidA (9CI) (CA IKDBK NAME) 




BH S03310-C0-9 CAPUDS 

CH 2H-l,3,(«Thiadiasina-3-carbai7lia aoid. tatrehydro-. ustlqrl aatar, 
l.l-dicKida (9CI} (CA IBDOf HUO) 



Et3 jj-H=-C-Cf- CHj- C^CBa 
O 



IT 90222-26-7P 503310-S6-3F 503310-59-6P 
903310-60-9P 503310-63-2F 503310-C4-3P 
503310-67'6P 503310-68-7F 503310-69-8P 
5033 10-78-9 P 

BL: SPH (Synthetic preparatien) t PBBP (Preparation) 

(preperation of nonaym. aulfanidaa from amino alca. and Burgeaa-typ* 
reagenta) 

BB 90222-36-7 CAPUTS 

CH CaztMunio aoid, [ (eyclohajgrlanino] aul fony 1) vaebyl eater (9CI) (CA llDBir 
NftME) 



1? i 





BH 803310-43-3 CAPUTS 

CH Caxbamio aoid, ( fmatlqrl (Fbanylmatbyl) amino] sulf agrD vatbyl aster (9CI) 
(CA IHDBJT lOMB] 



If f 




Ma-H-CBa-Pb 



. BN 503310-64-3 CAPUTS 
CN Caxbamio acid, ((dieyolcbexylamino)aulfanrl] matbyl aatar (9CI) (CA 
IStm NAKB) 



0=S-KB— C— 



SH 503310-«7-( CAPUTS 

CB Cortxmic acid. ( { (4-vethoac7phe9yl}«^ne) •ulfcnrH nechyl «st«r (9CX) 
(CA niDBY KftMB) 



f f 



RB 503310-C8-7 CAPUUS 

CN Cuibttla Mid, I {{i-cyanflphesyDaaino] aalfcaiyll Mthyl Mtsr (9CI} (CA 

xmoir lOMB) 



BN 503310 -fi9-e CAPUDS 

CV 7-Qita-3>thia-a,4-di&Moct«noio acid< C-««thai^-i nadiQfl 
(9CI) (CA IWEV KSHE] 



eater, 3,3-diaxidB 



ll I? 



0 



503310-7e-9 CAPLDS 

a,l,3-Bensothiadiazapixia-3(lH]-eartxaxylio aeid. 4,5-dllqrdro-, mftthyl 
eater, a,a>diaxi<te (9CJ) (CA UBSEX HOME) 




KEPSBICB COUHT: 



TEOLE AKB 51 CZTB) REF H t BlCE S AVAZLABLS FOK THIS 
BECOBD, ALL CITATIONS AVAXLftBLB IS TBE KS FOBHAT 
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PUBLXSBai: 
DOCaiSaJT TYPE 
LAiraUACB: 
OTHQt S(XmCE(S) 



CAPLOS COPT&IGBT 3005 ACS CD STS 
3003:009539 CAPUTS 
130i39518 

Salfamlda-B&aed Inliibicora for Carboxypept idoae A. 
Hovel Type TrttnaitiooEi State Analogue lolilbitore for 
Ziao Pioteaaea 

Paxic, Jung Daet Kimr Dong R. i Kin, Snng-Juai Itoo, 
Joo-Bangi Byu, Secmg Boi 

Center for Integrated Molecular Syetaaa Division of 
Molecular and Life Sciencea, Pctiang ttxiversity of 
Science and Te<duiology, Poibang, 790>794, S. Korea 
Jboznal of KadielnAl Cheoiatxy (3003), 45(34), 
5395-5303 

OOOEH: JMCHKRi ZSSB: 00aa-aC33 
Aaariean Chenieal Society 
Jooma.1 
Bigliah 

CASRS&CT 130:39510 

H-Sulfaaaylpbenylalaniaa and ita derive, having irauried aUcyl groiq)a cn the . 
temlnal amino gvcnp were daaigaod aa traaaiticn atate analog iahibitora 
for cazbaxypeptldaaa A (CPA) and ayntheaiBed. In CPA inhibieosy assays 
the parent cocqpiaund, BaHSO3>L*Rie-0B (X), diowed potent inhibitory activity 
with Ki - 0.64 ^K. Ita O'enantioowr was mtich lesa potent (Ki - 470 
W). Introduotlcn of an alkyl grcnq> to the tenninal aolito grcn^ such 
as BHHS03-L-Phe-CH (H - Me, Iso-Pr) lowered the inhibitory potency 
draaatically. Introdacticn of a He group on ths internal amino group such 
as HaKSO3V(Me)CB(CH3Pli)C0aH also caused a draaatie reduetien of the inhibitory 
activity. The stmecurs of the CPA* I oonplex daceminad by 
single -crystal x-ray diffraction revealed that the sulfanoyl ooiety 
interacts with the einc ion end functicnal groups at the active aite of 
CPA, idiieh is rvainl scent of the poatalat«d ■tobilisaticoi laode of a 
tetrahedral tranaitioa atata in ch« CPA^cacalysed hydrolyais of a peptide 
substrate. Oi the basis of the dasi^ rationale and the binding mode of I 
to CPA shown by x-x«y crystallog, anal., the present inhibitors are 
inferred to be a novel type of transition state analog inhibitor for CPA. 
IT 47Sie2-49-9F 470192-50-2^ 478182-S5-7P 
47eiS2-S8-0F 478404-14-7P 

KL: RCT (Seactant) i SPH (Synthetic preparation) t P5EP (Preparaticn) i SACT 
(Heactant or reagent) 

(preparation and biol . activity of K-sulfaacylphenylalanine derive, as 
inhibitors for caxtooxypeptidasa A) 
SS 470183-49-9 CAPUTS 

CS L-Riamylalaaina, V- [ ( ( (pihenyluithaKy}cartM»yl] attino} salfcnyl] 
phenylnttl^l ester (9CX) (CA tKDKX lOlfB) 

Absolute stereocSieaistry. Sotetion (+) . 



BK 478103-50-3 CAPUTS 

CN 0 -Phenylalanine, N- [ [ ( (phesy Inethoxy) carbax^l] aaino) sulf onyl 1 - 
phenylmethyl ester (9CI) (CA INDEX lOMB) 

Absolute stereochwii stry . Rotation ( •) . 



"XV 



SN 470102-55-7 CAPUTS 

CN L-Phenylalanine, H-VLethyl -H- [ [ [(phenylnathaoiy}onzbanyl] amino] sulfonyl] - 
oethyl ester (9CI) (CA INDEX KUIB} 

Absolute stereoehenistry. Boteticn (-}. 



- o o 



SV 478183-58-0 CAPUJS 

or 8-GbEa-3-Ghla-3,4-dlazanQna9olo acid, 7-axo-4-(pbcnylttethooty) -6- 
(phel]ylusthyl) -. phsaylnsckyl ester, 3,3-dioKids, (6X} - (9CI) (CA IHDBX 



Absolute steraedbemistry. 



SN 47B404-14-7 CAPUTS 

CN 0-Oxa-3-thia-3,4-diagaaananoic acid, 7-axo.4- (phenylmethoxy) -6• 
{pheny Inathyl ) - , idaeaylnatkyl ester, 3,3-diaxidB, (fiS)- (9CI) (CA INDEX 



Abaolute stereochemistry. 



AU S3 CITS) RXFBtlKCBS AVAILABLE FOB THIS 
ALL CITATIONS AVAILABLE IH THE XX FOHAT 
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TITLE: 



PATBIT ASSIGNEE (S) : 



DOCTMBTF TYPXi 



FAMILY ACC. HIM. COUNT: 
PATOrr INFQBMATIQNt 



3003:777441 CAPUTS 
137:373106 

A nwthod of treating proliferative diseases using EgS 
inhibi tors 

Kimball, Spencer Davidj Loobardo, Louis J. i Bawl ins, 
David B. 1 Xiao, Hai-Yuni Roussell, ' 
Bristol-Myers Squiltfe Con^Miqr, 11SA 
PCT Inc. i^l., 45 pp. 
CQDXHt PIXXD3 
Patent 
Bigllsh 

a 



PATENT m. 




XIH 


) SATX 




APPU CATION NO. 




DATS 


NO 3003070639 




A3 


30031010 




NO a003-US9817 




30030338 


NO 300307B639 




A3 


30030410 










W: AE, AO, 


AL, 


AM, 


AT, AU, AZ, 


BA, 


, BB, BG, BR, BY. 


BZ, 


, CA, CH, CH, 


CO, ca. 


or. 


cz. 


DE, DK, DM, 


DZ, 


, BC, ES, FI, 


GB, 


, GO, GS, GS, 


GM, BR, 


EV, 


ID, 


IL, IN, IS. 


JP. 


, KB, KO. KP, KB, 


KZ, 


, LC, LK. LS, 


LS, LT, 


UJ, 


LV, 


MA, MD, MS, 


MK, 


, KS. M», MX, MZ, 


NO, 


, NZ, CH, PH, 


PL, PT, 


BO, 


Bxr, 


SD, SE, SO, 


SI, 


, SX, SL, TJ, TM, 


TH, 


, TB, TT, TZ, 


HA, DQ, 


US, 


uz. 


VN, YO, ZA, 


2M, 


, ZH 






BW: GH, GM, 


KE, 


LS, 


MR, MZ, SD, 


SL, 


, sz, TZ, va, ZH, 


zv, 


, AM, AZ, BY, 


KO, KZ, 


MD, 


BU, 


TJ, TM, AT, 


BE, 


, CH, CY, DE, DK, 


ES, 


, Tl. FK, GB, 


131, IE, 


IT, 


ur. 


MC, HL, PT, 


SE, 


, TB. BF, BJ, CF, 


CO, 


, CI, CM, OA, 


as, GO, 


am. 


ML, 


MR, NE, SH. 


TD, 


, TO 






CA 3443483 




AA 


30031010 




CA 3003-3443483 




30030336 


CA 3443484 




AA 


30031010 




CA 3003<a44a484 




30030336 


EE 300300474 




A 


a0031315 




EE 3003-474 




30020336 


EP 1373231 




A3 


30040103 




EP 3003-738593 




20020326 


B: AT, BE, 


CB, 


DE, 


DK, ES, FS, 


GB, 


, OB, IT, U, UJ. 


BL, 


, SE, MC, PT, 


IE, SI, 


LT, 


LV, 


PI, BO, MK, 


CY, 


, AL, TB 






BB 3003000405 




A 


30040330 




BB 3003-0405 




20020326 


JP 3005504735 




Ta 


30080317 




JP 3003-577776 




30030326 


CA 3443455 




AA 


aooaiolo 
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The invention provides a method for 


tr* 


Mting a ecndltitn vi 


la modulation t 


the BgS protein activity eampriaing 


adi 


Bini staring to a i 




aalian apecies 



in need of such treatment en effective amount of at least one small mol. 
{KTOtein inhibitor. The invention also provides a method for treating a 
ooodiclaa via vodnlatioi of the EgiS protein activity ca^ising 
administering ce a maoalian species in need of such treatnenc aa 
effective aaaount of at least ooa email mol. BgS protein inhibitor in 
ooaoibinatian with at least one other anti -cancer agent. 
29684-S6-8 

SLt BCT (Beaotant) j BACT (Baaotant or reagent) 

(treating proliferative diseaaes using BgS inhibitors) 
a»684-56-8 CAPLUS 

Sthanaminiw, N,H-diatby 1 I ( (msthoxyeazbottyl ) anino] sul feoyl] • , laner 
salt (9CI) (CA INDEX HftMB) 



Bg5 
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A comclBc totAl synchAais of (-•>) -euraein A (I), a pocant antimicotio agent 
iaolaced froa ch« eyanobaetariua Lyn^jya najuaeula, ia deseribad. Tha 
•ynchaaia faatiiras « new stntagy to the 3-cyoloprqpyl-4-fillcanyl 
subset cuced chlaaolina unit ia tha natural product imrolving faeila and 
selective thioacylaticBi of tha aBlno-Alc. vich tha bcnaotriasola dsrivad 
chioeaide, leading to II, as a ]cay Step.* Cyclcdshydrtttion of 12 using 
Bur<gesB' reagent then conpletad cha aynthsois of I. 
29684-56-8, Burgess' reagent 
BL: ROT (Beagent) I BACT (Se&otant or nagsat) 

(preparation of ( -f) -ooraein A via cyelodetaydratiom of pelyena- sufcaeieatad 

thioamida uaing Burgess' reagent) 
396S4-5fi-8 CAPLUS 

Sthananiniun, V, H-diethyl -S- [ [ (TBsthoaycarbcnyl ) amino] sulf cnyl} inner 
s&lt {9CI) (CA ZNDrar BUffi) 



MeO-C-M-=-S-H*Et3 
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Pr^aratien of ts trat yd repyrtmidiiqrlsm ineoxDpr cfylbsna 
ofurans as vitranactin receptor antagonists. 
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MABPAT- 137:363051 



O 



Title 
alkyli 



[I I Bl, B3 - H, R3- (substituted) A) A - allcyl^ R1R3 « 
cmtaining 3-9 C atcois, saturated or unsatd. , such as (CH3)p In vhidt 



3-9, non-substituted or substituted by %1 halo, alkyl, tlkaxf, 
aryl, araXkyl, heceroaryl, heteroaxylalkyl , eyeloalkyl, cycloalkylallcyl. 
eoco, said divalent alkylene radical being able to be attached at the level 
of. tha C-C bond to a carbocyole or heterocycle with 5-7 members, containing 
1-3 K, saturated or unsatd., ncn- substituted or substituted by 1-3 R3 
radicals} R3 - A, allcajgr, aryl, aralkyl, halo, CF3, OB. S03, amioo, BHCQA. 
CQAi S4 - H, AC03A, A, unsubotitutad or snbstitutsd by OH, alkooiy, AS03. 



NR9S9>, etc.) S9, R9 • ~ S, alkyl, aryl, arallcyli R5 - H, COKS, C03R6, 
S03R6, S03IIHR6, S02NECCS6. S03NHC:02R6, C0NE3, COHESS ; S6 - A, aryl, 
aralkyl, heceroaryl, heteroaryl alkyl, (mczio, bi- or tri) eyeloalkyl {alkyl ) , 
the aryl or heceroaryl r«tdical being unsubetiCuCed or subscicuCed by 1-3 
R3> R7 . H, A03C, OB. A03CO, N03 f m - 0-3« n - 1-3], were prepared Thus, 
1,4,5, 6-tatrahydro-3-pyrimidinamine end 1, 1- dimethyl ethyl 
5- (3-maChoxy-3-axopropyl) - «[ [(phenylmethoxy] cazbonyl] amino] -3- 
benzofuranepre^ianoate (preparation given) were agitated 4.5 h in THF co give 
tha anida derivative, efeieh was hydrolycsd to give 5-I3-opco-3- [ (l, 4, 5, 6- 
tstrahydrB-3-pyri«idinyl}aaino]prqpyl] - «i- 

t [ (pihenylmatbo]7)car]^iaiiyl] amino] -3 -bcnsMfuraDeprcpanoie acid. The laccer 
in ELISA test showed IC50 - 0.009 MM for kietrin/vitromBctin. 
IT 271770-63-9P 271770-64-OP 

RL: PAC (Pharmacological activity) i SPH (Synthetic preparacicn) i THU 
(Therapeutic use) i BIOL (Biological study) t PR9 (Preparation) i VSES 
(Uses) 

(preparation of tetnthydropyrimidinylaminaaxpprapylbenzofnrans as 
vitranactin receptor antaganisCs) 
RH 371770-63-9 CAPUre 

ON 3-(bca-S-thia-4,6-diazaoetan-8-oic acid, 3-coco-7- ( (5- [3~axo-3- ( (1,4 .5,6 - 
te trahydro- 3 -pyr imi dinyl ) amino] propyl] -3 -benzofuzanyl] methyl] -1- 
trieyclo(3.3.1.13,7]dec-l-yl-, 5,S-dioxide (9CI) (CA lUDEJC NAME) 



BN 371770-93-3 CAPUTS 

CN 3, 5 -BenKofurandi propanoic acid, a3- [ ( ( ( (tricvclo[3.3.1 .13, 7]dec-l- 
Vlmethoxy) caiixxiyl] amino] sulf any 1] amino) «3- (1, 1* dimethyl ethyl) 
OS -methyl ester (9CI) (CA INDBT HAME) 




Mso— c-CHa-CHa 



KN 371770-83-3 CAPUJS 

CH 7-Q»ca-3-thia-3,4*diagancnanoic acid, 8,8-dimethyi-6-aKO-S- [ [5- [3-oxo-3- 
[ (1,4, 5, 6- tetrahydro-3-pyrimidlnyl) amino] propyl] -3 -Jbcnzofuraixyl] methyl] 
tricyclo[3.3.1.13,7]dec-l-ylMthyl ester, 3,3-dlflKida (9CI) (CA IKDE3C 
NUfE) 



|»>3B 



s s 

CHa~ CH"HH"||' ' BU" ( 



371770-64-0 CAPUJS 

3-Qxa-5-thia-4.6-diazaoctan-0>oie acid, 3-aKO-7- ( (S- {3-OXD-3- | (l,4,5,6- 
Cetrahydro•3 -pyrimidinyl)amiao]propyl) -3 -be&sofuranyllnathyl ) -1 -phenyl -< 
S,5-dioKlda (9CI) (CA INDEX KAMB) 



C-BUO-^ I? I 

kj^HH-c-CHa-CKa— i^Ji 'J I 



371770-04-4 CAPU7S 

3,5-Benzofurandiprapanoio acid. c3-[[(((l,l- 
ditaethylsthoi7)caribonyl) amino] sulfcayl)a»ino) -, a3-(l, 1- 
dimthylethyl) «5-Mthyl ••t»r (9CI) (CA IXDSC NAME) 



Q- 



HH— C— CH3~CE3' 



HH-|- KB- C- O- CH3- Ph 
CH3-|S O 
CO3B 



271770-B2-2P 271770-83-35 271770-84-4P 

RL: RCT (Reaotant)) SPH (STnthetio preparation) 1 PRBP (Preparation) 1 I 
(Xeactant or reagent) 

(prqaaraticn of tetrahydropyrimidlnylanlnoaxaprqpylbeasofuraas as 

vitronectin receptor antagonists} 



MeO-C— CH3~CH; 



rr 

-|B O 
J-OBu-t 



KH~C~"CBu-t 



TBBB ARB 3 CITED BBFEREBCES AVAILABLE FOR THIS 
KECOKD. ALL CITATIONS AVAILABLE IB TBB BE FORHAT 



L9 AHSVBl B2 07 31« CAPLUS OOIYRIOHT 2005 ACS «B STH 
ACCBSSIOtr NWBEK: 3003:675033 CAPUTS 

DOCWarr numbs : 138:ie76»5 

TITLE: Solid-phase •ynthssis of a,3>5-Cri«ab«Cieuc«d 

4B - Ini d&zolooiA ■ 
AUTBaR(Sl : laagt, V6o S. R. 

CORPOSAtB senses I Ooi^iiuitarial deal scry. Agrcxrhemicala SMcareh, 

Iwteigibafai, 0-67056, Oennaxiy 
SOQSCB: T«er«h*drtm Letber* (3003), 43(30), 6857-6860 

CQDEUs TELEAYi ZSSU: 0040-4039 
tmhisam-. Els«vi«r Sclenea Led. 

DOCWEZIT rypB: Journal 
LASGUAGB: Baglish 
OIHES SOaECB{S): CASRE&CT 138:187695 

AB A aolid-i^wsa myatbmaim of 3,3,5-crisubatiCutad 4E-iBid&s»laaea auitabU 
for antoBAtioQ, italug the detbydraelaa of a uz«a cl>* key-ac«p, ia 
daaoribed. Ilia aoval oathod ia cooparad with ochar raporcad prDoadona. 
Ttirtheroore, tim foxnation of inidasolona diaataraoiaotaera CBacaining * Airal 
C,H-axis ia diacuaaad. 

IT 29684-56-6 

BL: BOT (Baagant) i BACT (Baaetaac or raagant) 

(aolld-phase ayacheals of a,3,5-triaiibacitacad 4H<lmldasolaiiaa) 

BH 39684-56-6 CAPUJ5 

Ca Kr.haiMminim, H,H-diaClqrl-K- I| (wachoaqreaxbaiYDaainolanlfcaqrll imar 
aalt (901) (CA mSBt mKB) 



s s 



IHBtE ABB 34 CITES BEPEKOICEeS AVAILABLE FOR TSXS 
ALL CXTATIGHS AVAILABLE DBT THB BE FOSMAT 



AOCESSIOB NWBEB: 
SOCWBR BUMBa: 
TITLE: 

INVBnOR{S} i 
PATOar AS5IGHEE(S) : 
SOORCE: 

DOCIMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HTM. COOE 
PATBHT niFOBMATIOH: 

PATENT KO. 

EP 1236460 

B: AT, BE, 
IE, SI, 
CA 3369967 
AU 3002015394 
NZ 517021 
JP 2003275063 
VS 2002183384 
Cai 1370526 
ZA 3003001161 
PBIOKXTT APPLH. XBFV. 



> 83 OF 316 CAPLVS COFYRIGET 3005 ACS on STV 



2002:671831 CAPUTS 
137:210982 

Salfenylaminocarbonyl derivativ«8 for the treatmanc of 

nnclear facc«r-lcappa B mediated diaeaaea and diaordera 

Comicelli, Jbaeph. Anthony i BaratJianaaia, Socirioa K. 

Vainer -Lambert CcD^>any, USA 

Biir. Pat. Appl., 75 pp. 

(XIDSS: EP](U)W 

Patent 

Bigliah 



KIND SATE 



Al 



APPLICATIOrj NO. 



20030904 EP 3002-2612 
CH, DE, DK, ES, FB, GB, GB, IT, LI, LIT, 
LT, LV, PI, BO, MK, CY, AL, IX 

AA 30030813 CA 3003-3369967 
AS 30030815 
A 20030926 
A3 20020925 
Al 20021205 
A 20030925 
A 30030811 



AU 3003-15394 
NZ 3003-517031 
JP 3002-32755 
US 2002-71034 
CN 2003-104763 
ZA 3003-1161 
US 3001-368303P 



20020205 
SE, MC, PT, 

30030301 
30030304 
30020304 
3003020B 
30020208 
20020310 
30030311 
P 30010313 



OTHE& SaORCB(S) : HABPAT 137:310982 

AB The preaenc iDVentian. providea a osthod of treat ing a di aeaae or a 

disorder respoaiaive to inhibitiom of nuclear factor- tnmacripticn 
factors coBprlsing adaini staring to a patient in need thereof a 
sulf onylaninocarbomyX derivative, or a phamaceatically acceptable aalt 
thereof. The mathoda of the preaent inventica are uaeful for treating, 
for axaaqple, rhtfomatoid arthritis, osteoarthritia, an autoinBuna diaaaaa, 
paoriaaia, aatfama, a cardiovaacular diseaae, an acute ooranary ayndrona, 
congestive heart failure, Aleheiowria diaaaaa, mnlciple sclezoaia, cancer, 
type J I diabetea, ustabolie syndroaa t, or inflanacoxy boaal diaaaaa. 

IT 92049-97-3 92049-98-4 142790-24-7 

142790-2S-e 142790-26-9 142790-27-0 
142790-28-1 142790-29-2 142790-30-S 
142790-31-6 142790-32-7 142790-33-S 
142790-34-9 142790-35-0 142790-36-1 
142790-37-2 142790-38-3 142790-39-4 
142790-40-7 142790-41-8 142790-42-9 
142790-43-0 142790-44-1 142790-45-2 
142790-46-3 142790-47-4 142790-48-5 
142790-49-6 142790-51-0 142790-52-1 
142790-53-2 142790-54-3 142790-55-4 
142790-36-5 142790-57-6 142790-58-7 
142790-59-8 142790-60-1 142790-61-2 
143131-68-4 454201-40-2 454203-79-3 

BL: PAC (Pharmacological activity}} THU (Therapeutic uae) ; BIOL 
(Biological atudy) i USES (Uaea) 

(aalfonylaminocazixxziyl darivs. for treaaamc of nuclear factor-kappa B 
vadiatad dlaeaaes and di Borders) 
BV 9304 8 •97-3 CAPLXJS 

CN Cazbaaio acid, ( (phenylamino) aulfcnyl] 3,6-bla(l-vatl]ylethyl)phenyl 
astar (9CX) (CA IHDBf HAMS) 



If If 



p C— NH— S— N 

u 



BH 93049-98-4 CAPLUS 

CH Caibonic acid, [ (phaiiylamiao)aulfeaiyll -, 3,6-bia(l,l-dimath7lathyl]pbanyl 
eater (9CI) (CA INDEX NAME) 



II II 
p C— MH-S— M 

u 



BN 143790-34-7 CAPUDS 

CN Cazbamio aoid, [ [I3,6-bia(l-nachylaUqrl)Fb«>^Yl]'>>l»°]*^f<»ylI vatliyl 
aatar (9CI) (CA INOrar NAME] 



it If 

:-HH-|-NH 



142790-35-6 CAPUTS 

Caxbamle acid, [ ([3, 6-bia(l-methylethyl)i:henyl)amino]anlfcnyl] -, dodecyl 
aacar (9CI) (CA XNDBf NflME) 



if f 



p— c-»r-s-K 



143790-39-3 CAPLDS 

CaztMOftic add, [ ( [3 , 6 -bi a ( 1 -ttathyl edq^l ) phanyl ] anino] aul f oayll - 
3,6-biB(l,l-dimethylathyl)plienrl eater (9CX) (CA IBDE]f DAME) 




BN 142790-26-9 CAPIAJS 

CN Cazbanic acid, [ ( (2, 2-diphenylethyl) aalno) sulf cnyl] - , 2,6-bi8(l,l- 
diuethylethyl) -4-methoxypheDyl eater (9CI) (OA INDEX NAME) 




if if 

or- C-NH- 1- NB- CHa- CHPha 



BN 143790-37-0 CAPUTS 

CN Caxbamlo add, { [ [3, 6-bia(l-veChyletfayl)plMnyl]aBino] aulfonyl] 

3,6-bia(l,l-di«aChylatfayl)-4-«athp]^anyl aatar (9CI) (CA INDEX NAME) 



Oct 



RN 143790-28-1 CAPLU5 

CN Caxbamio acid, (( (di£^anylu»thyl) amino} aulf any 1] -, 3,6-bia(l,l- 
diaachylacliyl) phenyl aacar (9CI) (CA INDEX NAMB) 




BN 143790-30-5 CAPUTS 

CN Cazbanie aoid, [ C{3,3-diFhenylethyl}aBuno] solfonyl] -, 3,6-bia{l,l- 
dimethylathyl) phenyl eater (9CX) (CA INDEX NAME) 



If I? 

NH— |p"HH~CHa~CHPha 



BN 143790-31-6 CAPUTS 

CN Caxbai&lc acid, { (bia(pihenylmatliyl)«Kinol aulf myl)-, 3,6-bia(l,l- 
di1>lechyletbyl);llenyl eater (9CX) (CA INDEX NAME) 



ff if r""" 

p C-NH-S-M-CHa-Wl 

u 



BH 142790-32-7 CAPUTS 

CN Caibamic acid. ( (diphenylaniiu) aulfonyl] -. 2,6-bi8(l'^thylathyl)pheiiyl 
aater (9CI) (CA INDEX NAME) 




If it 



BB 143790-33-0 CAPLDS 

CB Cubmie Mid. (<dibaC7lai»o)milf<B7l] 3, S'bisd-wtliylttthyDpiwnrl 
•sur (9CI) (C& ISDSr lOMS) 



p C-SH- 

'■"16"" 



BN 1« 3790 -34 -9 CAPUTS - 

CV Cufeoagdo acid, { lbiii(Flu«7lnetl)yl}«aiiioI Bulfcnrl} a,S-bis{l- 
wchy-IadqrDplmrl •mt.mr (9CI) (CA UDEir HAMB) 



> C-HH-S-H-CHa-Ph 



p C-HH-S- 



BV 143790-35-0 CAP LOB 

CV CaxboBlo ACid, [ (lE-benximidazol-a-ylaminejaulfooyl] - 
a, C-bia(l-nBdi7l«lJi7l) phenyl astar (9CI) (CA IBDElf H 



SB 143790-3fi-l CAPUIS 

est Caxbmio Mid, I Cfa.a-diphfnylecl^Damine] salfonyl] 3, S-biad- 
wthyladqrDpiwnrl aacar {9CI} (CA INDST HAMS] 



if if 
F 



NH~ caa"" cEpha 



RH 142790-37-3 CAPUTS 

CH Cazbanic aci d, [ ( [2, « -bi a ( 1 -methyl e^l ) phenyl ) amino] eul f cnyl} - 
2,6-biB(l-iiiethyletIqrI)piie&yl eater (9CI) (CA IHDSY HAMB) 



Pr-1 i-Pr 
BN 142790 -3a-3 CAPUTS 

CB CartMBie acid, {((dlfhenylnBthyl)aaiiu>]aulfaiirll a,C-bia(l- 
wthylatbyDpheuyl eater (9CI) (CA XUDBir HAKE] 



i-Pr^ JL ^Pr-l 



If ff 

■^ST'CHPha 



BH 143790-39-4 CAPUTS 

CS Caxtmio aoid, { KdiphmylvathyDaiBinolaiilfonyl) afC-bia(l,l- 
dl«ethylatfayl)-4-vetfaylpl>ai7l eatar (9CI) (CA IlDXir HXNB) 




it I? 

O^C— SH-jpSH-CHWia 



143790-40-7 CAPUTS 

Caxbmie acid, (1(3. 6-bi>(l-wthylechyl)pfaanyl)aniao]eiilfa{ayll 
a,S-bia(l,l-dinetkyletlrsrl}-4-«atlqrlptw»7l CCD (CA INDEXl 



Pr-i " t-Bu Me 



BV 143790-41-8 CAPLOS 

CM Caxb«»ic acid, t ( (2, a-diphenylethyl) amino] salfenyl) 2, S-biad, 1- 
dimechylcCfayl)-4-iaech]rlFhanyl eater (9CI} (CA IHDBf KAMB] 




iT I? 

o— c- KH— j^MH— CHa~ taPha 



BH 143790-43-9 CAPUTS 

CN Caxbamio aoid. [ (dibatyl amino} anlfcnyl] a,fi-bia(l,l-diuBthylathyl) -4- 



vechylphenyl escer (9CI] (CA UTOEX HAMB) 

f i 




Ha Bu-t 



BN 142790-43-0 CAPUTS 

CS Caibamio aoid, [(dipantylaminolaulfanyl] 2 , 6 -bia (1 , 1 -dimethylathyl) -4 - 
methyl phenyl eater (9CI) (CA ISDEX NAME) 




ff ff 

-C-»H-J— jl- (CHa)4-Me 



He Bu-t 



BH 142790-44-1 CAPUTS 

CH C&rbanie acid, [[biad-meUqrlethyDaminolaulfaiiyl) 2,6-bi8(l.l- 
dinethylechyl) -4^t]iylpihaigrl eater (SCI) (CA XND Bit HAMB) 




ff r 

|-H{Pr-i)3 



BV 143790-45-3 CAPUTS 

CV Caxbamio aoid, [ (dihaxylamlno)8alfooyl] 3, C-biad,l-dlmathylatliyl] -4- 
mechylphenyl eater {9CI] (CA IBDBX NAME) 



ff ff 

-J— ji-(cBa)s- 

O (CEals"!*" 



t-Bu 



BV 143790 -4C- 3 CAPUTS 

CV Cazbanic aoi d, [ (haxylamino) ealf onyl ] - , 3 , « -bi a ( 1 , 1 -dinethyl ethyl ) -4 - 
mechylphcnyl eater (9CI) (CA ZHDEX NAME) 




ff ff 

O-C-VB-J-HB- (CHa) 5~Ma 



BV 143790-47-4 CAPUTS 



Caxbamio acid, [ [matlqrl (3 -phenyl ethyl) amino] aulf enyl] - , 
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Titl« coopds. EI; A - OORS, 0038, 00386, CCNBOH, COBBORC, B(CB)Cat5, SB, 
SOKHBa, P0(0H)3, PO(CH}HHSa, ete.f V - CR3b, ETf B - atcma to form a 4-8 
veTiib«r«d nooarca. h«terocyela( U, Ul > null. O. HRal , OO, 003, CQIlHal, 
0C03, «Co. > X, Yl - null, alkylene, alkenylene, alkyxtyleoaj Y, Yl - null, 
O, HBal, CO, C03, COHBal, KSalCO, 0C03, SOp, SOpKSal, etc. > Z - null, 
(•ubstituted) (hetero) cyclyl / Zl - (substituted} ( ha C«ro) 070X7! » Rl - B, 
alkyl, 0R«, HRaSal, CS, CF3, SOpRa, Ph, PliCH3« B3 - Q, (substituted) AIQ, 
etc.* Ral, S2b, RB > H, alkyl) 0 - B, (substituted) (h«tera)eyel7l 1 B3 - 
Ql, AlQl, etc. I Al - alkylene, alkenylene, alkynyleaej R2B3 - atens to 
fora 5-7 membered carbooyclyl, heteroeyelyl r 01, 03 ■ B. (substituted) Ph, 
naiiithyl, heteroaryl, R4 - 03, A103, A2Q3, A303, etc.j Ra - H, aUyl, Ph, 
PhCH2j Ka&alN . 5-6 nembered rlngi Sa3 . alkyl , Ph, PhCHS; Sb - alkyl, 
OKa, halo, CH, N03, COBa, C02Ra, S021]RaBal , CF3, CF3CF3, etc.; Bbl - OBa, 
halo, C, CN, N03, NRaBal > Be, Sd « Bb, (hecero) cyclyl ; RS - (substituted) 
allcyli Be - (substituted) Ph, biphenylj B£ . juiphthyl, alkyl pbenylaDcyl, 
cycloalkyl, alkylcarbanyloxyalkyl , alkoKycarbonyl , cycloalkoxycarbonyl , 
Ph02C, etc. I B7 . B, alkyl, alkenyl, oycloalkylalkyl , phenylalkyli B7a . 
B, alkyl, alkenyl, oyoloalkylalkyl , phenylalkyl* R9 > H, (substituted) 
(cyolo) alkyl , Ph» &f > alkyl, cycloalkyl, alkoxy, (substituted) Ph> p, q - 
0-3i r, rl - 0-4], were prepared Thus, hoaocystine disulfide in St0H/CHCl3 
ac 0* was treated with Cia over 10 min. The mixture mas ccncencrated in 
vacuo ovemisht the residue in CBC13 at -5* «a> treated with Bt3N 
follcwed by warming to room tso^rature to give a saltan. The sultam in DMP 

kept with 4 -benzyl CK^ienzyl chloride, K3C03, and Bu4m for 5 h to give the 
alkylated sultaa, which was stirred 1 h with NH3CB in MeOB to give 
3- [l,l'-biibenyl-4-ylmetliyl] -lf-0B-3-isochiazolidinecarbaxani(ib 
l.l-dicKide. Several I inhibited matrix metal Iqproteinasee with 
Xi^lO MM. 
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RLt BCT (Reaetant) I SPU (Synthetic preparation) 
(Reactant or reagent) 

(preparation of cyclic sulfoies as inhibitor 
40910B-OS-1 CAPUTS 
7-0xA-4-thia-3,5-dlasanananoic acid, 3-(b7dr«scyBetli7l) -B,e-diaatl7l-C-< 
3-{pliei7lm«cb7l)-, msthyl aster, 4,4-dlaxlds (9CI) {OA IBOEB KUIB) 



PREP (Preparatlcn) i RACT 
of metal loproteases) 



r f 

-p=0 

ph-CBa-ji jj 

BO- CBa- CH- C- CMe 
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AB A series of soluble mierogsl polToars haw bean synthsslMd nsing 
■olntion-phase 

polynarlzatiflm raaoeicsis. In a systematic manner, several variables •neh as 
ttonoraar oosaeencracion, cross ^l inker centanc, raacticn solvent and reaotien titM 
were examined, and this prevldad an epcinal polyner with both solubility and 
precipitation eharaeteri Sties saicsble for synthseio applications. Tfans, a 

chemical 

funecionalised microgel polymer was syntheaiasd, and the utility of this 
polymer in the synthesis of a small array of oxaxole eeoipda, has been 
demonstrated. The advantage of the microgel polymers produced was that 
they eidiibited solution viscosities lower than those of conventlcxial linear 
polymers even at higher ccmcns., and this was found to be beneficial for 
their precipitation properties. Ccmpds. prepared using the described microgel 
polymer supports were obtained in similar yields and purity i&cn conpared 
with insol. resins, and mors i^orcancly, the soluble polyuor bound 
incetmediatss could fas analysed at each step using standard MB tedmiquea . 
IT 29(84-5«-0 

RL: RCT (Reactant) 1 BACT (Reactant or reagent) 

(microgel polymers and their applicaticm as trappona in organic synthesis) 
RB 296B4-56-a CAPLUS 

N, B- di ethyl -N- [ [ (methoxycarfacnyl ) amino] sul f any 1 ] • , inner 
salt (9CI) (CA IBDEY K&MB) 
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BL: RCT (Reactant); SPH (Synthetic preparation) 1 PREP (Preparation) 1 BACT 

(Reactant or reagent) 

(regio- and stereoselective prsparacieo of eyelio sulfaaidatea from 
1,3-diols using Burgess 'type reagan.es prepaxmd from primary ales, and 
ehlorosul fonylisoeyanate) 

439585-11-3 CAPIDB 

Ethanaminium, N,H*diettqrl-S- [( {(Fhenylmatheeqf) carbcaqrl ] amino] sul foucyl] -, 
inner salt (9CI) (CA IBBBX XaMB) 



Vhr CH3-Or-C-»^S-N+Et3 



BN 439505-13-4 CAPUTS 

CN Ethanaminium, N,N- diethyl -N- [ [ ( [ (3 -nitrophenyl )methaxy] carbonyl] amino] sulf 
cnyl)-, inner salt (9CI) (CA INDEX NAMB) 
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f J 

CHa - O- C-N— j-H*Et3 
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Ethanaminium, N,N-dlethyl -H- [( [ (3-prapenylaKy) oazbonyl] amine] sul fcoyl] - 
inner salt (9CI) (CA INDBY NAMB) 



AB Regio- and stereoselective cyclizaticn of Burgess-type reagents 

R03CN-S03N4-Bt3 (R - He, C13CCB3. allyl, FhCB3, 3-03NC6B4} with diols, S.g. 
I (Rl - 4-MsO, 4-AoO, 3-OaN, aco.) and II (Rl - H, 3-oaN], gavs cyclic 
anlfmidatsa III (B3 - B, Ms) in 41-94% yields. Subsequent aold-catalysad 
hydrolysis of III afforded a variety of p-amino ales. IV in 90-95» 
yields. 
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BL: RCT (Reactant) » RACT (Reactant or reagent) 

(regio- and steraoselectlv* preparation of cyclic sulfamidates and 
P-amlno ales, from 1,3 -diols using Burgess -type reagents) 

BV 39(84-56-8 CAPLUS 

CN Ethanaminium, N, H-di ethyl -N- I ( (methoxyoazbonyl } amino] sul fony 1] - , inner 
•alt (9CI) (CA IBDBY HAMB) 



Et3+N— j|— M — C-O-CB3— CH=CH3 

O 



RN 4395BS-17>B CAPLUS 

CN Ethanaminium, N, N-diethyl -N- ( t ( ( 3, 3. 3-trlchloroethoKy) carbonyl] amino] sul f o 
nyl]-. inner salt (9CI) (CA INDEY NAMB) 
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CI 3C- CH3- O- C-N— S— N*Et3 
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179756-26-4S 179756-31-lP 

BLs BCT (Beactant) i S7H (Synthetic prspamtia 

{Beactant or reagent) 

(preparation and atraoture activity of [(7-aaidino-a* 
n<^chyl)nBChyl)anillDa dsrivs. aa potent, wlectiva and 
orally-bioavailable factor ITa inhibitor) 

1797SC-3C-4 CAPUTS 

1-PiperldinaeazfocKylie acid, 4 - (4- ( ( (7-e7ano-3- 

najhthalenyl }metbyl] ( [ (•thoKycarboaxyl ) aaiao) ■alfcDyl) cBinolpheiunyl - , 
Irl-dlMthyletl^l eatar <9CI) (CA IHDST HOME) 



0=S-lJH-C-OEt (^^-^ 



Since Factor Ifa (FXa) is well ]ma«n to play a central role in thranboais 
and heaoataaia, inhibitiea of FVa ia on attractive target for 
antithzxsobotic •crategiea. Aa a part of our imveatigaticB. of a 
lun-papcide, oxially anrailabla FXa inhibitor, »e found chat a aariea of 
H- I (7-aB&idino-a-n^plkCliyl)m«tta7ll aniline dariva. pomeaaed potent and 
■elective inhibitory aetivitie*. St mcture- activity relation (SAB) of eh* 
■ubaticuent (Bl) on Che central aniline noiety auggeeted that increasing 
lipophilicity caused a datrinental effect cn anticoagulant activity 
(prothzxjobin time aaaay) in plaa&a. Several ccopds. bearing a hydrophilic 
aubatituent in Bl ahowed not only potent FXa inhibitory activitlea bat 
alao high anticoagulant activitiea. The beat ooB^tonnd in thia aeriea «aa 
aulfanuaylaoetie acid derivative YM'SOBSB (I) idiieh waa a potent, aeleetive aitd 
orally bioanrai labia FYa inhibitor and ««a d»acn for olin. develcnaent. 

BLs PAG (Phazttaeologioal activity) i SPH {Synthetic pxaparaticn) f THU 
{Tharapaueio uaa] i BIOL (Biological atvi^) i PBEP (Praparation) i USES 
(Uaaa) 

(praparatiom and atmocura aecivity of IT- [(7-«&idino-3- , 
nj^chyDnathyl] aniline dariva, aa potent, aeleccive and 

oral ly-bioava liable factor Xa inhibitor) 
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Cariwaic acid, ( [ [ [7- (aminoiminooechyl > -a-natfihthAlenylJlMelqrl) [4 - I {1 - (1- 
iminoethyl) -4-piperldinyl] cocy] phenyl} amino} aulfonyl] ethyl eater, 
di hydrochloride (9 CI) (CA INDEV NAME) 
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I'PiperidlnecazbcKylic acid, 4 - [4 - ( { (7 -cyapo-a -naphthaleny 1 ) methyl 1 { ( [ (1 , 1 - 
dinethyl athoxy) earbeojyl] amino] aulf onyl ] amino} phenaxy] • , 1,1 "dimethyl ethyl 
eater (9CI) (CA IBDElf KUtB) 



If \ I 



ACCESSICN mXBEB: 

DOCtBuarr uraiBBfts 

TITLE: 



35 THBtB ABB 35 CITSD XEnKBICBS AVAZUBLE FOS THIS 
BECOBD. ALL CITATIONS AVAILABLE ZN TBB BB FOBMAT 

CAPLDS COPYBIGBT aOOS ACS on STH 
3003:157733 CAPUTS 
136:316541 

Preparation of novel thiooreaa a* modulatora for 
vanllloid. receptor (VS) 

Suh, Young Oen Ch, Uh Taeki Kim, Bee Dooi Lee, Jee 



Woot Park, Hyeung Oeunj Park, Ck Bui; Lee, Ycng Sili 
Pai^c, Young Hdj Joo, Yung Hyupt Choi, Jin l^j Lim, 
l^ung Min; Kim, Sun Young; Kim, Jin Kwan; K6h, Byun 
Jui Moh, Joo Eyuo; Jeczig, Yaoa Su; Yi, Jung Bum; Oh, 
Young Im 

PATBIT ASSiaK8B(S) t Pacific Coxporation, S. Koraa 

SCTOCE: PCT Int. Appl., 345 pp. 

CODEtT: PIKBDa 
DOCIMEMT TYPE: Patent 
LAHQVAOE: E^gliah 
FAMILY ACC. NUH. COTJNT: 3 
PATBIT INFQBMATIONi 



PATENT NO. 




KIND DATE 




APPLICATION NO. 




DATE 


HO 


3003016318 




Al 


30030230 


WO 3001-KB1407 




30010830 




H: AB, AO, 


AL, 


AM, 


AT, AU, 


AZ, 


BA, BB, BO, BB, BY, 


BZ, 


CA, CH, CN, 




CO, CE, 


CU, 


CZ, 


OE, DK, 


DM, 


DZ, EC, EE, ES, Fl, 


GB, 


GDr G£r GHf 




CX, HB, 


HU, 


ID, 


IL, IN, 


IS, 


JP, XE, KG, KP, KB, 


KZ, 


LC, LK, I£, 




LS, LT, 


UJ, 


LV, 


KA, KD, 


m. 


MK, MN, MW, M3(, MZ, 


NO, 


NZ, FH. PL, 




PT, SO, 


BU, 


SD, 


SE, SO, 


SI, 


SK, SL, TJ, TM, TR, 


TT, 


TZ, UA, UO, 




US, UZ, 


VN. 


YU. 


ZA, zn. 


AM, 


AZ, BY, KG, KZ, MD, 


EU, 


TJ, TM 




fiVt QSL, CM, 


KE, 


LS, 


MR, HZ, 


SD, 


SL, SZ, TZ, UO, ZW, 


AT, 


BE, CH, CY, 




0£, DK, 


ES, 


Fl, 


ra, G8, 


<&, 


IE, IT, UJ. MC, NL, 


PT, 


SB, TB, BP, 




BJ, CF, 


CO, 


CI, 


CM, OA, 


ON, 


00, (X. ML, MB, NE, 


SN, 


TD, TO 


CA 


3417507 




AA 


30030338 


CA 3001-3417507 




30010830 


AV 


3001000339 




AS 


30030304 


ATT 3001-80339 




30010830 


KB 


3003039336 




A 


30020S3S 


KB 3001-50093 




30010830 


EP 


1303403 




Al 


30030433 


EP 3001-950603 




30010830 




B: AT, BB, 


CH, 


DB, 


OK, BS, 


m. 


OB, GB, IT, LI. UT, 


NL, 


SB, MC. PT. 




IB, SI, 


LT, 


LV, 


FZ, BO, 


MB. 


CY, AL, TS 






JP 


3004506713 




Ta 


30040304 


JP 3003-531194 




30010830 


MZ 


533«Sa 




A 


30041136 


HZ 3001-533883 




30010830 


US 


3003153596 




Al 


30030014 


US 3003-169805 




30030709 



PBIOBITY APPLN. ZNFO. : KB 3000-48385 A 30000831 

KB 3000-40380 A 30000031 

KB 3000-05134 A 30001339 

«0 a001-XB1407 W 30010930 

OTBES S0UBCB(8} I MAKPAT 136 1314541 

OI 
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MB Bscerocycllc vnlfoaidaa, e.g., I [Y - O, UB, NCBlt Rl - H, aUc^I, Alkenyl, 
•Ikynyli Allyli aryl< «crl or benzyl graapm, a^lS ner peptldasi U ■ B, 
a&ino acid aid* eiuiins> a- IS mmx pcptidB*] , vara pxvpaMd by atlbjoeting a 
ta^Iate opsaad-riiig mlfaBida ■ ■in*! to a rlag^elcMlng aatathaaia 
raaetioi in thm preaenoe of a Gnhiw catalyac. Tlia aulfaaidaa hava a nsnbar 
of naaa, including as inhibitara of enzynea ma^ as HIV proceaaaa. Tliua, 
sulfonide II vaa preparad fron N,H' -salfonylbia-L-laociae di -Me aatar by 
allylacicn, cyclisacion uains Grabbm catalyac RuCia( :CEPb) (PCy3} 3 (Cy - 
cyclohaxyl), licblna aluaiion hydrida radaccion. and bansylacion. IZ ahoaad 

inhibition of BIV procaaaa at 99 m mai ao» iabibieion of hman 
eaclupain X ae 10( MM. 

IT 1390S9-$9-l 139059-71-5 

BL: SCT CB«acc«ait) t HACT (Keactanc or raagenc) 

(preparacicm of anlno acid-derived 7>aflnbered cyclic aulfamidea) 

SH 139059-69-1 CAPLDS 

CM 7-CRa-4-tbla-3,5-diazasanaiioie acid, S, 8 -ditMtlqrl -'-<"«>- 3- (pt^BnylBad^l) 
wthyl aater, 4,4-di«Kida, (3S)> {9CX) (CA XBUBX JOHB) 

Abaolttta aceraodhniacry. 



0 O o 



fiN 139059-71-5 CAPLOS 

CD 7-Cbui-4-thia-3,5-diazBiianaaoic acid, S, B-di«atbyl>a- (1 -aathylecbyl ) -C-cko- 
. nethyl eater. 4,4-diaxida, C2S)- (9CI) (CA ZHDEIC HAMS) 

Abaolttte atareechwii atry . Sotatioa I*) . 



323178-29-6P 

BL: BCT (Beactanc) ( SPH (Synchetio preparacion] f PBBP (Preparatian) i 
(Beaecanc or raasenc) 

(preparatioo of amino acid-derived 7-«eabered cyclic ■nlfasBidaa) 
3331 78 -29 -( CAPUTS 



CB l,a,7-Tb.iadiazepina-2(aH)-ac«tio acid, 7- ( (1 ,1 -dimatlqrl«Chfla(y)eaiS>aayl] • 
«,7-dibydro-<i-(phsi7liBathyl) uafcl^l aacer, l,l*diaxida. 
(OS)- (SCI) (CA IBDSr HAMB) 

Abaolnta ataraoAaniaery. Betatioi (•}. 
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AB th» invmtion prcwidaa an inprovad reaerrolr-type tranadarual or 

trananueoaal drug delivery device for an anticoagulant aolution containing i 
aroaatlc amdlne derivative, e.g. (33) -3- (4- [( (3S) -1 -acetoimidayl-S- 
pyrrolidinyDoxylp^nyl} -3- (7-aaidino-3-Dapl»thyl)propionic acid 
liydrochloride pentahydrace , herein the delivery device haa a baae film, a 
drug releaae -control ling film, a heat adheaicn layer between the base film 
and drug releaaa-concrolling film, a dmg atorage layer, a 
leakage -preventing lid, a prea aura -bonding portion between tha dxug 
atorage layer and leakage -prervencing lid in paelabla conditicai, a 
preasure-aenaitive adheaive layer, and a peeling film fomad by oovering 
the preaaaie-aenaitive adheaive layer, wherein tha pre asure -bending 
portion ia broken fay removing the peeling film. 

IT 201933-39-3 

XL I TH17 (Therapeutic uae) i BIOL (Biological atudf) f USES (Uaaa) 

(raaervoir-type cranadermal or tranaBojeoaal dnig delivery device for 
aromatic amidine derive.) 

RH 301933-39-3 CAPDUS 

CB C&ziMmic acid, [ { [ {7 - (aninoiminjocaethyl) -2-naphthalenyl)meclQrl) [4- ( [1 - (1- 
iminoethyl) -4 -piperidiny 11 oxyl phenyl) amino] aulfoDyl] •, ethyl eater (9CI) 
(CA IHDEX NAME) 
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OTHES SOORCE(S): MABPAT 136i37507 

AB Title conpda. (I i R - OB, halo, alkoxyi' R3 - Z1Z311B5Z3R6 1 R4 - ( 

indolyl, benziuidazolyl, atc.t R5 - E, alkyl, CH3Ph. eto.i RC - Rl, OBI, 
SRI, NBB3, NB1R3( R1,R3 - allcyl, Ph, hateroaryl, etc.) Zl - 0 or 
(alkyl )iminoi Z3,Z3 • CO or S03; Z3 - S03 and Z3 may - bend and R6 may ■ 
H] were prepared Th.u« , dodecanol waa treated with CISOSNCO and the product 
ccndenaed with I (R - CMe,S4 - 5.6-dif luoro-3-indolyl) (II> R3 - NH3) to 
give II (R3 - IIHS03NBC03B6, R6 - dodaeyl). Data for biol. activity of I 
vara given. 
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•59-39 
•64-09 
•71-99 
•75-3F 
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'91-39 
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97-99 
00-7F 
03-OE 
21-2F 
24-59 
27-89 



380884-57-19 380884- 
380884-60-69 380884- 
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•90-29 
-93-59 
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99-19 
02-99 
■08-59 
23-49 
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RL: PAC (Pharmacol ogieal activity)! SPH (Synthetic preparation) i THU 
(Therapeutic uae) i BIOL (Biological atudy) i PREP (Prcparatlcn) i USES 
(Vsea) 

(preparation of ( (indolylanilino)sulfcnyllcarbanatea and analoga ai 
15-lipoxyganaae inhibitora) 
380884-50-4 CAPUdS 

Cazbamie acid, [ [(5- (6,f -dif luoro-lH-indol-a-yl) -3- 

maChoKypbanyl] amino] aulfcnyll-, dodaeyl aatar (9CI) (CA IBDEXIUMB) 



■ (CHa)ll-O-jpHH-^ — 




380884-51-5 CAPUJS 

Cazbamie acid, [1(5- [[(3,4-difluoro|>haiiyl)amlno]caxbenyl] -3- 
iMthoKyplwayl] amino] ■ulfonyl)-, 3- (4-mmifaolinyl)achyl ««car (9CI) (CA 



C — ^ |t— KH-jpNH-'C-Cr-CEa~CHa — 



380884-53-6 CAPLUS 

Cazbamio acid, { ((5- {((3,4-dif luorcphas^Daminolcazbanyl] -3- 
m•thsBcyE4wnyllamino] aulfonyl] -, 3- (dimathylaKi&o)prosqrl eater (9CI} 



i it 




BV 380884-53-7 CAPLDS 

CH Cazbnic acid, [ ( [S- ( { (3,4 -<Uf luoropheayljaaino] c&zboayl] -3- 

nethfscypbsiqrllaaino] sulfcDyl] 3- {1 -pyrn>lidiiiyl)«thyl «acer (9CI) {CA 



r 
r 
f 

r 



SN 380884-54-8 CAPUTS 

CHT CvAmtio acid, [([5- ([<3,4-difluorepbcByl)aBinoleRzixiiyl] -3- 
nst:hoeqfpllenyl]a]&iILo] aalfonyll a- {diUBtl^laBiiioJeChyl eater (9CI) (C& 
ZHDBir HUfB) 



it 9 



SH 380884-55-9 CAPUTS 

CH Cazbomic Acid, ( ((5- [((3,4-dif laoropbenyl)amixio]eazbaiiyl] -3- 
wchcgcyphe^yl] amino] sulfcnyl] a-Fhenylabtayl escer, ofiacpotuaim salt 
(9CX) (CA IHDBf SMB) 



IT S 




• x 

HB 380884-56-0 CAPUJS 

CK Cazbnlc acid. { [(S> C [(3.4>dif liiarcf]ftieiqrl}aiuo]oaibonyl] -3- 

mchcKypbexiyl] amino] ralfcnyl]-, 3- (3-Chieayl)etliyl eater (9CI) (CA IBDEy 



^ ^— 'CHa-CHa-Qr-C-HEf-ji-MH — — C" 



SH 380884 'ST^l CAPLSS 

CV Caxbamio acid, [ ( [5* [[ (3,4-dif luoroptwiiyDamitioleazbaiiyll -2- 

mthflDcyplkeiiyl) amino] anlfonyl]', 3* (eUiylaulfGayl)eChyl eater (9CI) (CA 

ixaax mm) 



I? it ff 




BN 380684-56-3 CAPUJS 

CN CaxtMxmio Acld, [ [ [5- [ [ (3,4-dif luoropheayl) amino] caibonyl] -3- 

machoKyplieiiyl] amino] aalfcayl]-, 3-breaapxaiqrl Mtar (9CI) (CA IBDElf HAMS) 
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BN 380684-59-3 CAPUDS 

CN Casbonio acid. ( ([5- ([(3,4-dlf luorapheagrDAniaoloaibanyl) -3- 

nethoKypihany 1) amino] aalf onyl ] - > 3 - { { (piwny Imetheoqf ) etabaayl ] amino] ethyl 
eater (9CI) (CA IHDBT HAMB) 
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CN Caztiamle aold, [ I [5- ( 1 (3,4 -dif luarophenyl) amino}eaEbcnyl] -3- 

nethaxypihanyll amino] aalf oayl] a- (3-thianyl)ethyl eater (SCI) (CA IHDBX 
HAKB) 
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PAOB a -A 



HN 380884-61-7 CAPUJS 

CH C&zbamic acid, ( ( [5- (5 , S-dif luoro-lE-indol -3 -yl) -3 - 

methoKyphenyll amino] attlf onyl] oocyl eater (9Cl) (CA IHDEaC NAME) 




SN 360884 -C4-0 CAPUJS 

CN Cazbamlo aoid. [ ((5- (9,(-dif Inore-ia-iadol.a-yl) •3• 
vBthca(ypib•9yl]«mino) aalfonyl] 3' (dimatfaylaaiao)ethyl aater, 
mmatqfdro^lorida (9CI) (CA INDST BBMS) 




• eci 

BH 380804 -(5-1 CMPUJS 

CS Acetic *cid« ( [( [( (5-(5,«-<iifl1loIo•lH•iIuk>l-a•rl)-2• 
n0thoac7p2u^y 1 ) «&ino) sulf cnyl | oBins] eaTbonyl] csty] ptaexyltwchyl < 
(SCI) (CA IKDEK KM£) 



Ml- CHj- ''"IP 0~ ip F 

f 




BV 3B0Se4-«e-4 CJtPLUS 

CH Caiboaie acid, [ ((5- {( (3,4-difluorqpawnyl)«iino]e&xtK3ayl] -3- 
n»thaKyF3u«yll«alao]«alfe&7l]-, •thfl aater (9CX) (CA IKDEir 1 




BH 380884-71-9 CAPUTS 

CH C&Eboaie acid, [ {(S- (S«6-diCliioro-lH-iiidol-a-yl) -3- 
nBthaKypIu«7l]flalino] ■alfenyl] Iwcyl eater (9CI) (CA IVDVX I 




RK 380884-73-0 CAPUTS 

CH CuftM&ie aeid, [ [(5- (5.C-dif lnan>-lH-ixidDl.3.yl) -3- 
B■tIlcKyplmyl)«aino] ■alfoayl] 3-w^ylparapyl ••car (9CI) (CA 1 




BIT 380884-73-1 CAPUI8 

at Caxbnie ecid, ( [[5- [C(3.4-dlf loorophexxyDninoJeuboiyl] -3- 

n0theaq^pibeflyU«Bino]salfaayl|-« 3 -nachyl propyl ester (9CI) (CA 1 
BAMB) 



1 -BuO-C— NH— 



"-rp 



BV 380884-75-3 CAPUTS 

CV CuAxnie ecid. [ [[5- (5.6-dif luoro-lH-ix>dol-3-yl) -3- 
n(ldlaBcyphenyll •alfcnyl} -. 9ttifl eater (SCI) (CA UPEX KBHE) 




KH 380884-76-4 CAPUTS 



CH CertMttio ecld« [ ((S- (lH-izidol-3-yl) -3-nethoxypiheuyl} amino] aalfenyl] 
ethyl eeter (»CI) (CA ISDSf NAME) 




SH 380884-79-7 CAPUTS 

CH Cazboaie acid, [ [[5- (S,6-dinuoro-lH-ixulol-3-yl) •^-- 
1dethcKyplleIry^l]allLi]|o] aalfonyl] -, wthyl eater (9CI} (CA INSEIC KUtE) 




BN 300884-80-0 CAPUTS 

CH Cazboaie acid, ( ( {S- (5, 6-dif luoro-lH-indol -3-yl) -3- 

nechcKyphesyllenino] aalfenyl]-. heptyl ester (9CI} (CA ZHDEX HUIB) 




BN 380804-01-1 CAPUTS 

CH CariMnio acid, [ 1(5- (5,C-difluoro-lH-iDdol<3-yl} -2- 

netliaxyplienyl]«aiao] aulfooyl) pentyl eatar (SCI) (CA tHDEX HkME) 
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CK CaxtMmie acid, ( ((5- (5««-di£luaro-lB-iiidol;2-yl) -3- 

tMtliaxyplhesyll<&iiio] aulfcuyl]-, (3E) -3-pl)e]xyl-3-prapaiyl ester (9CI) (CA 
ZHDEX HftMB) 

Doable bond geooetry as ahoMD. 




BN 380884-83-3 CAPUTS 

CN Caxbanic acid, [ [(5- ((43,4-dif IttaropheB/DaBiino] oazbcaiyl] -3- 
naUlaetypilu9lyl]anin0] salfonyl] -, (3E) -3-phex]yl-3-prcpeiiyl ester (SCI) (CA 
INDBir HBME) 

Double bond geovatry as shown. 




BN 380084-04-4 CAPUTS 

CN Caibaaic acid, ( {(5- (S, t-diflnoro-lB-llidol-S-yl) -3> 

nechcocyphenyl] amino) aalfobyl] >, 3- (l'netl]ylethaKy)ettayl ester (9CI] (CA 
INDEX NAME) 




BH 300804-85-5 CAPUTS 

CH Caxbamio aold, ( [(5- [[(3,4-dlfluarqplietvl)«niao]earbanyl] -3• 
1MChaKyIlbeayl]«aiIU>} salfoayl) a- (1 -mettle thcs(y)etlgrl ester (9CI) (CA 
INDEX WME) 




x^theKypbmxsrl] miaoiwilfaiYll'. pbmylVBthyl •■e«r (»CI) {CA IHDBT lOMB) . 




BV 3B08B4-e9-9 CAPLDS 

CH C&itMmic acid, ( I (5- | { 0.4-dif luoropfa«9yl)aiiio} omzbcByl] •3- 
nBChoo(ypb«xyl) «uiao] ■ulfaiyl] 3-(«-pyridin7l)proprl eater (9CI) (C& 
IVDBX KMC) 




aif 380804-90-3 CkPVUS 

CH Caibamic acid, [ I (5- (5, «-dif luoro- IH-indol -3 -yl) -3 - 

iaetliaxyphaxtyllattino]iulfatiyl] 3 -phenyl ebb/ 1 ester (SCI) (CA lUDBT HAMS) 




EH 3S08B4'91-3 CAPLOS 

car Cexbanic ecid, [ I (S- [| (3,4-dif lTiorc3|4keiiyl)«aiiw} eexbcnyl] -a- 
vechocypheayll uinol ealfonyl] a-jbenylechyl eater (9CI) (CA IHDBC NAME] 



s i 




SH 380BB4-92-4 

CH CeztMmie eeld, ( [ [5- ( ( (3,4-dif lQorcfihen?l)emnoIoa.xbonyl] -3- 

BeUm7paiai7l1eaiae] eulfcnyl) plienylvethyl eeter (901) (CA IBDEX HMfE) 



r if 




SH 380884-93-5 CAPLUS 

CH Acecic acid, [ I ( [ [ [5-{5, t-dif ltioro-lH-iix(kil -3-yl) -3- 

wUiaxypbenylleailno) ettlfaaylJanixiolcarboaylJaKy) -« ubfayl eecer (9CI) (CA 
tasat HMB) 




BN 3S0B84-94-C CAPUS 

CH Aoetio ecid, [[((([5-( [(3,4-difluon:>Fbenyl}amlno)eaiiMn7ll -3- 
netlunc^dlsxl7l]emilllO) •alfflnyljenliiojoerbaoyl] oety] netliyl eeter (9CI} (CA 
IHDSIC BBME) 



MeO— C- CH3— or- C" HH— jpHH 



HH 380884-95-7 CAPWJS 

CH Caxbaaio aoid, ( ( (5- (S , G-dif Iuoro>lB>indoI -3-yl) -3- 

nechoecyphenylieBinoleulfcnyl] 3 - hydy cacyp ropy 1 eater (9CI) (CA IHDEK 
HAKB) 



"{CH3)3~0-C-HH— , 




BN 380884 >9«-e CAPUTS 

CH CaiiMBic acid, ( ((S- (( (3.4-dif Xuorcptusiiyl)aBixio}oexbeBLyl] -3- 

nedicKypheiiyl) anino) sulfcnyl] S-bydranypropyl eater (9CI) (CA mDEK 
HAME) 




3B08B4-97-9 CAPUTS 

Caxtoenio eoldU [ 1(5- (5,C-dlf luoro-lB-liMk>l -S-yl) -3- 

wethoKypihaayllaniaolealfonyl] 2-»thoi^mtixfl eater (9CI) (CA INDSC 1 



Eto— CHa-cHa~<r"|pNH-^| — in 



BH 380884-96-0 CAPUTS 

CH Cazbaaie acid, ( [[5- ([ 0,4-dif luarophenyDaBinoleaiixnyl] -3- 

uethoKypihexyllauino] aalfcnyll a-etboigreclxyl eater (SCI) (CA IHDEX 1 



I? if 

EtO-CHj— C^-Or- C-HH-j|-NH 



SH 380884-99-1 CAPUIS 

CH Cezbamio acid, { ([S- (5,C-difliu9ra-lH-iiidol-3-yl) •a• 
1attCllOKyp3lenyl]«aino} aalfcnyl] ■>, 3- (pheaylnethaa^jpraiyl eater (9CI) (CA 
ISaSX HAKE) 



sh- CHj-o^ (CHa) 3-0- jpuH-jj — : 




BH 380885-00-7 CAPUTS 

CH Cazbamic ecid, ( ( [5- ( ( (3,4-dif luorcpbenyl) amino] eexbonyl) -3- 

netluBcyphenyl] amino] aulfenyl] 3- (plieiqrlwwthflixy) propyl eater (9CI) (CA 



Ph-CHa-O- (CHa) 3-O^C-HH-^HH 



.16" 



SH 380885-01-8 CAPUTS 

CH CaxiM&ie acid, ( ( [S- (5, (•diClaoro-lH-indol -a-yl] •3• 
aatllaxyplleI]yl] aminol aulfonyl] -, haxfl eeter (9CI) {CA 1 




RU 380«B5-0a-9 CAPUTS 

CS CutMBio aeid, [ E|9- [(0.4-dif InozvphayDninoloaxbenyll -a> 

wchepcyptaBarUnlnolaalfciiyl] Iwjgrl aatar (»CI| (CA IHDBV HIMB) 



Mb- (CHa)5— Or-C-KH-^HH 



BH 380888-03-0 CAPUTS 

or CubflBio Mid. ( [ [5-(5.C-dif luoro-lB-iiidol-3-rl) -a- 
1MtheDq^phaxIirl]«alno! aulfoayl] l,l-dinatlqrl«ciqrl «*Car (»CI) (C 




BH 3B0aS5-0«-3 CAPUTS 

CN CAj:b«aio Acid. I [ [5 - [ [ (3 , 4 -dif luoropheoyl ) anlao] caibwyl ] - 3 - 

nethoKyphenyl] amino) salf enyl) - , 3- (1 , 3 -diliydio-l , 3 -diooco-aH- i«oindol -3 • 
yl)«Chyl «acer {9CI) (CA IHDBIC BAMB) 



BN 380085-08-5 CAPUTS 

CH CaiiMimic aoldr ( US- (I (3,4-dif Iwsrophesyllaainojcazixsayl] -3- 



nathaxyphnyllanliiolmlfflDyl)-. 1,1-dinatliyUt^l Mtar |9CI) (CA IDDBr 
SAMS) 



t-BuO-C-HH- 




KV 380085 -31 >a CAPUTS 

Ctf Caztmlo Add. [ [(5- ({ (3,4-dlf lnoK][ilieiiy2}aainoleazb«ayl) -2- 

•theogrphenylJaainolBttlfaixyll -r 3-(4-w>cpboliiiyl)etlqrl eater {9CI} (CA 
mDSV HAMB) 



BH 3eoaa5-a3-3 caputs 

CS C«j±>«aio Acid, 1 1(5- H (3,4-difl\ioropheiiyl)aaino)cAit»eiiyl] -a- 
•choxy^enyl]«mino]«1llfaIIyll 3- (dinschylaaino) propyl ester (9CI) (CA 



I? it 

H»3N~ (CHa) 3~o-c-ra-^j 




KK 380885-33-4 CAPUTS 

CH Cazbomio Aoid, (HS- I[(3.4-difluara|ih«iyl}miiio]<»xbcsiyl] -a- 

«chaoiyph«iiyl)«aiao]mlfonyll a -( 1 -pyrrol idlayl } ed^l aaeer (9C2) (CA 
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380S8S-34-5 CAFUJS 

Carbamic acid, [ ( (5- [ ( (3,4-dif luorophenyl) oaiao] cazixnyl] -3- 
•thojgfphenyllaMlnolettlfoBiyl] 3- (dine chyloaino] ethyl eater (9CI) 
IHDEX KAHB) 



MaaH— CHa - CHa - O- C- MH- jp HH 



380885-35-C CAPUTS 

Cub«gKio ecld. [{[5-(I(3,4-diflnoreplhexiyl)«aiuo]cazbanyl] -3• 
ecllOJ7phcayl]«aiIlo]■lllfcB7l] a-phcaylechyl eater, ucsiflpoC«nim aalt 
(•CD (CA IHDBT KSME) 



Ph— CBa — CHa"" or- c kh" 




• k 

rh 380885-36-7 caputs 

or CaztMUio aoid« [ [(5- [{ (3,4-dif liiorapheoyl)«aiiio}ciAzbaayl) -a- 

athcnqrfha&yllamiaelaulfcayl] -, a-Ca-diienyDaclvl aatar (OCX) (CA UDBX 



CHa— CHa— O-C-NH^jpBH — — C~™ — fj ^ 

0 T^' 



BH 380885-37-8 CAPUTS 

CK Carbamic acid, ( ( [5- [ I (3 ,4-dif luorc«beixyl}«Hdno) eazbonyl) -3- 

ethoxypbeayll amino] aulfenyl] -> 3-(aClqrlaulfcoyl)atlqrl eater (9CI) (CA 
INDEX NAME) 



f it i7 

" jp CHa— CHa" 0^ c— NH— I 




BN 380085-38-9 CAPUTS 

CV Caxbanio aoid, ( [[5- I ( (3,4-dlf luora|iliatiyl)nino)oaxbonyl) -3- 

«cbflaqf;imyl]«niao)aulfcayl] 3-braaaprc^l eatar (9CI} (CA 1 



3«0ae5-2»-0 CAPUTS 

Cubamlo «kei(L {((5- I [(3.4-dif luoreidiatqrDaBinol caxtioayl] -3- 
•Cheo^pimyljAmiaoIsBlfoBqfl] a- [((ph«nylm«chcB(y]ca.ttx3Dyl] amino] ethyl 
MCar (9CI} (CA tWKl mm) 




RN 380085-30-3 CAPUTS 

CV Caibomic Acid, ( { [5- ( [ (3,4-dif luorophenyl)«mlno} caxbcnyl] -3- 
«chaxyphenyl)«aBlao] sulfonyl] a-(3-chienyl)«ttayl esccr (9CI) (CA INDEV 
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Highly selacLive synthMia of hecarombacitutad 
arooACio aalfamidBa 
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The aalf amide functioaal gm^ is Increasingly relevant in both medicinal 
and supramol. chemical, yet few selective synthetic steps are available for 
its elaboration. The authors report a ulld, general, and efficient method 
for the selective dif fereatiation of N-aton substltuents of aromatic 
sulf amides. Thus, cre&ting N,ir'diasylated aulfauldes, e.g. I (E - 
OOCMaS], With TBAF/THF gives the m^&oanicaic species, idxich can then be 
fttsociaaalisad ac cha aniooio eanter with halides, e.g. He iodide, to give 
the ttooaq^oeeeeed salfMhldiea. e.g. I (R « Me). The onion can be generated 
using either TBAP car Cd*! hoaavarf reaetiom timaa with CaF axa slower. 
Yields of the uanosnia&ic ipaciaa wars above SO*. Xhm oxyscal stroocar* 
of two st&rting aalfamldaa as wall aa ena aniomio ipaoiaa ware dstamisad 
394654-76-3P 

BL: &CT (Seactant) f SPN (SynchaCic preparacion) I FBEP (Pxaparation) j SACT 
(Beactant or reagent) 

(moDodeprotecbian of diacylated Aromatic aiilfamidea with fluoride) 
394654 -7S-3 CAPUTS 

lH,3E'IXq«itho[l,8>od] [1,3,6} thiadiaziue-l,3-dieAxbaxylic acid, diethyl 
ester, 3,3-diaxi<fe (9CI) (CA XHDEir lOHB) 




394654-7e'5P 3946S5-07-3P 

BL: SPU (Synthetic prsparacien) j PBEP (Preparation) 

(monodeprotecticn of diacylated arematie salfanidea with fluoride) 
394654-78-5 CAPUTS 

1 -Butanamininm, H,B,H-tribatyl -. salt with ethyl IH, aH-naphtho {1,0- 
cd) [l,3,«]thiadiAZine-l-eaxbaxylate 3,a-diaKide (1:1) {9CI] (CA XBDEX 
KAHE] 

CK 1 

CBN 394654-77-4 
CHF C13 Hll N3 04 S 




CSH 
CMF 



10549-76-5 
€16 H36 V 



n-Bu—|r*'Btt-n 



3946SS-07-3 CAPUTS 

lH,3H-llaFhtho[l,e-cd] (l,a,61 thiadiasina-l-eazboKylie acid< ethyl ester. 
3,3-dioixide, cesium salt {9CX) (CA INDXir HAME) 
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AB Ticl« conpda. I (wharein X and Y - indepoidezxtly (cyclo) alkyl, 

beteroalkyl, (aryDheceroazyl, alkyl (heCero) aryl , mbatituted ethsr, 
■ulfids, •ulfona, oaide, vulfoaamida, urea, c&zbaaate, hydnzids, 
carbociyl, etc. j El - CHO, acyl , or (un) subsc i cuced carboj^, caxbemoyl, 
boryl. ate. I Z - O, H, or CH, W - mill or CO, CS, or S03) Q - nail or CH, 
H, P, (CH3)p, (CBS)p, (CSH')p, O, HE, S, or S03f A - O, €02. (CHE}p, 
(CHBCHR')P' (Cm'}p, laS, S, Soa, or a boDd; E - CH, 17, CB, or a double 
boiul toward A, I>, or Oj O - mill or (CB3>p, (CBB}p, or (CSB')p)'J - null 
or CH, ca, O, S, or KBj M - null or O, HE, S, S02, 'lCE2)p, (CHB)p, 
(CBECBBMp. or (CBB')pi p - 0.«f B. K', R3, K3, and B4 - independenc ly H, 
(oyclo}alk7l, alkci^l, hetcrocyeloalkyl, alkooty, axyloxy, alkylchio, 
arylchio, amino, aaddo, esear, CMAioxflia acid, eazban&ca, uraa, keecna, 
CHO, CH, K03, 0, H, S, P. etc.] were prepared aa hepatitis C virus (BCV) 
protease inhibitors. For exas^le, XI (toil ti -step preparation given) was 
cyclized, daeaterif ied, and coupled with III •HCl (preparaticoi given) to 
give the nacrocyclic hydroxyamide intermediate. Oxidation using Des-Kartiu 
reagent followed by flash chrooatog. afforded two diaaterecners IV in 83» 
combined yield. The (S) -isomer inhibited SS3- serine protease BeLa/Buh? 
co-transf«cc«d eel la with a Ki of 3 MM. The iaventim also discloses 
pharoaceacical coo^o. ccc^rising I as well as methods of using t^em to 
treat disorders associated with the HCV protease. 

IT 3S7259-67-4P 

EL: SFN (Synthetic preparation) i FB£P (Preparation) 

(preparation of Taacrocyclio NS3 -serine protease inhibitors of hepatitis C 
virus eenprising cyclic p3 taoieties) 

Bar 3€7aS9-(7-4- CAPUUS 

CH Benzeaaeacetic acid, ' ( ( (1 , 1 -dimethylethoxy) caibonyl] amino] •4- 

[ [ ( [ ( 1 / 1 -dine thy le thooqr) caxbenyl } anino] sul f oo^l] anino} - , 1,1 -dimachyla thyl 
ester, (aS)- (9CI) (CA IBDBK lOMB) 

Absolute stereochemistry. 
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Title codfMls. [Ij El - C6E5, 4-HOC6H4, 1-iu^thyl, 4-CH30CSB4, 3-CH30C6H4, 
4-I1H3C6H4, 4-C«H5C(H4, 4-Br<:6H4, CH3, C6HSC0, 3-CH3SCH2CaNHC6H4, 
3-CH30COC6H4, 3-NB3C(CS3)3CQIIHC6E4, 3-fazyl, 3-HO0OC6H4, 
a-olilorD-4-pyri^l. 3-CH3CB30COC6E4, 4 -pyridyletlqrlaninocatbcnyl i R3 ■ 
CHS, Caaar, CB3CH3, H, CH3C00; R3 m CE3, H; RSRS - (CB3)5t R4 - H, 
CH21]^(CH3)3, CH3SC6E5, CHSC ( : CH3 ) CHS , CH311HCOCH3, CE30CH3, CH30H, CHSF, 
CS2COOB, CH3CH> R5 - CI, 0CE3, CCN(CH3)3, CH30, H, CH3CH20, NH3, CHOHH, 
CH3S021ia, 1E2CCMH. CH3CH2S, CH3j B6 - CH3, H, CH3CH, H7 . CH3, H, CH3CHa » 
E6E7 - (CB3)5| R8 - H, CH3; R9 - H, CS3i Y - CH3, CHCE, C:0, C(CH3)3i If - 
aleetron pair, 0, Si n ■ 0, 1] and salts ars prepared as pho sp b o diesterass 
IV inhibitors. Title eotqpds. are useful as prwantives and rsutdias for 
diseases caused by inf lannation, for example, bronchial a s t hm a, ebicoiic 
cbstructive pulmcnary disease (COPD) , zheunatoid arthritis, aatoimBttas 
disease and diabetes. Thus, the title cotapouad I (R6 - CS3| R7 - CH3| E3 > 
CH3} R3 > CHS; Y - Oj B5 - CHS > n * Of B9 > Hi Re - Hf Rl - 
3-CH3SiOCH3CCaaEC6H4) was prepared and biol . tested. 
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(preparaticm of furano-isoquinolinA derivs. as phosphodi esterase IV 
i Inhibitors) 
BN 363606-31-9 CAPUTS 

CN Cazbamic acid, ( [ (3- (3,4,«,9-tetra]]ydro-6-iwtboKy-3, 3, 8,8- 

tetramstlgfl£iaro(3, 3-hl isoqainolin-l-yl)phsiqrl] amino] salfcnyl] •, 
1,1 -dine thyl ethyl ester (9CI}. (CA XNDEK NRMS] 
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CH Carbamic acid, { [Tsathyl 13- (3,4, B,9-tetrahydro-6-methaxy-3, 3, 6, 8- 
cetransthylfuro(3, 3-h] isoquinol in- l-yl)phenyl] amino] sulfcnyl) -, 
1,1-dimschylsthyl aster (9CI) (CA INDEX NAME) 
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AB The ring-<^pening matathasis polymerizaticn (ROMP) reaction was ivplemanted to 
synthesize cationic polymers as delivery a^nts. Maleimide derived 
laonotaera and sulfanamida based moncmjer were subjected to RCMP conditicos 
and subsequently deprotected to produce caticnic polymers of varying 
length. The polymers were bcund to the DNA sequence for green fluorescent 
protein (GFP) and then ei^>osing cells to the complex to test the ability 
of the polymers to transport DKA across the cell membrane. Initial 
results of the maleimide derived naxcmars' ability to bind DNA were 
promising but upon incubation, the e^qposed cells did not express GFP. By- 
changing the amino acids used in the construction, as well as 
functicoalizing them throng further reactions, discrete oligoosrio 
libraries were constructed. Ccpolymg. the sulfanamide based monom e r as 
well as ToanomBrs with relatively ncnpolar noieties, tailored the pliys. and 
chemical propertiea of the oligomers for a potential use in gene delivery. 

IT 376363-43-e 376363-46-1 

BL i ECT (Beaecant) } BACT (Beactant or ^reagent) 

(uooumsrsi sulfcnaaide- and aulfamcyyl earbcaata -based monouera for 
ring-cpeaing wtathaaia polymariaatioai to cheBieal and biol. dslivary 

agents) 

EH 376363-43-8 CAPUTS 

CH 7-0xa-4-thia-3,5-diazanananoic acid, 9-(l,3,3a,4,7,7a-bexahydro-l,3-dlegco- 
4,7-«paxy-2H-iBoindol-2-yl) -2- (l-methylathyD-S-ODCO-, methyl aster, 
4,4-diaKide (9CI) (CA INDEir NAME) 




EN 376363-46-1 CAPUTS 

CH Cazbulo acid, [ [bi8(pheiiylwtlqrl)«niBo] sulfomyl] 3-wthyl-3-(3a.4,7,7a- 
tatrahydTD-l , 1 -diaxido-4 , 7-vath«iio-l , 3 -bensiaothiasol -3 (3B) -yl }baeyl eater 
(SCI) (CA IHDBir KANE) 



REF£SBRS COONTi 



TBOtB ARE 11 CITB) REFBOICBS AVAILABLE FOB THIS 
RECORD. ALL CITATIONS AVAILABI,B IH THE RE FOBMAT 



ANSWER 100 OF 31C CAPUTS CGPYBIOBT 3005 ACS od STN 
CAPUTS 



ACCBSSIOH ] 
DOCXMBTT NUMBBt! 
TITLE: 



COEPOBATE SOURCE: 
SOURCE: 



3001 :661973 
136:6451 

Bing-opening metathesis polymerization strategies to 
chemical and biological delivery agents 
Earned, Andrew M.j Probst, Dcnald A. i Sheriff, Bonnie 
A. I PocEL, Kevin W. C.t Hanson, Paul R. i Hlethoff, 
Chris } Mlddaugh, C. Buasell 

Department of Chemistry, Uhiversity of Kansas, 
Lawrence, KS, 66045-7583, USA 

Polymer Preprints (American Chemical Society, Division 



OP. 



-|— ir-CH2'~Ph 



REFiSBICE CWNT: 



I ARE 16 CITSS RZFSEHCES AVAILABLE FOR THIS 
ED. ALL CITATIOra AVAILABLE IN THE RE FOSMAT 
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TITLSt 



AOCESSICV OTHBSR: 2001: (61303 CAFUJB 

13S:33SB7S 

^reparatloa «nd foranl^cioa of 3-amlxsoaxetidine* for 
pbAznacvutlcal use 

Aehard, Donlal > BoucbArd, Barvot Boaqacral, Jeoni 
Filoehc, Brunof Grisoni, Ssrgttf Hltcing»r> Aagostlm 
Ifjrera. Hiclutel 
Airoiei* nuuraa S.h., Fr. 
PCT Int. J^l., 107 pp. 

DOCmSJT TYPE: P&Cent 

I<AUGUAGE; Trcncb 

7JMXLY ACC. W W. OOUST: 1 
PATBIT tHPQBKAriaV: 



(8) I 



PUHIT ASSI(aBB(8) i 



SXND DATS 



VO 3001064634 

«: AB, AO, AL, 

CO, <a, cir, 

HR, BCr, ID, 

LT, in, ur, 

SV, SD, SE, 

YU, ZA, ZV, 

BV: GH, GM, KE, 

QE, DK, ES, 

BJ, car, ca. 

SK 3I0SB17 
ra 3B05B17 
Ck 3400141 
BK 3001006893 
SP 13(3733 

Si AT, BE, CH, 
IB, SI, LT, 
JP 3003535370 
EE 300300415 
BZ 531077 
AI7 700000 
US 6355631 
ZA 3003006913 
SO 3003004177 
BO 10705B 

ntiCBxnr appln. info. : 



onus sonKcs(S) < 



APPUCATIOH BO. 



Al 30010907 VO 2001-FB603 
AM, AT, AV, AZ, BA, BB, BO, BB, BY, 
CZ, CS, DX, EH, DZ, BB, ES, Fl, (S, 
IL, IS, IS. JP, B8, la, KP, 



DATE 



SI, SK, SL, 
AZ, BY, SO, 
HSV, KZ, SD, 



CM, OA, 
L 30010907 
i 3003043C 
i 30010907 
30031105 
I 30031311 

DK, ES, ra, 

PI. KO, MK, 
t 30030636 
30040315 
30040934 

r 200S0431 
30030313 
30031103 
30031039 
30030731 



SB, SZ. 

MZ, BO, 

TT, TZ, 

TJ, TM 

va. za, 

MC, BL, 

UB. SB. 
FX 3000-3776 



TJ, T«, IB, 

KZ, KD, RV, 

SD, SL, SZ, TZ, 

m, IE, IT, ua. 

W. Off, ML, MR. 



30010301 
BZ, CA, CS, CB. 
O), OS, <a, GK, 
LC, LK, LR, LS, 
BZ. PL, PT, RO, 

m. VO. uz, vs. 



AT, BE, CB, CY, 
PT, SE. TB, BP. 
TD, TO 

30000303 



CA 3001- 
BR 3001- 
EP 3001- 
i, GS. IT, 
r, AL. TR 
JP 3001- 
EE 3003- 
BZ 3001- 
AV 3001- 
US 3001- 
ZA 3003- 
BO 3003- 
BO 3003- 
PS 3000' 
US 3000- 
WO 3001- 



3400141 

S»3 

909939 



30010301 
30010301 
30010301 



U, IJU, BL, SB, MC, PT, 



■SC3477 
-405 
•531077 
37537 
798453 
6913 
4177 
107056 
3776 
aO0059P 
FKSOa 



30010301 
30010301 
30010301 
30010301 
20010303 
20030828 
30030903 
30030903 
30000303 
30000437 
30010301 



1351336075 



3-£mino&zacidinAS, such m 1 [Kl, 23 " aryl, h.et«roatyl » R4 - alkyl, 
Arylallcyl, cyoloalkyl, hetero&iyX, hecerooixyl&lkyl, etc. « R5 - H, acyl, 
&llcyl*ulfaaayl. «te.], ware praparad for us« «• phamacwitieala wich 
pot«nti«l UMfuliMBa in cra&cing eonditions suoih xwurol . diaordars. 



canc«r, itmnnol. disorder*, and subatAsce «lm»a. Tliiia, I (R2 > £3 > 
C6H4-4-C1, R4 - S02Me, £5 - 6>chloroprrldin-3-yl) wa.B praparad via a 
uiciatflp ayatlkatie seqiaeao* sCArcing frcn apieblorobydrin, 
H3BCB(C6H4*4>C1)3.BC1. a-aBlno-6-ehlorop7rldiu, udMaSOaCl. DatA for 
■paelfie biol. Activicia* mra noc glvm. howmer, phAznaomtieal 
fonmlacicma for variooa uaona of dolivary «ar« praacatad. 
3S8971-27-4P 

BL: BAG (Blolosical accivicy or «f factor, excmipt advaraa) i BSU (Biological 
mtxtdj, onolAaaifiad) f SPB ( Syn that ie praporat ion) i TEU <11iari9>«ucic ua«) i 
BIOL (Biological atudj^) > PBEP (PrepoxACioa) i USES (Uaaa) 

(praparaciom and forBolacloxi of 3 -attinoazatidinaa for phAHBAcantioal nsa) 
35 0971-37-4 CAPUTS 

Cazbaalc aoid. ( [[1- (bis(4-elilar«pheByl>BBthyl] -3-asatldinyl] (S.S- 
diflnocotihflirDaalBolmlfaiyl) l.l-dinacfaylaehyl «»ar (9CI1 (CA XBDBJT 



e-BuO— C-BH- 




RBPBtSKCB CODBT.' 



ACCBSSICn BUKBBR: 

Docnu 

TITU 



4 IHBtB ARB 4 CITED RBFEBBBCZS AVAILUBLB TOR THIS 
BBCQSD. ALL CITATICBS AVAILULS ZV TBS RE FOBHAT 

ABSWfS 102 OF 316 CAFUJS CQPY5IQOT 3005 ACS cb STH 
3001:654930 CAPLUS 
135)310(53 

Silvttr bAlida pfaocogn^hlc uatarial for «]^aiiig laaar 



R(S}: 
PATBIT ASSI<anX(S} t 
SOORCBi 



Solcarai, Yoauaki i Boba, Saaumi 
Mitaubiahi Papar Mllla, Ltd., J^ian 
Jpn. Kokai Tokkyo tabo, 12 pp. 
CQDEB: JZXXAF 
Patenc 



FAMILY ACC. WM. COOBT: 
PATBIT IBFQ8KATI0N: 



PATEBT BO. 



JP 3001343579 
PRICBITT APPLB. IBFO. 
OTHm SOURCB(S) 



DATE 
30010907 



AFPLICATICEr BO. 



DATE 



JP 3000-54(37 30000339 
JP 3000-54637 30000339 

MftRPAT 135:310653 
th* nacarial cenpriaea a ar^iport having theraon at laaat Ag halide 
asulaicn layer ceacaining •ensicizing dye with, aensicivicy moximmi in the 

2600 na, in i4iieh RlRaBLlQtS (Bl-3 - H, alkyl, azyl, hatarocyelai 
Rl and R3 nay fom a ringi LI - bivalent linkage » B - SOS, C0HR9SO3, 
S03BR10C(a, S03B&11COBS13I R9-13 - H, alkyl) ia oontainad in Che eaalaion 
or other hydropbilic lacyer. Reaidnal color atain la pxervented even an 
rapid davelqpBsne. 
357960-13-5 

RL: DEV (Devloo coqxnent nae) i HQA (Modifier or additive uaa) « USES 
(Uaea) 

(laaer^aenaltiva photog. film ocmtaining aenaitising ^e and amine eowpo n nd 
for reaidual ooler atain pranrantion) 



357960-13-5 , CAPLOS 

3-lhla-3,4,0-triasadadeoanoio aoid, 0-bacyl-, 
eater, 3,3-diaicida (9CI) (CA IBDBX NftMB) 



o -1 ^pyrrol i dii^l ) nethyl 



■ (CHa) 3— H(Bu-n) a 
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ACCESSiar BWBBR: 
DOCIMBIT BDMBHt: 
TITLE: 
IBVi3)TQR(S) : 
PATQIT ASSIGBBB(S) t 
SOURCE: 

TYPBi 



FJJMILY ACC. BUM. COUNT: 
PATIMT INPOEMATIOMi 



3001:654090 CAPUTS 
135:333787 

Reagent for blood-aaspling 
TatruBii, Noriyukii HiaoiaurA, Tokeo 
Daiichi Seiyaku Co. , Ltd. , Japan 
Jgtx. Kckai Tokkyo Itoho, 10 pp. 
OODEB: JXJOCAF 
Patent 



JP 30013431(5 
PRXOKITY APPLB. IBFO. t 
01HES SOORCBI S) t 



APPLICATICN NO. 



MftRPAT 135:333707 



30000335 
30000335 




An imiveraal blood '•Ba!q>ling reagent uaed for all clin. teat* (e.g., blood 
cell mmber oounting, blood biochem. teat, blood coagulation test) ia 
provided, idiieh ie able to lighten the waateful blood- aoapling quantity 
and eaae the blood-eos^l ing burden for patiente. The reagent eontaina on 
arooACio amidlna derivative or ita aalt, or their aolvatea ej^raaaed by the 
general formula (I). In I, Rl, R2, R3 or R4- a hydrogen atooi or eleei n- 
0-4 ( A- a oarboxyalkylene group or elaei )tm on oxygen aton, a aulfur atooi 
or a carbonyl groupi Y> a pyrrol idinyl grotip, a piperidyl group or alaei a 
benzo-fuaion ring ia bensothiophene, naphthalene, or alee. 
201933-39-3 

RL; JtRU (AnAlytioal role, unolaaeif ied) < ANST (Analytical atudy) 

(reagent for blood-aonpling) 
301933-39-3 CAPLUS 

Coxbomic acid, ( ( ( [7- (oainoininoeMthyl) -2-D^:hthAlenyl]inethyl] [4-((l-(l- 
ininoechyl) -4>piperidlnylloecy]plicnyl)aaino}attlfanyl) ethyl eecer (9CI) 
(CA IBDSX BUS) 



0=S-NH-C-OEt f"^!/^*^ 



r 



L9 MUSVm 104 0? 316 
ACCESSICH BXMBER: 
DOOMESrr BUMBER: 
TITISi 

IBVBITOR(S} : 



PATiBT ASSIOHEB(S} : 
SOQRCB: 

DOCIMSST TYPBi 
UUTOUAOBi 

FAMILY ACC. BUM. COUNT! 
PATENT IHFOBMATI(»r: 



CAPUTS COPYSIOHT 3005 ACS on STB 
3001:565047 CAPUTS 
135:152661 

Preparation of novrel carbapenea derivativea of 

quAtemAiy aalt type as antiuicrcblal agenta 

Eano, Yukoi Korayoma, Tokahiaaf Yananoto, Yaauof 

Shi car a, Eljif Saaaki, Toabiroj Aibara. Kasuhiroi 

Acaumi, Kunior leanacau, Katw^oahif Ida, Takaahi 

Mekji Seika Kaioha, Ltd., Japan 

PCT Int. Appl., 339 pp. 

CQDBBi PIXKD3 

Patent 

Japaneae 



PATENT KO. 



KIND OATB 



APPLICATION BO. 



no 3001055155 
«! AB, AO, 
CR, CU, 
HU, ID, 
UT, LV, 
SD, SB, 
YU. ZA, 
RW: GH, OH, 
DS, DK, 
BJ, CF, 
CA 2390478 
AU 3001038833 
EP 1351134 

R: AT, BB, 
IB, SI, 
US 3OO3O330B1 
US (035187 
PRIGBITY APPLB. INFO. 

OXRBt SOURCB(S) : 
01 



M, AT, 

DE, DK, 
IB, IS, 
MD, HO, 
SI, SK, 
JM, AZ, 
LS, MB, 
FI, PR, 
CI, m, 

AA 

AS 



LT, vr. FX 



30010803 
AO, AZ, BA, 

DM, DZ, EE, 
JP, KB, KO, 
MK, MB, MR, 
SL, TJ, TM, 
BY, KO, KZ, 
HZ, SD, SL, 
GB, GR, IE, 
OA, GN, ON, 
30010003 
30010807 
30031033 
ES, PR, CD, 
XO. MK, CY, 
30030130 
30041130 



VO 2001-JP539 
BB, BO, BR, BY, 
ES, FI, GS, GO, 
XP, XR, KZ, LC, 
HX. MZ, ND, BZ, 
TR, TT, TZ, UA, 
MD, RU, TJ, IM 
> SZ, TZ, UO, ZIH, 
IT, UT, MC, BL, 
ML, MB, BE. SB, 
CA 2001-2398478 
AU 2001-28833 
EP 3001-9468(5 
<Bt, IT, U, UT, 
AL, TS 
US 3003-103100 

JP 3000-17410 
VO 3001-JP539 



DATE 

30010130 

BZ, CA, CH, or, 
CE, GH, GH, HR, 
LK, LR, LS, LT, 
PL, PT, RO, EU, 
TO, US. UZ, VB, 

AT, BB, CB, CY, 

PT, SB, TR, BF, 

TD, TO 

20010136 
20010136 
30010136 

BL, SB, MC, PT, 

30030735 



MARPAT 135:152661 



30000136 
30010136 




AB CAxbapcn«a derlva. represented by chtt genftml foniula [I| Rl • H. Mot K3, 
K3 - H, halo, lower ftDcyl cpClcziAlly substicuced by HO or I1H2, lawsr 
aDcylcarbooyl, CCezS2, aryl, lowr alky-lthlo; • (un) HUbaciCaCad loMr 
Alltylchio, lower cycloalkylchlo, C3-4 alkei^lehio, C3-4 alkyi^lthio, ncDO- 
or bicyclic hfltarocycljrlthio coataining 2i of aans or differant 
h«t«rD«cona. lower alkylmlfinyl, (nn) Bobscicutad lower aUqrlBulfenyl. 
lowttr AUqrloAriMoyl, AEylearbonyl > or S4 and S5 arw llakwd to Mai other 
to represent S(CH3)ii (n - a-4) i E5 - (un)*ubecicuted lower alfcyl, lower 
eycloallcyl, CI -4 alXenyl. C2-A alkynyl, (un) subeticuced 4- to 7-iaenbered 
aliphatic heceroeyclyl optianally caaitainin.9 ^ of O or S atooe] are 
prepared Tlxese ocn^tds. have potent antibacterial activities on 
nethieillln-resistent St^ihylocoeciia aurene (MRSA) , penicillin-reslatant 
Streptococcus pceuaaaiae (ESSP), BaamoipiLilus influenzae, and 
P-lactataase-produeing bacteria and a high stability to rextal 
dehydrcfMBptidaee ensyne (DBF-1), Urn; (15,SB,CS) -6- ( (IB) -1 -hydroxyetlqrl) - 
1 -tne thyl -3 - { 7-«ethyl thioimidaso (5, 1 -b] thiaeol -3 -yl ) - 1 -cari>«5>«n-3 -em- 3 - 
eazbaxylic acid p-nitrd>enzyl ester (preparation given) was dissolved in 
CB3C13. cooled in an ice bath, treated with 0.023 uL Me 

Crif InorocBathanestilfooate, and stirred at the saoe tenqperature for 30 nin to 
give (tS,5R. 6S)-C-[(lB)-l-]qrdreKy«tfayll>l-nsthrI-a'(fi'lBethyl-7'- 
veth7lchioimidaBo[5. 1-b] thiasoliu-a-yl) -l-earhepen*3-«&-3-carbo^lic acid 
p-ni trobenzyl eater trif luorenathanesnlfcanate ehieh was hydrogenolyzed 
over 10% Pd-C in a mixtare of 1 H fhospbace buffer (pS €.B) and THF under 
hydrogen acaoepherio for l.S h to give (IS.SB, 6S) -6- [ (IE) -l-hydroocyethylj -1- 
methyi -3 - ( 6 -me thyl -7 -nethyl thi oimldazo [5 , 1 -b) thiasol iua- 3 -yl ) - 1 -caztMqpen-3 - 
ea'3-carbaxylate (inner salt) (11). II in vitro showed vUn. inhibitory 
ooneentratien of 1.5( and 0.035 M9A>I« against hi^ly nathioillin-resistant 
Stipl^loooocas anrstts Miac and highly penieillin-resistant Streptooooeus 
pneoaacaiiae, reep. 

IT 3S2308-2S-0 35230B*«3-1 

BL: BCT (Beactant) 1 KhCT (Beaetant or reagent) 

(preparation csf novel earb«penett derive, qaaternary salts as entiviorobial 
agents) 

KV 35230B-36-0 CAPUTS 

CS Catbauie acid, ( [(3 -hydrcnye thyl) amino] sulfonyl] (4-nitrcphenyl)uethyl 
ester (9CI) (CA IHDEar NAME) 



agents) 
BV 3S330e-aS-» CAPUTS 

CH Ii&idazo(S,l-b]thiazoli\m, 3- [ {4S,5B, CS) ( (IB) -1-hydroocyethyl] -4-vethyl -3 
[ [ (4-nitroFhenyl )iBethoxy)caxteo7l) -T-ooco-l -azabicyclo(3 . 3. 0}hept-3 -en-3- 
yl) -7- (nechylthio) -6- [8- (4 -nitroi)henyl ) -4. 4-dio](ido-(-oou>-7-axa<4-thia-3,5 
diazaoct-l-yl] salt with t ri f 1 nDPone thanesul f oni c aeid (1:1) (9CI) (CA 
IHDEX BAMB) 

CM 1 

CSV 3Sa30B-34-8 

CMF C33 B3« H? 013 S3 

Absolute stereodhegdstry. 



PAGS 1-A 




C«a~ 0^ C-MH-jJ-MH-CHs-CHa- OH 



353306-43-1 CAPXiUS 

Cazbamic acid, tCO-bydrcKyprafyDamino} •ulfonyll (4-nitroph«nyl}methyl 
ester (SCI) (CA IMDBC HAHB) 



352308-25-9P 3S2308'42-0P 

BL: BCT (Beactant) 1 SPN (Synthetic preparation) » PBEP (Preparaticn) ; BACT 
(Beactant or reag«ait) 

(preparation of novel oarbopensn derive, qoatexnary salts as antimierebial 



CSV 37181-39-8 
CMF C F3 03 S 



-|:-s 



352308-42-0 CAPUTS 

Zmidazo[5,l-b] thiazoliun, 3- [ (4S,5B, <S) -6- [(IB) -l-hydroxyethyl] -4-aethyl-3- 
I [ { 4 -ni t rophenyl ) toethoxy] carbony 1 ] - 7 -0x0- 1 -azabi cycl 0(3.3.0] hept -3 - en- 3 - 
yl] -7-(methylthlo)-C-t9-(4-nitroFlienyl)-5,S-diaKido-7-GKO-8-oxa-5-thia-4,<- 
dlasanonrl-yl] salt with trifluoranethanesulfoDic aeid (1:1) (9CI) (CA 



CSH 353308-41-9 

CMF C34 H3« H7 013 53 



Absolute stereoehemistzy. 




CfB Me 



B ' 



CBN 37161-39-8 
CMF C F3 03 S 



THESE ABE 11 CITES BEFEXINCES AVAILftBLE FOB THIS 
BEOOBO. ALL CITATIOtrs AVAILABLE IN THE BE FOBHAT 
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' ACCESSICN NUMBER I 
DOCTMEKT NUMBSt : 
TITLE! 



PATEST ASSIGNEE (S) : 
SOOBCEs 

D0CW1B6IT TYPE: 
LANGUAOE; 

FAMILY ACC. UOt. COONTi 
PATIST INFraMATZONi 

PATENT NO. 



3001 i5<504C CAPUTS 

135:153<S0 

Preparation of novel carbapenevL derivatives as 
antimicrcbial agents 

Kano, Yukoj Maxuyana, Takahisa; Sanibcagi, lAimilcoi 
Aihara, Kazuhirof Atsimi, nmioj Iwanatsu, Xatsuyoshii 
Ida, Ta)caabi 

Heiji Seika Saieba, Ltd., Japan 
PCT Int. Appl. , 103 pp. 
COOEN: 
Patent 



KIND DATE 



APPUCATION NO. 



no 3001055154 

K: AE, AO, AL, 



CU, CZ, DX, DK, 



BIT, ID, XL, 
UT, VI, MA, 
SD, SE, SO, 
VU, ZA, ZW, 
BHi GH, QM, KB. 
DE, DK, ES, 
BJ, CF, CO, 

CA 3398481 

SO 3001038832 

EP 1351133 

EP 13S1133 

Rs AT, BE, CB, 
IE, SI, LT, 

AT 379417 

ES 3338896 

VS 3003027S09 

US &680313 
PBIOKXTY APPLN. IHFO. 1 

oraat sGia&CE(s) : 



20010803 
AU, AZ, BA, 
DM, DZ, SE, 
JP, KB, X0, 
MX, MB, MB, 
SL, TJ, TM, 
BY, KG, KZ, 
MZ, SD, SL, 
GQ, GS, IE, 
OA, Of, GW, 

30010803 

30010807 

30031033 

30041013 

ES, SB, oa, 
BO, MB, or, 

3004101S 
20050416 
20030206 
20040130 



WO 3001. 
BB, BG, 
ES, FI, 
SP, KB, 
KX, MZ, 
TB, TTi 
MD, BU, 
SZ, TZ, 
IT, UT, 
ML, MB, 
CA 3001- 
AU 3001- 
EP 3001- 



GB, as, 

XZ, LC, 
NO, BZ, 
TZ, T3A, 
TJ, TM 
UO, ZW, 
HC, NL, 
BE, SN, 
3398481 
38833 
946864 



MKRPAT 13511536(0 



GB, IT, U, UT, 

AL, IB 
AT 3001-946864 
ES 3001 -1948864 
US 3003-183179 

JP 3000*17390 
WO 3001-JP53S 



DATE 

30010136 
BZ, CA, CH, CN, 
CT, OH, at, BR, 
LK, IS, LS, LT, 
PL, PT, BO, BV, 
TO, US. UZ, VN, 

AT, BE, CH, or, 
PT, SE, TB, BF, 
TD, TO 

20010136 
30010136 
30010136 

BL, SS, MC, PT, 

30010138 
30010136 
30030735 

A 3000013C 
W 30010138 




COaH K4 X 



MB ttomaly, ootqpda. repr«se&C«d hf fchs following genar&l formtil& (I) Rl • H« 
Ml] xa, X3 - B, li*Io, opClooAlly 9tl hydrcuy or amino ->ubati cut «d 
lower alkyl, lower aUcyleAtfaoayl , O0m3, Axyl, lower aUcylthio) E« > 
(tux) eobeti Cated lower alkylthio or lower eycloalkylthio, ca-« alkesylthlo* 
ca-4 Alkynylthio, ■ubatlcated arylchio, lower alkylralfinyU or lower 
alkylsnlfonyl, omo* or bi cyclic becerocyalyldiio cooitAiiiiug ^1 acBW or 
different hateroacoM idiere che ring eoncaina a aitrogoi atoo* oqpticnally 
carbamoyl -nbeti rated lower alkyl la linked co tlie nlcrogen atoa and 
fiirchaziBore the nitrogen aton ie optionally qoatexnizedl or 
phaxvaeeucicaJly acceptable ealta thereof are prepared Iheee ca ifa apencw 
derive, have potent antinicrdsial aetiviciee m. vathieillia-nsietont 
Stopft^loeooeua «nr«nu (MSSA) > penicillin-reeistanc SCreptoooeciu 
pnaoaaniaa (raSP}( Saenofiiilae influenzae, and p-laccaaaae -producing 
bacteria and a hig^ atobility to renal dehydropept idaae enzyme (DHP-1) . 
Thua, a eolation of (is, aR,5R, CS) ( (Ut) -l-I^droxyethyl) -l-iaechyl -2-oxo-l- 
eaib^Mm-a-carbosqrlio acid p-nitroibensyl ester In Hear wae treated with 
H,ir>diiB9«oprl«chyl«nine at -30* end then drcpwiee with trlflio 
ontaydrlde, etlrred at the mow tenpemtux* for 30 «in to give on enol trlflate 
idiieh wae dieeolved in H-uethylpyrrolidinesie and treated with 
tri(3-furyl)Flioephlne, ZnCia, and 7- { (a-f luoroethyl) chio] -3- 
(tribuC7leta2myl)imida2o[S,l-b]thia2ol« and etlrred at 50* for 1.5 
h under argon to give (1S,SR,6S) -a- {7* (a-f luoroethyl thio) imidazoCS,!- 
b} thiazol ^a -yll • <• ( ( IR } • 1 •faydrcKyethyl ) • 1 •ne thyl -1 -carbapen- 3 -en- 3 - 
caxbosqrlio acid p^nl trdienzyl ester. Hydroge&olywis of the latter ccppoand 
over 10% Pd-C in a mixCara of TBF end sodiua phosphate buffer under Iqrdrogen 
atnospherio at rocs tenperature for 3 h gave (1S,SR, 6S) -a* (7- (a- 
fluoroethylthio) iBid*8o(5, l-b) thiaaol-3-ylJ -6- ( (IR) -l-hydroxyethyl ) -1- 
Mthyl-l-carbapen-3-eBi-3-carbQxylic acid eodiuia salt (II). II showed mi n. 
inhibitory ccncencmcicn of 0.7B and 0.05 t^^/nL against hi^ly 
nethicillin-reslacanc S, aureus Mia( and highly penicillin-resistant S. 
pneunemiae PSC9, reap. An injeccicn vial and a rectal c^sule fomilaticn 
eontalnins (1S,5S, 6S} - 3- [7- (a-faydroxyechylsulfcnyl) imidazo[5,l-b}thiazol-a-yll - 
6- ((lR)-l-hydraxyttthyl)-l -methyl -l-carbapen-a-en-3-carbaxylie acid sodium 
salt were described. 

IT 352469>97-7P 332469-98>eE 352470-47-4P 

RL: RCT (ReacCant) > SPH (Synthetic prepaz«ticn) i PBEP (Preparaticn) i BACT 
(Reactant or reagent) 

(preparatleo of earbi^nen derive, as antimicrobial agente) 

RN 3534»-»7-7 CAPUTS 

or CaitMttio acid, [{[3- [[a-(tribatylstannyl}inidaBo(5.1-bltbiasol-7- 
yl] thio] atl^llomino) sulfonyl} • , (4-nitrpptienyl)n«elqrl ««eer (9CI) ' (Cft 
IBDBX NWIB) 



PA<3 1-B 

— »2 



RU 3534(9-98-0 CAPUTS 

CH CaztMC&ic acid, [ { [3- (imidazo[5,l-b] thiazol -7-ylLhlo)«thyl] aaino] •alfonyl] 
. (4-nitxoFiicnyl)ttethyl ester (SCI) (CA ItCEy HAKE) 




O 



RV 353470*47-4 CAPUTS 

CN l«Asabicyclo[3.a.o]hept-a-ene-a-earboKylic acid, C>((1R) -l-hydroacyethyl] - 
nathyl-3- (7- [ [B- (4-nitrDphenyl) •4,4•diaxido•C•aco-7•ogca-4•thia•3.5- 
diasaDet-l-yl] thio] lmida8o(5.1'b]thi«sol-a-yl] •7>a»>-. 
(4-nitmFhenyl)nethyl ester. <4S,5S.CS)- (9CI) (CA INDBT BAKE) 
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O 



it if 



t-BuO— C-HH-S-HH- CHa — Ph 



RN 15303B-13-B CAPUTS 

CN Caxbomic acid. ( (phenylanino) sulfeoyl] 1, 1 -dlnathylethyl ester (9CI) 
(CA INDEX NAMB) 



: 10( OP 314 
ACCBSSICH KUKBEEt 
DOCWBtrr niMBBt: 
TITlBt 



Kvrwsns) t 

CCBPCRATB SOOSCBt 



PUBUSBBRt 
DOCTMSrr lYPBt 



THESE ARB 11 CITm REFEHiZICES AVAILABLE FOR THIS 
ALL CITATIONS AVAILABLE IN THE R£ FORMAT 



CAPUXS COPYRIOaT 3005 ACS on STN 
3001:417554 CAPUTS 
135:1533«3 

N- (terc-Buto^caxbonyl) -N- (4- (dime thyl azaniunyli dene) - 
1 ( 4 -dihydropyrldin-l -yl sul f cnyl ] azonide : A New 
Sulfamoylating Agent. Structure and Reactivity toward 



OTBQIt SOURCE (8) i 



Vlxnm. Jean-Tvest Tov^t, Loioi Barragan, Vercniqiie} 

Dewynter, Georges t Hontero, Jeaa-Lc»ls 

Loboratoire ds Chinie Bionoleculaire UKS 5033, 

tbiversice Montpellier II Bcola Naticcial* Superieure 

de Chimie da Hontpellier, Montpelliar, 34294, Fr. 

Organic Letters (3001), 3(14), 3341-3343 

CODENi 0RLBP7I ISSNi 1533-70(0 

Aaerioan Chenical Sooiety 

Jenxnal 

Diglish 

• 1381183343 



Me3COaCNS0a~i ^ ^ =»«ea 



f r 



RH 183935-51-5 CAPUTS 

CH Cazbamio acid, ( (bisd-ttethylethyDaminBlsalfeayl] l.l>dimetlirl«t^yl 
ester (9CI) (CA IHDBC HAMB) 



t-BuO- C-»H-jpH(Pr- i) a 



RN 103935-53-7 CAPUTS 

CN Caxbomio acid, ( (bia (pbenylme thyl] amino] ml fonyl] 1,1-divethylethyl 
ester (9C1) (CA INDEX NAME) 



-HH-C— OBu-t 
Ph— CHa-N-CHa-Ph 



XH 353375-01-5 CAPUTS 

CS Caxbanio' aoid, [ (butylomino) sulfonyll -, 1. 1- dims thyl ethyl ester (9CI) (t 
INDEX HAHB) 



AB Synthesis, stnaetore, and rsaetivity toward nlnee of the new 

•alfsBoylatlng reagent I are described. I allowed sulfamoylatiotn of 
amines under very mild eenditieas to give salfamlde derive, in good 
yields. 

IT i47O0O-78-OP 153028-13-69 182925-31-5? 
192925-53-7P 352275-01-59 352275-02-6P 
352275-03-7P 352275-04-89 352275-05-9P 
3S2275-0S-0P 

RL: SPN (Synthetic preparaticn) i PREP (Preparation) 

(sulfomoylacicn of amines by N- (cart-butoxyearbcnyl ) -N- (4- 
( dimethyl azanltny 1 i dbne) -1,4 -dlhydrcpyridln- 1 -y 1 sul f any 1] azanlde) 
SN 147000-70-0 CAPUTS 

CH Cazbomio acid, ( {(FhenylmethyDaminol sulfaiiyl) 1.1-dimetfaylethyl ester 
{9CI ) (CA INDEX NAME) 



1? if 

n-BuNH" NH~ C~ CBu - 1 
0 



BH 353375-03-4 CAPUTS 

CH CaxtMimio acid, ( I (4 -MChyloyolchexyl } amino] enl fagrU - , 1,1 -dimathylethyl 
ester (9CI) (CA INDBf BAMS) 



if If jO" 

T" 



XH 3S2375-03-7 CAPUTS 

or Cubmic acld« ( (cricyclo[3. 3. 1 . 13, 7)dec-3-rlaaizio}«alfa7lJ • 
l.l-diwthylecliyl aacer (9CI) (Ok IHDBT KttfB) 



1? f 



BH 353375-04-9 CAPUTS 

CN C&zbomic acid [ lbia(3-metl]ylprc7pyl)«alno] nafonyl] 1« l-diwthylacfayl 
eacer (9CI) (CA lUDBi HAMB) 



t-BilOr-C-Iia-^H(Btt-i I a 



BV 353375-05-9 CAPUTS 

CH CazlMmio acid, ( ({4-br«B(]|]bBii7l}uiiieI •alfeoyl] -, I.l-diwthylatlqrl Mtsr 
{9C2I (CA ZBDEir HIMB) 



BH 353375 -OC-O CAPUtTS 

CB CadMHEie «oi«L [ |(4-MthflKn>l»ti7l)>Bi&o] aulfanyl] l.l-diwchyUUiyl 
••Mr (9011 (CA tHDBf HME) 



if If 



ABB 17 CITB) BSmaiCES AVAIUBLB FOB THIS 
AU. CZTATICB5 AVAILABLE IN TBS BB FCUHAT 



AUrBOR(S} : 
CCRPORATB SODBCBs 



107 or 3ifi CAPUTS carmiaa 200s acs on siv 

3001;37067( CAPUTS 
135 1337039 

A saw appToai^ for tha aTntheaia of iaoiitril* 
eaxborona derivaitivBa. Ligaoda for nacal baaed boron 
naucroa C4^cur« Uxarapy (BSCT) and boron iwatroa 
capCTir* aysovwcccxay (BBCS) agent* 
Vallianc, J. P. i Schaffer, P. 

Daparcuenc of Cbemiatry and Pbyaiea Ad AatraooBgTr 
HcMaater Tlliiversity, Eixmi 1 can, OU, LOS «M1, Cw. 
Joaroal of Inorganic Bioc^eniacry (30011, 85(1), 43<51 
COOSH: JiaiDJi ISSH: 0163-0134 
Slseviar Selenoa Inc. 



DOCIMQIT npBi 
OXHS SOaSCS(S) i CASREACT 135:337039 

AB A na« iqiproach for Che ayntheaia of eazborane iacaicrila darlva. waa 
dawloped. Tbia approach involved the dahydratioci of both borcn- and 
eaxbcn-derived fomaaidea uaing the Burgeaa reagent. The producca, aoi 
of which were characterised by x>ray czystallog. , can noti be used aa 
ligands for the ayntheaia of traxuitioa laetal baaed B nertcron Cl^ure 
Chere^ and aynoveetcmy agcsita and targeted radicphaznaeaatienls. 

IT 29664-56-8, Burgeaa* reagent 

SL: SCT (Keactant) i RACT (Xcaotanc or r^agant) 

(dehydration reaotioa of o*zbor«n« fozwoidaa by) 

SH 39SB4-5C-e CAPUTS 

OH EChanaminiim, H,H*dietfayl-H- (I (naChooveazboayllaBisolsulfonyl) -. inner 
■alt (9CI) (CA IBDBir MAMB) 



T 



Ii*EC3 



L9 



TBEKB ABB 31 CITES BEFraSICES AVAILABL8 FOR THIS 
BBOOBD. ALL CITATIGHS AVAILABLE IH THE BB FOBKAT 



AHSNBt lOa 07 31 C CAPUTS COFniQBr 3005 ACS en STV 



ACCESSICH HWBBKt 
SOCtMEHT KUKBBti 
TITLE: 

INVlSITOa{S) : 
PATEXIT ASSIGNEE (S) i 

! TYPE I 



3001t36C081 CAPUTS 
134:371783 

Ebteric-aoliible phannacentlcal preparati' 

Kikuohi, Hiroahli TaTcAhaahl, Maaayukii 

Fajii, Yoahininei Kananani, Taro 

Qaiichi Seiyaku Co., Ltd., Japan 

J^. Xckal Toklqro talbo, 14 pp. 

OTOEBi JKXXAF 

Patent 



FAMILY ACC. IRIf. COUNT; 
PATSn IBFOBMATIOar: 



PATOR HQ. 



JP 3001139463 

PEICBITY APPUT. INFO, 
OTH£S SCIUKCE(S) 



XIHD DATS 



A3 



APPUCATICH SO. 



SATK 



30010533 



JP 1999-330344 19991110 
JP 1999-330344 19991110 

MASPAT 134:371783 

Qiterio-aoluble prepna. contain phamaceuticala, highly aoluble exeipients, 
dlaintegranta, and enteric coating agenta. Tableta containing 
(3S) -3-[4-[[(3S) •l-acetimidsyl-3-pyrrolidinrl]aKy]piienylI-3* (7-aaidino-3- 
naphthyDpropionio aeid-BCl . 5B30 130.5, ezycbritol 95.35, eroajMrvidana 35, 



and Mg atearate 1 , 35 mg ohcrwed T75% (time required for 75% diaaoln.) 3.0 
lain. 

340130-74-7 

RL: FRP (Propertiea) I THU (Therapeutic uae) i BIOL (Biological atudy) j USES 



(enteric-coated pharmaceutical prepna.) 
340130-74-7 CAPUTS 

Carbame acid, [ (( {7-(aninoiiainstMthyl) -3-naptithalenyl]iBethyl] {4- [ (l• 
(aniaoimincn•cfayl) -4-pip«ridinyl]axylph«>yl]mino] mlfcnyl] adiyl ••car 
(9CI) (CA INDEX UMB) 



f 



= S-HH-C-OEt z"'^/*^™^ 



AHSREK 109 07 316 CAPUTS COPYBIGBT 3005 ACS cn STN 



ACCESS! OB HIMBER: 
TITLE: 



CORPORATE SOURCE : 
SOURCE: 



DOCTMBIT TYPE: 

LANOOAGB: 

OTHm SOaBCB{S} : 



3001:333679 CAPUTS 
135:133463 

Echenesulf cnaaide derivativea, a novel elaaa of orally 

active «ndotheliu-A receptor antagoniata 

Harada, Hircoorii Xasaui, J^-Ichii Natanuki, Sammii 

Tmstaki, Byujii Sodoib. XataOBif PMjinori, Akiraj 

Tanaka, Akihiroj Taukamoto, Shin-Ichii Yonaglaawa, 

laao 

Inatitute for Drug Diacovery Eeaearch, Yooanouchl 
Pharxaaceutlcal Co., Ltd., Tsukuba, 305 •0505, Japan 
Cheulcal k Plumaaceutical Bulletin (3001). 49(5), 
606-613 

CODEHt CFBTALj ISSH: 0009-3363 
ntantaeautieal Sooiacy of Ji^an 
Joonaal 
Btigliah 

■ 135:133463 



antagonists) 
BH 351019-90-4 CAPUTS 

CH Cazbaulc acid, ( ([3- ( [5-(3-n«thoxyphenaxy) -6-( ([(IE) -3- 
phenylethenyl] sulf any 1} amino] (3,3* -bipyrimidin] -4- 
yl ] oxy) ethyl ] amino] aul f coyl] -, 1,1 -dimacfaylathyl ese^r ( 9CI) 

NAME) 

Doable bond geooetry as shown. 




BEFBtBHCE COnHTi 



L9 ANSWER 110 OF 316 
ACCESSION NUHBER: 
DOCWSIT NUMBER:. 
TITLE: 



B(S) > 
CCKPGBATB SOVBCE: 



PUBLZSHES: 

SOCWENT TYPE: 

LANOUAGB: 

OTHBt SoaBCE(S) s 

01 



36 IBBtX ABB 36 CITS BETBtESCES AVAILABLE FOB THIS 
BECOBD. ALL CITATICHS AVAILABLE IH THE BB FORMAT 

CAPUTS COPYRIOBT 3005 ACS on SIR 
3001:395330 CAPUTS 
135:77003 

Dealgn and synChasia of noval ColMilar and eage 
sCruecurea basad on thiaaola-oonCalning maorolaecama 
related to marine cyelcpeptides 
Pattcnden, Oeraldi Thonpaon, Toby 

School of Oieaiatry, The Uliiversity of Nottingham, 

Ibiveraity Park, Nottingham, N07 3RQ, UK 

Chemical Cocsmunicaticna (Coabridge, XAiited Kingdom) 

(3O01), (B), 717-718 

OODEH: CBCCTSi ISSH: 1359-7345 

Boyal Soeiaty of Chsmiatry 



Bugllsh 

CASREACT 135:77003 



• SIRXJCTURE DIAQBAK TOO LARQS PCS DISPLAY - AVAIIABLE VIA OFFLINE PRINT • 

AB Ve report the diacovrary of a novrel claaa of NTA-aelective endothelin (ET) 
noaptor antagonists throu^ the modification of Che ETA/BTB non-aelective 
antagonlat, R047-0303 (Boaentan, I). Replacement of Che 

bensanesulfonamide giT7\q> of 1 with a 3 -phenylechene sulfonamide groi^ gave 
ceopound II and resulted in iv^roveaent in EIA-selectivity. Optimisation of 
Che alkoxy side chain attached to the core pyrimidine ring yielded the 
3-fluoroechoxy derivative (III) with further ioproveoenc of EnrA-saleocivity 
[IC50 - 3.1 oM for ETA receptor, BTB/ETA ratio - 1300] . After oral 
administratieo. III inhibited ch« big ET-1 induced pressor response in 
pithed rate with a DR3 value of 3.6 vgAs and also ajdiibiced a pocaac 
antagonistic activity in eonsoiotts rats. 
IT 3S1019-90-4P 

BL) BCT (Baacca&c) i SPH (Synthatlo prepaxacion) j FBEP (Praparatlen) t BACT 
(RaaeCsnt or reagent) 

{athaaasalfansBids dsriva. as ozally asciva aodothalin-A rsospcor 



HaC K 

CH2 



HaC 
R CHa 



X i 



Tubular «nd e&ge ■tmctona have been 07nth*ai2«d frea ttodified cyclic 
pepeidss following selective cyclocriraerizecians of L-omi thine and 
L-glntemio ACid thlazole onino acida under high dilutica coadicions. 
CyeleCrinen t (S - CH21ilHa.HBr> B > COaH) were prepared in nine and eleven 
ateps reap. > atartiug frcu L-omithlne or L-glutaaic acid 5-M» eater. 
Coupling of I (B ■ ClOKSa) with Z (R ■ C03H) gave a tubalar acruecnr* in 
30% yield, whoae structure was an^pported hy IWR data ccf&siatanc for a 
C3'B7B. poly-uaerocrclet and showed two singlet peaks for the two seta of 
chiazole protooa. Coi^ling I (X ■ COSB) with H(CHaCB211H3) 3 led to 
iaolation of a cage struecuro in 40* yieldj this struetuxe was alao 
supported by HHS data. 
29684-56-8 

BL: BGT Pleagent) i BACT (Beaeta&t or reagent) 

(preparabioBi of) 
39684-56 -8 CftPLOS 

EtbaxundniuDi, V.N-dietliyl-H* [{ (aetlx3ixyoazbGayl)aaiao)BUlfGaayl) ianer 
salt (9CI] (C& IBDEY HAHB) 



1BBSX JOE 16 CITB) BSFSmCES AVAIUBIf FOB tHIS 
KECQRD. ALL CITATICMS AVAILABLE IN THB BE FQBMAT 



ANSWEX 111 or 31C CAPUTS COPYBIGHT 200S ACS CD. STH 

CAFLUS 



ACCESSIOW 1 
DOCIMENT NUMBS: 
TITLE: 



AUTBQB(S) : 
CCePOBATB SOOBCE: 
SOOBCB: 



aOOl :211676 
135:19386 

(Allcenyl) (amino) caxbene eoisplexes: potential starting 
vaterials for the synthesis of eyeloprcpylaeetic acid 
derivatives 

P^agni, Anteoioj Maiorena> Stefeno} Licandro, 
Bsunuelai Mansocti, Baffaellai Baldoli. Clara 
Diparcimento di Scienza dei Kateriali, Itaiveroita 
degli Studi di Milano -Biccioca", Milan, 20135, Italy 
European Joaznal of Organic Cbecciistry <aooi), (6), 
1149-1155 

ccamii EJOCFKi issvt 1434-193^ 



PXBUsaSB: Viley-VCH Vsrlag OidA 

DOCmun TtVBi Journal 

LANOTAGB: ^glioh 

OrrSER SOaBCE(S] : CASBE&CT 135:193S6 

AB The (ft-l^drojtyal)t«nyl) (pyrrol idino)caj*ene Or ctxnplexes, prepared by 
aldol addns. of the (propenyl) (pyrrol idino)carbena cooplex to 
p-ni trobensald^yde and 4-Fyridiiiecaxbaldehyds, ware treated with N* 
N-(triethylaiziac(iiosalf<nyl) carbamate inner salt (Burgess reagent) to 
afford the corresponding addocca in alxaoBt quant, yields. Treatment of 
these adducts with HaOH in MeOH gave the corra spending conjugated 
polyunsatd. (amino) carbene cactq;>lexe8 (e.g. (0C)5Cr( :C(pyrrolidino}CH:CBCB: 
CBC6H413D3-P} ) in fair yields. Alternatively, heating Che adducts to 
S5-60* gave cycloprppylaeetie acid derive, as the main reaction 
products, in yields of 30-40ft depending en the polarity of the solvent. 
Ihe adduct of the aldol addition product of the (propenyl) <pTrrolidino)caxben 
e eoeplex and p-0313C6H4CH:CHCHO with the Burgess reagent eoild not be 
isolated, bat directly afforded the cyclcpropane derivative (Me 
((trans-3-((E) -2- (4-nitraphenyl)viiiyl)cyclopropyl) acetyl )carbamate) as 
well as Che polyunsatd. {amino} carbene cooplex. The authors present 
herein a brief discussien of the )cey steps of the mechanism of this 
eyolopropane ring foxnaticn. 

IT 296S4-56-8 

BL: BCT (Beactant) i BACT (Xeaotant or reagent) 

(reacticns with ( S-hycbxncymllcsxyl ) (pyrrol idino) caxbeno dhrooiut 
ccc^lexes leading to polyunsatd. (amino) carbsns ecaplexes and 
cycloprcpylacetic acid dsrivs.) 

8H 39684-56 -8 CAPLVS 

Ca Ethanaminium, H^H-diethyl-V- (((vathaxyoazbonyDaminolsulfaaiyll innar 
•alt (9CI) (CA IBDEir KAMB) 



if J 



sssam iia of 316 cjittus copybigbt 2005 acs on sts 



ACCESSZCN NIMBEB: 
DCCWan' SUMBEB: 
TITLE I 

lOTSnTOB(S) I 
PATQIT ASSI(»EB(S) t 



2001:176767 CAPUTS 
134:337379 

Pharmaoeutioal ecB^osi Ciena having i^rovmd transport 
preperties 

Xawamura, Naohisai Sugiaaki, Yoshikii Sui, Hidso» 

Shin)cai, Norihiro 

Oaiichi Seiyaku Co., Ltd., Japan 1 Sai tana Dai idhi 
Seiyaku K. K. 

J)pn. Xokai Tekl^o Xoho, 17 pp. 

001^: jnncAF 

Patent 



PATEHT HD. 



FAMILY ACC. HON. COVNTi 
PATaiT INFOBNATIOiiri 



XIID SATE 



APPLICATION VO. 



DATE 



JP 3001064205 
PBICRITY APPIN. IMFO. 
OXHBt SaOBCE(S) 



30010313 



JP 2000-188883 30000633 
JP 1999-180549 A 19990625 

MABPAT 134:337379 

The invention relates to a pharmaceutical conposltion for transdermal, 
transnneoaal , intradermal, s.c, or i.m. ad&inistration, wherein the 
eoiqpositica oontains (1) an active cgmpanent and (3) at least cne exponent 
•elected fron a group consisting of aman tadi ne, betahistine, eparisi 



I and 



their acid salts for improving the transportaticoi of che acCive con^Mnent 
Co blood vessels. A ccnpound A (2S} -2- (4- [( (3S) -l-aceCoimidoyl-3- 
pyrrolidinyDoxy] phenyl] -3-(7-amidino-2-nafhthyl] -prcpionlc acid 
hydrochloride pentahydrate was intradermally injected to racs with 
amantadine hydrochloride to examine Che blood concentration of the compound A. 

IT 201933-39-3 

BL: imr (Thezapeutic use}i BIOL (Biological study) t USES (Uses) 

(pharmaceutical conpus. having improved crcuisport properties containing) 

BN 201933-39-3 CAPIAJS 

CN Cazbamic acid, [ ( ( [7- (aminoiminomechyl) -2-naphthalenyllmethyl] [4-[U-(l- 
iminoethyl) -4 -piperidinyDcKy) phenyl] amino] sulfcmyl] -, ethyl ester (9CI) 
(CA INDEX NAME) 




promoters. I are e.g. 2 - [4- ( [ [3S] -l-acetoimidayl-3- 
pyrrolidinyl] oxylphiciiyl} '3~ [7-amidino-3-naphchyl]pzopianic acid and 
(+1 -3-{4 - [ [I3S) -l-acetoimidoyl -3 -pyrrolidinylJcKy) phenyl] -3- [7-amidiiio-a- 
naphchyl] propionic acid and transdermal absorption promoters are e.g. 
ethanol, benayl ale. and d-limonene. 
IT 201933-39-3 

BLi THTT (Therapeutic use); BIOL (Biological studjr) j USES (Uses) 
(transdermal pharmaceutical tapes) 
BN 3019 33-39-3 CAPUTS 

CU Catbamio acid, ( ( ( [7- (aminoiminooethyl) -2-naFhthal«ayl]maChyl) [4- [ [1- (1- 
iminoethyl] -4 -piperidinyDoxy] phenyl] amino) sulf any 1] -, ethyl ester (9CI) 
(CA INDEX lOME} 
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AB Transdermal pharmaceutical c^«s comprise a drug storage layer containing 
antithrombotic aromatic amidine derive. (I) (Bl - H, lower alkoxyi B3 - H 
lower allcyl, lower alkoKy, eCcj.B3 - H, eaxboxy, alkoxycarbanylr etc.; B4 
- H halo, amino, eto.i n - 0-4i A - hydroKyalkyl , eaAenyl, 
alkoxyoaztKnyl , ate.) Y ■ (uu] subs tltu ted C8-6 oyolio, Cun] siibscitutad 
smino, (un] substituted afflinoalkyl, etc.] and txaasdarmal absorption 




cx> 



The prepns. concain uronacie amldines I [Bl > H, lower alkaocyl > Ra ■ R, low 
alkyl, lower alkcocyl, oarboocyl* alkax7caxi>caiyl < carbcocyalkyl , 
alkoxyc&rfooiylalkyl I S3 ■ B> earboxyl/ alkoxycarbany 1 , carboxyalkyl, 
alkoxycaxbonylalkyl, carboxyalkoxyl , alkoKycarbcoiylalkcocyl > B4 ■ E< halo> 
tmino, cyano, OH, lower alkyl, lower alkoxyl; n - 0-4< A > 

(ua) sobs citu ted CI -4 alkylene, etc.j )C ■ Miiigle bond, O, S, C0< Y ■ 
(un) subs tita ted (im) aatorated S- to S-ueaibered (hetexo) cyclic group, 
(un) mbatituted aaino. (Tm)mb«cicac«d amiaoalkyl, fused beneens ring, 
ece.l, cli«ir SQlvaCMr or Mlt aolvatssr vaeful for anciooagulanta 

and antichroobocica. The a»cnnt of OS) -3-(4- [[OS) -l-acecimideyl-a- 
pyrrolidinyDaxylphesYl] -3-(7-aiaidino-3-iiBphthyl)prapionio acid 
hydrochloride (II) permeated froa a solutlcxi ccataining 1 lag II/uL through 

•kin within 34 h by iontcphoreaiM at a c.d. of 0.5 mA/cna «a.» 773.77 
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-|-llH-C-j> 



Me— CH— CH3~ CHi 
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AB A series of solf a-analoga of h ydruxya rea, derived frcu N-hydroj^sulfamida 
(EaNSOaNBOH) , wen synthaaiaed atarting from chlorosulfonyl iaoeyanate and 
0-subscituced hydroxyl amines. Their antiproliferative, antiviral (in 
synergy with ddl), and ant i fimgal activities have Ixien avalvMCad. For 
exanple, the cell cytotoxicity, antiviral and antifungal activities of 
H2NSO2NH0H and t-BuOaciIHS03NEOH-NEC3 were lasasured. 
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it 
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t-BuO— C—NH- S-NH- OBu- 1 
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BL: SPN (Synthatic praparatiea) } PBEP (Preparatieo) 

(praparaticn, call cytotoxicity, antifui^al and antiviral activitiaa of 
N-hydraxyaalf amides) 
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Carbamlo acid, (aainomlfcoayl) l,l-dl«atlgrl«cb7l *«tar (9CI) (CA INDEV. 
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MABPAT 134tS69S9 




B« (CB4H5)nBl 




Amino acid derive. I [A - - (CO-Salkyl-B-CO-fialkyl) -, ca-10 -alkcnyl or 
-alkynyl, ahara alkyl nay be subatituted and B > a ingle bosid, 
C3-8-cyeloalkyl, O, SOS, (nn) anbatitutad inino or ininomlfonyl, S, or 
S03» Bl •• C03B, 1103. tatrazolyl, hydroT^iaoocazolyl , (un) subatituted 
aulfonyllminocarbonyl, P03E2> K3 - (vm) aubetituted Ph or heterocyclylt 
fi4-B« . H. (un) subatituted alkyl, cycloalkyl, alkenyl, alkynyl, Ph, 
heterocyclyl, etc.* B7 - H, (un) eubetituted al)cyl, OH, halo) B8 « H, 
(un) subatituted cycloalkyl, Ph, naphthyl, biphenylyl, hatarocyclyl; n • 
l-4i ir - (CB3)x, Y - (CH3)y, tdiara x or y ia an integer froK 0-3 with the 
proviaion the son of x and y ■ 3} were prejiarad as nodalacera of etharnokina 
receptor activity. Syntheses of products and inteznadiates are dasoribed. 
Conqpoond II la an exan^le of >100 conpds. claiiaad. 
29584-56-8 

BLi BCT (Beactant) i BACT (Seactant or reagent) 

(preparation of amino acid N-cyelopentyl modulators of cheooklne receptor 

activity) 
39404-S4-0 CAFLDS 

Ethanaminium, g,y-dietliyl-H- [[tmathoxyoarfaopyll amino] enlfonyll -, inner 
salt (9CI) (CA IBDBir HUffil 



if J 
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ALL CITATIONS AVAILABLE IH THE RE FUMAT 



CAPLUS COFTRICmT 3005 ACS on S1V 
3000:095553 CAPUTS 
134:170003 

Synthesia of Cyclqpeptida Alltaloida by 

CyclooligcDerlBatloi of Dlpeptidyl Oxazolinaa 

Vlpf, P.; Miller, C. P. i Ozanc, C. M. 

Department of Chemistry, Uhlvaralty of Pittsburgh, 

Pittabur^, PA. 153S0, USA 

Tetrahedron (3000). 54(46), 9143-9150 

CODEBTi TBTXABi ISSNt 0040-4030 

Bleevier Seianoe Led. 

Jouxnal 



OTEBt SOUBCB(S) ' 



Mes,,^ne 
y KH W 

"•*^rV- 

mI Me 



Cyclodahydration of Cbz-Val-lTaa-CMe (ICaa - L*Thr, L-allo-Thr, D-Thr) with 
Burgeaa reagent provides access to oia- and trana-oKazoliiie ae^nenta for 
eyclooligooerlBation react iona. The ratio of 13-, 18-, 34-, and 
larger-ring maorooyoles cbtained in this proceaa is kinetieally ocntvolled 
and dependant on the relative stereoehan. of the baekbone tt-eaxboos. 
A network of bifurcated hydrogen bonds rigidlf ies the peptid^l oxasolina 
strand and peaitioas the valine aide chaina in either paaudoaxial or 
paeudoaquatorlal orientations. In the former case, tranaannular atrain 
prevents the formation of la-mambered cyclcpeptide alkaloids. Sareral 
x-ray structurea illustrate the conformational preferaneaa in thia family 
of marina natural prodnct analcga I (n ■ 0-3) . 
296B4-5S-a 

BL: BCT (Baaetant) » BACT (Beactant or reagent) 

(preparation of oxasolines via cyolodehydration of valylthreeraina esters 

with Burgess reagent) 
39 604-56-8 CAPLUS 

Ethanaminium, l>,M-diathyl-ll- [ [ (ttethoxycarbcnyl)aainol snlfoaqrU ixmer 
salt (9CI) (CA INDElf HBME) 
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-C-H — jpH*Et3 
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Bamadies for periodontal disoaeee 
Matsushita, Kenjii Imamura, Takahisai Maruyama, 
Tooikawa, MUnahiro 
Daiielii Pharmaceutical Co., Ltd., 
PCT Int. Appl., 44 pp. 
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JP 19»9>1517ai 




A 19»0531 




Preventivtt And/or cher«9«utic draga for {MriodcxitAl dlMMes contAining «• ths 
active Ingredient ocnpda. of general foznile (I) or aalte tliereof and 
being eapeblc of preventing end/or treating effeotively varioue 
periodontal diaeaeee eueh aa perledonticie. irtiereln Bl ie hydrogen or the 
likei B3 ie hydrogen, lower alkyl, or the likei B3 ie hydrogen, cozbaocyl, 
or the like; B4 ie hydrogen, halogcsio, or the liket n ie a nvimber. of 0 to 4j 
A ia CI -04 alkylene idiich ■aay be aubatituted «ich cne or c*o oieabera 
selected froa eaeng hydroKyalkyl , caxboacyl, and alkoxycAit>ooyl , or the 
like, X ia A aingle bond, oxygen, or the like* and. Y ie on optionally 
•obetituted. aacurated or uaaatd. , five- or aix-nanbered heterocyclic groop or 
the like. 
201933-39*3 

BL: BAC (Biological activity or effector, except adveree)) BSU (Biological 
atudy, unclaasif led) } IHU (Therapeutic U8e)j BIOL (BiologicAl atudy) > USES 
(Ueea) 

(renediea for periodontal diaeaeee from Porphyroduxias infect icaa) 
301«33'39-3 CAPLDS 

CaiiiB&la oeid, [ [[ [7-(eninelminanathyl) •3-napbt^lenylluethyl] (4-[{l-(l- 
ininoethyl)-4-piperidinylleB(.y]pbenyl]a»lno]aul£aKyl] -, ethyl eeter (9CI) 
CCA IBDEX NAME) 
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"S-MH-C-OEt f'"^^ 
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CAPLDTS COPYBICStr 300S ACS «n STB 
3000:035075 CAPUTS 
1341147033 

Blng-Cloaing Mecacheals Stretegiea to Cyollc SalfaxaldB 
Pept idottlnet 1 es 

Dougherty, Joseph M. > Pn±>at, DoDald A. i Bobinson. 
Kaodall B.I Moore, Joel D. i Klein, Thooaa A. i 
Snelgrcnre, XelleyA. i Sanstn, Paul B. 
Departaent of Cheaiatry, Qbiveraity of Xonaaa. 
i, Ct045-350C. USA 
(3000). 54(50), 97B1-9790 
SSH: 0040-4030 
Blaevier Science Ltd. 
Journal 
Diglleh 

134il47033 



V V V 

CH3 CB3 

CB CH 
11 U 
CH2 CHa 



II 



CH3 O^^^O HC— CH3 
EtO- CO ^^"^ ""^ ( 



Bing-cloaing OLetachsaia (SCM) atrategiea toward the eynthsBia of a number of 
oonatralned sulfomidea are diacuaaed. Thia approach e^loita the inherent 
eheaical of sulfomidea and aulfonyl caxbomates to' generate both ayu. and 
unaym. oyollo aulfamidea. Two strategies are revealed, one centers on ths 
KCH raootion of allylatad snlfoBidsa <Ii B - CS3, CE(CH3)3, CB3CH(CE3)3, 
CH3Ph, Bl > MeOC(0}, B3 • Bf B > CBS, Bl > Ph, B3 - E) to generate ths 
C3-aym. cyclic aulfauidBa (IIi B, Bl, B3 as given) in hi^ yields. A 
second BCM atrategy utlllKea known aulfonyl oaxbeaate (Illt B - CH(CH3)3, 
CEtaPh) to prepare unaym. cyclic aulfeaidea (IV) end (V) in two four-atep 
sequences. Overall, the routea deacribed are tfiplieoble to the aynthesia 
of a variety of ccnatralned dipeptidyl sulfauides representing novel 
peptidoBi&etio aeaffolda. 



IT 139099-69-IP 139059-71-5F 323I78-29-6P 

BL: fiCT (Reactant) > SPW (Synthetic preparation) i PBEP (Preparaticn) i RACT 
(Reactant or reagent) 

(preparation of cyclic aulfanide peptidcnimetioa via ring-cloaing netatheaia 
raacticma of aulfamidea and aulfonyl carbanatea) 
BV 139059-fi9-l CAPUTS 

CV 7-QKa-4"thia-3,S»dia7anananoie acid, O,0-diniethyl-$-eKO-3- (pbanylnsthyl) 
natdiyl eater. 4,4-diaxide, (3S)- (9CI) (CA INDEX NAME) 

Absolute stersocheniatry. 



BV 139059-71-5 CAPUTS 

CM 7 -QKa.4 - thia- 3 , 5 -diaHmonanoic acid, 8, 0 -dimethyl- 3- (l-metfaylechyl)-C-i 
, vsthyl ester, 4.4-dicDcide, (3S) - (9CI) (CA IKDEV NAME) 

Absolute stereocheal atry . BotaCion (■•>) . 



BV 333170-39-4 CAPUTS 

CV 1,3. 7>Ihladiazepine-a(3H) -acetic acid. 7- ( (1 , 1 'dinstlqrlathaKy) oaitMnyl] - 
<,7-difaydro- o- (phenylnathyl) methyl aster, l.l-dloKldo, 
(«S)- (9CI) <CA INDEX NAME) 

Absoluts sterso^MMietry. Botaticn (-). 
t-BuO, 
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300Oi7«53Ql CAPUTS 
133:340333 

Oral ccnpoaltioia ccoitaining ien cosplaxes of 

faydrqphillo active agenta 

Kiku<^l, Hiroshi* Sakuna, Shinjli Seeakl, Eltoshii 

Yaaaahita, Shinji 

Daiichi Seiyaku Co., Ltd., J^«n 

J^. Kokai Tcdclcyo Xoiho, 13 pp. 

CODEN: JKXXAP 

Patent 

Japans ee 



KIND DATE 



JP 3000303471 
raiOBITY APPLV. INFO. : 
OTHES SOURCE(S] : 



APPLICATION NO. 



JP 1999-119541 
JP 1999-119541 



19990437 
19990437 



MARPAT 133:340232 



AB The invention relataa to an oral ccDpoaition cmtainlng a hydrophilio active 
agent, 

' lAierein the oooyoaition further contain a omnpound which ia capable of fonaing 

ion coeplex with the active agent, and a solvent therefor, thereby 
inprcving inteatinal uptake of the hydr^bilio active agent. An icn 
coBfilex waa prepared from aodium 1 -octaneaul f onate and (3S) -S- [4 - ( ( (3S) -1- 
acetoinidoyl -3 -pyrroUdinyDoKy] phenyl] -3- {7-anidinD-3-n4^thyl) propionic 
acid-HCl'5H30. and combined with a aolvent mixture containing 
mono-, di-, and tri-lauroyl glycerldea, polyethylene glycol mono- and 
di-laurayl sscera. polysthylens glyeol, and diathylene glycol ncnoetl^l 
•thar CO obtain an oily oaq>eaitian having i«prov«d bioavailability. 
IT 201933'-39-3C, eoaplaxea with salfaaatas or fatty aoida or 
eazbcKylatea or alkylsnlfatsa 

BL; THIT (Therapeutic use) i BIOL (Biological study) i USES (Uses) 

(oral eco^a. eentaining ion oooplexea of h y dr op hilio active egente and 
aolvent a) 
BV 301933-39-3 CAPUTS 

CV Cad»ie acid, [ ( [ E7-(aBinoluinoBSthyl} -3-naphchalenyl]mathyin4- [ [I'd- 
imiuoethyl) -4-piperidiayl] oetylFhsnyllaniBejBttlfonyl] sthyl eater (9CX} 
(CA IHDBX HAMB) 
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3000:490107 CAPUTS 
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Begioeeleotive annulation of 1 , S -diketcnes : access to 
functl ana Used Bageaann'a eatera 

Gaaaaaa, Abdcxilaysi D'Angelo. Jeoni Cave, Chriatiant 
Mahuteen, Jaoqoslinei Bi^e, Claude 
tbite da Chimie Organiqae Assoelee au CUBS, Centre 
d'Ecudss ntazvaeeatlqiiea, Vbiveraits Paris Sod, 
Chatenay-Malabry, 93394, Pr. 



Bmpaon Jounial of Organio dmiatzy (2000), (IB)* 



31C5-31C9 
CODSB: EJOCFKt IS! 
Wilay-VCH Verlag < 
Journal 



1434«193X 

PXBU SEES : 

DocoHEarr type: 

LAHCOAGSi 

OlHEa SaaSCB(S) : CftSREftCr 13«:4«e 

AB Th* •sr&cbBBiv of « fmeticnuilind Bag«wim<a estor wa« iirvvaeisaced. Hw 
c oB ia c n atarting v&Cerial In thaaa approadiea was an cnaaino eatar, lAidi 
«&• prepared throagh tha eendanaatioai of 3 -natltyl ♦3>aKohaxanadioio aoid 
di-Ne eater with (S) -1 ^pihenylechylcoiilne. The Klchael additicn reaobicn of 
tha reaulting product with Me vinyl keCooe gave the expected adduce having 
(S}~oanf ignracion with an ae ^ 9S». Howaver, all accaapCa ac 
ansnlacien of th* latear ianrariably affordad as unwanted cyolobaxeiieaA 
darivmcivo ISia addieien of an ammlno eater to Btksarav'a raaganc fnxnlalkad i 
addact having (S) -eonf igoration with an ee ^ 95ft. Hie Triton 
B- induced anxmlatian of the xmexpectedly gave an aldol. Depending on the 
reaction ccnditimo, umulatiflu of Chia aldol afforded either a bicyclic 
lactcne or cyclobexenone derive. An efficient way of reversing the aenae 
of the regioc^ea. of the previoua annulatien waa found, baaed on the uae 
of (a-0BCO-3-baceiqrl)Choaiiuaiie acid di-Et eater aa a Hiebael acceptor. 
Thua, Uiw eondenaaticai of an an mamino eatar with O-oko-S- 
bucenyDphoaphonie acid di-Et eater gave an adduet. having 
(S) -oonf iguration with an ee & 95%, and cyclization of the latter 
under Eomer-Wadavorth-Dmacna candiciona gave the de aired Hagemann'a oatar 
having (5) -ccnf iguration. The atructural aaaigumenta for the latter vara 
aaoercained by chenical correlation with a known hydrindenediona . 

IT 29SS4-56-8 

:BL: SCT (Seactant) i RACT (Saastant or raagcnt) 

(preparation of functional lead Eagenann's astara by ragioaalaotiva 
annul at ion of diketonea) 

BH 29fi84-S6-B C&PLUS 

CH Ethanaoiniun, N,N-dietlqrl-N- [{ tBSthaxyoazbanyDaninoIanlfasiyl] -, inner 
aalt (9CI) (CA INDEX NAHE) 
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Mild and efficient dehydration of oxives to nitrilea 
nediated by the Burgess reagent 
Miller, Chris P.; Kaufnan, David H. 

Chemical Sciences, Wyeth-Ayerst KeaeardL* Savior, PA, 
19007, USA 

Synlett (3000), (8), 1169-1171 
CODEH: STNIBSr ISSH: 093C-5214 
Georg Thlane Verlag 

Jounial 
Ebgliah 

CASKEftCT 133:296023 
aranatic aldoximea \indergo dehydration to the corresponding 
ent yields by aivply heating the oxlmea in TBF with 1.5 
reagent (Me N- ( triethyloBmianiim-aul f onyl ) eazbonatc, } . 
woiica well uaing the PEC»-siq:ported Burgaaa reagent and 



thna haw ecnsidarabla potential for eha pamllal aynthaai* of cyano-oantalning 

ooopcond libraries. 

29684-56-8 

BL: Binr (Othar uae, nnclaaaif ied) > USES (Uses) 

(nild and efficient dehydration of oxinea to nitriles oediatad by 

Bnrgaaa reagent with/withoat PEO sapport) 
a9ce4-5«-e caputs 

Ethanaainiun., N, H-diethyl -V- [ [ (ustbaoqroaxbanyDanino) snlfonyl} >, inner 
salt (9CI) (CA xmex HAMS) 
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Medicinal cocpositiona with iioproved oral abaorpCion 

Hatanobe, Shunsiike) Sako, Kazuhiro) Takemura, Shigeoj 

Koado, Hircna; Sawada, Toycliirai Yoahihara, Keiichii 

YoiOiiolca. Tatsimobaj Xatsuma, Hasataka 

Yaaanouehi Phaznaoantloal Co., Ltd., Japan 

PCT Int. .^1.. 47 pp. 

CODBlfi PIlfRDS 

Patent 

Japanese 
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Al 30000737 WO 3000-JP351 20000120 
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KZ, MD, HU, TJ, TM 
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JP 1999-13920 A 19990133 

JP 1999-13925 A 19990123 

The invention relatea to medicinal ccmpna. with iv^roved abaozption via 
digeative uoicosae wherein a drug (in particular, a basic drug e.g. 
3- (4- [ (1 -Acotimidoyl -3 -pyrrol idinyl) cstyl phenyl] -3- {7-amidino-3- 
naj^ithyPpropicnic acid) which is hardly absorbed via digestive Toucosaa, 
■hen orally administered, is blended with a substance having an effect of 
inhibiting the faroatiotl of a hardly absorbable conplex foxmed by the drug 
With bile acid or an effaot of diasociating the conplex; and a method for 
improving the digestive abaozption of a drug. Also claimed are 
spray- dried medicinal coopna. containing an aminoalkyl methacrylate ccrpolymer 
E and being bandied conveniently, irittich are prepared by dissolving the above 
polymer and a aurfactant in a solvent followed by spray-drying and a 
process for producing theae eoBpna. A powder waa prepared by dissolving lOg 
eudragit E 100 in 190 g ethanol, mixed with 3 g N- [4-[(l-Aceti1nid0yl-4- 
piperidyl)cocy]phenyll -N- [(7-aaidino-a-niq!hthyl}9sthyI] sulfarnqylaoatic acid 



nonoaethanesttlfonate diaaolved in lOOg IN YSCl, nixed with 50g NaOH and 

then 3g Tween 80 and finally apray-dxying. 

201933-39-3 

RL: BAC (Biological activity or effector, except adverse)} BSU (Biological 
study, unclassified); THV (Tharapentie uae) > BIOL (Biological atuc^) ; USES 
(Uaes) 

(medicinal ctxfaxa. with inprovwd oral abaoxptian] 

201933-39-3 CAPUTS 

Caxbanio acid, ( (( {7-(aDinoimlnoaathyl) -3-niqihthalanyl]n«thyl] [4-( [1-(1- 
ininoaehyl) -4-piparidiiqrl)oKy]pb8ayl]anino]anlfanyl) -, ethyl aatar (9CI) 
(OA IKDSir KUIB) 
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133:337363 

Burgess reagent ( [wtibLOoq^azixniylsQl f aaoyl ) triatlgrinnn 
onium hydroKida, inner aalt) : dehydratioaia and more 
Lanberth, Clemena 

Research Department, Kovartis Crop Protection AG, 
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(unl substituted alkyli R1R3 - atoms to oooplsta a ringt R4 > H. 
(un)sabBtituted alkyl, 1 -methyl -4 -piperidiny^l, eto.f R5 > H, alkanoyl, 
alkoxycaztyanyl . alley 1 (amino) sulfonyl , etc.; R7 ■ H, alko^^caxbonyl (oxy) , 
OH, N03} Z - ben2ofuran-3,x-diyl ) m > 0-3i n « l-3( x > 4-7} were prepared 
Thus, R402CCH(NHC02CHaPh)CH3ZCH2CH2CC» (2 - benzofuran-2,5-diyl) (H, R - 
CHe, Rl ■ CMe3) was amidated by 1, 4, S, 6-tetrahydro-3-pyrimidinaaine and 
the product saponified to give II (R ■ l,4,S,6-tetraliydro-3-pyrimidinylanino, 
R4 - H) . Data for biol. activity of I wars given. 
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Tlie title con^^ds. (I, alternatively represented by tautotner lit Q - H, OH, 
He, Eti Y - F, CI, Br, It Z - H, CR6} Rl - (un) substituted Ph., naphthyl, 
trqpcne, eto R3 - alkyl, alkenyl, alkynyl, eto.i R3 » H, 7, CI, etc: > R4 
« H, F, CI, eto. I B5 > H, alkyl, F, eto. i R6 - H, F, CI, etc.) which are 
potent inhibitors of tlie olasa of enzynas known aa oyclin dependant 
kinases (no date), which relate to the catalytic siibanlts eyelin dependent 
kinase 1-8 and chair regulatory subonits kxiosn as cyclins A-H, K, N, and 
T, and are useful in treating cancer or other proliferative diseasea, were 
prepared Thus, reacting 5-anxino-3-methylthio-l- (3,4, 6- 
trichlorephenyl)pyrazole-4-carboxamids with 3-u»chaxyphei:ylacetyl chloride 
in the presence of HaOEt in EtCE afforded 93t I (0 - Bt Y - Cli Rl « 
3-Mb0C«H4i R3 - MsSi B3, B4 - H| RS - Cli Z - CCl] . 
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AB A practical access to a series of S -taainbered cyclosal f OBiides , 

ns-cere-bacoxyeazbcayl-aubacitated 1,3,5-thiadiazolidina 1,1 -dioxides, is 
reported. These ccra p d a . are syndxeaieed starting fron OCHSOaCl and 
nitrogen taustaxds or aaino acids. The darivatisacioa of aiaino acids can 
lead CO an alkyi grot^ on C(4) with a well-defined emfigozatianf in tMs 
ease the N5 positlm vas protected by a benzyl groop. 
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(praporacicn of chiadiaSQlidina diaxida* fron waiao acida «ad 

RH 3S3719-7a-e CAPUTS 

CS C&xtMcaic aeld« ( [ [ (IS) •a-ehlcno-l-mcliyletfarll o&ino] aalfouyll • , 
l,l-diiaeth7lechyl eatar (9CI1 (CA XHDBC XOME) 

Abaoluce ■ccreochealatzy. 



ehlortml faafX 



BH aC 3719 -73-9 CAPIAS 

CH CaztMBic acid« ( ([ (IS) •l-(ehloroa*idiirl) -S-MChyllMCrll ladno] ■alfonyl] > 
l,l-diMChyl«chyl «ac«r (9CI) (CA INDEir NAME) 

Abaolute atereodmiscry. 



CH2C1 



XV 
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AOCESSICV BtMBSB) 

Docmarr kdmbes: 

TITLE: 

iHVEimnKs) 1 

PATEST ASSI(aiEB(S) : 



3000:CB4«a CAPUIS 
1331113119 

PhAHDAcautical coopositicns ccmcaiaing ca-3 

anCA^oailaca 

QhAztAk, DAabyont 

SteitUtlina BeeeHum Corporacion, VSA 
PCT Inc. .I^l.. 13 pp. 

ooomt pinoa 

Patent 



KIBD SATE 



no aooooo4oo3 



APPUCATIOV so. 



30000137 WO 1999*US1SB65 



PBIOaiTY APPUf. IBFO. : 



CA, JP, VS 

AT, BE, CH, or, DE, DK, BS. FI, FS, 
PT, SB 



IE, IT, UJ. MC, NL, 



US 1990-93B19P P 199B0714 

US 199B-93B30P P 199B0714 

A CCB<3 rmemptar ■ncagcaiac and nachods for ita use ara provided. A aolucion 
of 0.50 g of (S) -H(l-(3-I^draKy«cbyI carbamoyl) -3- (4 -nicxr^enyllaUiyl ) -1- 
napbchamida (prsparatlcn given) waa added to a aoluciom of 0.33 9 
uethoocy-caxtxxiylaulf aiacylcriethylaiisacui\ia hydroxide and heated to 
70* for I h. Hie oixture waa oooled, the aolveat reooved* water waa 
added to the reaidoa, and the pB was adjusted to 5-6 and atirred to obtain 
a yellow precipitate The precipitate was filtered and purified to obtain 
(S) -mi- (4,5-dihydgo-ctKaaole-aYll-a-(4-nitggphenyl)etliyl)-l-Tiaraithan>ida 
(I). The XCSO of I was O.SC MM. A tablet oontained I 40, com starch 
30, alginic acid 30, aodiua alginate 30, and nagnesiua stearate 1.3 g. 
29684-56-8 

BL: SCT (Seactant) 1 KACT (Beactanc or reagent) 

(phamaceutical coiqxis. eentaining OCB-3 receptor antagonists) 
39SB4*SS-B CAPLOS 

BthanaBlniim, N, B-diatliyl S- ( [ (Bsthoxyoarbcnyl ) KBino] sul f esiyl] - , inner 
salt (9CI) (CA IBDEir NUfE) 



if J 



BH 363719-74-0 CAPUIS 

CH Cazbamie acid, [ (((IS) -l-(ehlozoBethyl} -S-pbenylethyl) 
1,1-diTdethyl ethyl ester (9CI) (CA INDEV HAME] 

Absolute •cereodheBisery. 
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ACCESSICN KOIBEB: 
DCCWEHT HtMBS: 
TITLE: 

INVJEanQ8(S) ; 
PATOIT ASSiaNZB(S) : 
SOCTCB: 

SOCWEST TYPE: 
LAHOtUUa: 

FAMILY ACC. HW. COUNT t 
PATBIT INFOSMATION! 

PATEIR NO. 

US C 01 7890 
US C15<73a 
PBICBITY APPLff. INFO. : 

OTHBt SCI]BCB(S} : 



2000: $7486 CAPLUS 
133:106304 

Preparation of azole peptldcwinatics as throiA>in 

receptor antagoniats 

Eoekstra, Hillia»i Rulshiser. Becky L. 

Ortho-McNeil Phamaceutical , Inc., USA 

U.S. , 10 pp. 

CQDEN: V5XXAM 

Patent 

Biglleh 



APPUCATIOH NO. 

US 1999-345739 
US 1999-3B7489 
US 199e-75171P 
US 1999-345739 



30000135 
30001305 



133:108304 



1999030B 
19990901 
P 199B0314 
A3 19990308 




Azole derive. I [Al ia an amino acid reaidue Sar, Oly, Eia, Eia(CB3Ph), 
lie. Ser, Thr, P-Ala, Ala, C3-C6-acyl, Cl-CS-alkyli A3 ia an al)cyl 
aaino acid residue cyclohexylalanina. Leu, lie, Asp and Olu or an 
aminoalkyl amino acid raaidae Lya, Hie, Om, honoArg and Argi A3 is an 
aminoalkyl amino acid residue I^a, His, Om, Arg, hoooArg; A4 is an 
arylal)cyl reaidue Kie, Tyr or aralkylaminoj X - S, 0, 1184 » Bl, B3, B4 - H, 
al)cyl» B3 - {un)aui)etituted aryl, heteroaryl or araDcyl] were prepared for 
treating platelet -mediated thrcobotie diaordera. Thua, cocpound 
3- [1 (S) -aarcoaineamido-a-(4-fluoroFbenyl)ethyl]axazole-4 -carbo^- 
cyolohexylalanyl-arginino benaylamide waa prepared via atandard aolution-phaw 
peptide coupling, Burgeaa Reagent -mediated cyclieation, saponi f icaticn and 
deprotectlon and showed IC50 « a . 0 MM for binding of the thrombin 
receptor, IC50 - 35 MM against platelet aggregation stimulated by 
Chrcobin and IC50 - 10 MM againat platelet aggregation stimulated 
SPUBN-NBa (SBO. ID. NOil) (TBAP) . 
29Se4-SC-8 

BL: BCT (Beaetant) ; BACT (Beaocant or reagent) 

(preparation of azole peptidoninetios as throoibin receptor antagaoiscs) 

396e4-5«-8 CAPLUS 

Ethonominiua. N,N-diethyl-H- {| (nethoxycaxbcnyDaBinolsulfoDyl) inner 
salt (9CI) (CA INDEX HAMS) 



If J 



L9 ANSWER 135 OF 316 
ACCESSIOIf NtMBER: 
DOCtMIZIT NUKBES: 
TITLE: 



PUBUSHS: 
OOCIMBTT TYPE 
LANQUAaSi 



RECOaS. ALL CITATIONS AVAILABLE IN THE BE FORMAT 

CAPUTS COPYBIOOT 3005 ACS on STN 
3000:33069 CAPLUS 
133:273831 

Prediction of IC50 Valuea for ACAT Inhibitors fron 
Molecular Structure 
Patan]car, S. J. t Jura, P. C. 
Department of Chemistry, Peon State TBilverslcy, 
Ibiversity Par)c, PA, 1CB03, USA 

Journal of Chsmloal Infoxnation and Ooqniter Sciences 
(3000), 40(3), 706-733 
CODEN: JCXSDSf XSSHi 0095-3338 
American Chemical Society 
Journal 
Biglish 

A quant, struoeare -activity study is perfozmed on several series of 
ooB^pds. derived frcm N-chlorosnlfonyl isocyanate to develop models that 
relate their atrueturea to ICSO activity for inhibition of 
acyl -CoA:chole8terol 0-acyltranaferaae (ACAT). Nlxmerical descripcora are 
used to encode topol . « electronic, and geometric informaticn from the mol. 
structures of the inhibitors. A data set of 157 ccoipds. showing 
triglyoerids- and cholesterol -lowering activity is used to develop 
successful linear regressicn models and nosUinear eoaputatlcnal neural 
network nodela. The models are validated using an external prediotion 
set. 

92049-97-3 92049-98-4 92049-99-5 
142790-24-7 142790-25-8 142790-28-1 
142790-29-2 142790-30-5 142790-31-6 
142790-32-7 142790-33-8 142790-34-9 
142790-36-1 142790-37-2 142790-38-3 
142790-39-4 142790-40-7 142790-41-0 
142790-42-9 142790-43-0 142790-44-1 
142790-45-2 142790-46-3 142790-48-5 
142790-49-6 142790-50-9 142790-51-0 
142790-S3-2 142790-54-3 142790-55-4 
142790-S6-S 142790-S7-6 142790-58-7 
142790-59-8 142790-^60-1 142790-61-2 
142790-67-8 260794-14-7 260794-16-9 

BL: BAC (Biological activity or effector, except adirerse) ; BSU (Biological 
study, unclassified} I THU (Therapeutic use) 1 BIOL (Biological atvuiy) t USES 
(Uses) 

(predicticn of IC50 values for ACAT inhibitors from mol . structure) 
93049-97-3 CAPLUS 

Caxbsmlo sold, [(phsnylaminD)sulfcBqrl] 3,C>bis(l-methylathyl)pheiiyl 
ester (9CI) (CA INDS SJMB) 



O C~"BH~S~'HI 



RN 93049-98-4 CAPLUS 

ON Cartisttio acid« ( (phanylanine) sul f ooyll - 
ester (9CI) (CA in>Bir NAHB) 



2. C -bis (1 , 1 -dimathylechyl IpAieny 1 



TBBtS ABE i CITB) BEFEBENCES AVAILABLB FCK THIS 



9 I? 



C-HH-S-MHPh 



93049-99-S CAPLU5 

C«LxtMoiio acid« [ (phei^laaiiio] val fonyl] 3,6-bia(l,l-diBathrl«tli7l)>4- 
MthylFhenyl eat«r (SCI) (Cft INDEX lOMB) 



I? ff 



143790-a9-3 CAFLDS 

CaxtMmic acid, ( {[3, S-blBd-tMthrleLhrDpheDyDatiiino] aulfonyl) - 
a,«-bia(l,l-dii9et:hrl«tliyl)pbca7l eater (SCI) (CA XBDSy HAKE) 




1437»-a«-7 CAPUTS 

C*xbMttio Aoid, ( ([3,C-biB(l'Beth7letlqrl)Etoyl)«ai»o]mlfcaqrll ^tisyl 
eater (9CI} (CA IZDBC KIKE) 




143790-30-5 CAPIXJS 

Cubonie aoid, [ [(3,a-dipiionylaclqrl)aiaol aulfenyl] - 
dimthyletliyDpbnyl eater (9CI} (CA IBDBX HUlS) 



3,C-ble(l.l- 



f iT 

r 




BN 143790-35-8 CAPUTS 

CN CaitMmic «cid< [ ( [3, 6-bia(l.xaecliylecl]yl)i:hetiyl}amiiio]sulfaDyll dodscyl 
eater (9CI) (CA IKDEY NAME) 



? if 

Ms- (CH3)il-0r-e-llH- 



HN 143790-30-1 CAPLUS 

CU C&zbenic acid, { { ( diphe&ylne thyl ) amino] aul f anyl] - , 3,S-bia(l,l- 
dinacbyl ethyl) phenyl eater (901) (CA ZmsEX lOME) 



O C-HH-S-MR-CBa-CHPha 



SH 143790-31-6 CAPUTS 

Cir Cazbenle acid, t (bia{phenylnetlqrl)«miao] aalfonyl] - , 3,C-bia{l,l- 
diiaethyl ethyl }pbenyl ester (9CI) (CA IHDBX HUIB) 



p C — HH~S~liI~CHa~Ph 

u 



KH 143790-33-7 CAPUTS 

Cir Ceibeaie aoid. ((dlpihenyleml]io)aulfoiiiyl] 3, C-biad-vetliylochyl} phenyl 
eater (9CI} (CA IUDBT KIME) 



S f 

r 



RH 143790-33-8 CAPUTS 

CH Caxbaaio eeld, [ (dibotylmino) aulfonyll 3, C-bled-MChylethyDllmyl 
eater (9CI} (CA INDBT BXMB) 



II 

0 C-NH- 



r 



SH 143790-34-9 CAPUTS 

CH CazbeBie acid. [ (biB(phei7lnethyl)aaino] solfcnyl] -, 3,6-bia(l- 
nethylethyUfbenyl eater (9CI) (CA ISDEir NAME) 



p — c-NB-s-ir-cHa-Ph 



RV 143790 -3t-l CAPUTS 

CK Caxbealo eeid, [ ((3,3-diFhenylecl7l)«nino} aulfonyl] 3, fi-biad- 
vechylethyDpheayl eater (9CI) (CA INDEX NAME) 



ptr-NH— jf-i 



N^CBa'CHPha 



KH 143790-37-3 CAPUTS 

CH CaziMBio aold, ( ({3,6 -biad-nethyletl^I ] phenyl )a»lao] aul fonyl] - 
3, fi-biad-Mthylethyl) phenyl eater (9CI) (CA INDmr NAME) 



KH 143790-30-3 CAPUTS 

CH CaztMulo «oid« ([{diphenylBethyl)Mdnolaulf<ayl]-, a.S-blad- 
vathylethyDphenyl eater (9CI) (CA INDEX lOMB) 



p — c-HB-s-: 
i-Pr^ JL ^Pr-1 'i 



I? ff 

C-HB- S-HH- CHPha 



XN 143790-39-4 CAPUTS 

CH Caxbamio acid, [ [(dlphenylmathyDamlno] aiafairirl] a.C-bled.l- 
diiMthylethyl) -4-netlgrlphenyl ester (9CI) (CA INDEX NAME) 



I? ff 

' ^O-C-KH-jj-MH-CHPha 



BH 143790-40-7 CAPUTS 

or Caitmic acid, ( [ [3, 6-bia(l-vethylethyl)iiienyl] amino] aalfonyl) 

a,C-biad,l-diwthylethyl}-4^tIgrlFhanyl ester (9CI) (CA INDEX HSME) 



'6r- 



BH 143790-41-8 CAPUTS 

CH CaxtMBie aeid, ( ((3, S-diphenyletfayDaaiiusl salfcnyl] 3, (-blad, 1- 
dlvathylethyl) -4-nettaylphenyl ester (9CI) (CA INDEX NAME) 



"X s ff 

• ^Or-C-NH-J-MH-CHa-CHPha 



XX 



BN 143790-43-9 CAPUTS 

CN Caxbnio acid, I (dibatylaalno) sal f onyl 1 - , 3 , C -bl a ( 1 . 1 -dluethyl mthrl ) -4 - 
■ethyl Sfacnyl eater (9CI) (CA INDEX NAME) 




ff ff 

-C-HH-J-H{Btt-n)a 



BN 143790-43-0 CAPUTS 

CN Caxbaaie add, t (dip«Dtylaaino}aalfaDrll a,C-bia(l,l.dlmathylethyl) -4- 



nathylvhrnyl mmtw (SCI) (CA ISDBC HIMB) 




RK 143790-44-1 CJU>U7S 

CH Cubonic Acid, [(bia(l-iBat]7l«th7l)«Bino]sulfGoayll 3,C>bis(l,l> 
dlMthylttClirl)-4-aac^lpbc^l esMr (»CI) (Cft lUDBt HIMS) 




f r 

plI(Pr-i)3 



B» 142790-45-3 CAPUTS 

or CuiMaio atcid, ( (dlKexyl amino) sul fonyl )- , 3, S -bis<l, l-diMChyUtfayl) « 
OAthylphenyl ester (SCI) (CA IBSEX KftMB) 



t-Bii 



|-jr-(CH2)s- 
O (CHa)5-Me 



BH 142790-48-3 CAPUTS 

CK Caibaaie acid, C Oi«xylmlno) Balfenyl] -, 2, 6-bia(l, l-dlMthylathyl) -4- 
Bsthylphnyl astar (9CI) {CA IVDBX NAKB) 




I? it 

■jj-lIH-(CH2)s-Ma 



BK 143790-40-S CAPUTS 

CH 3-'niia-a,4,8-cria2anoa«iioie aeid. 4- [3-{divethylamiixo)propyl] -0-nethyl-, 
3,C.bla(l,l-dlmthylatlqrl}-4-vatl7lpb«)7l MCar, 3,3-diaacida (SCI) (CA 



if i 

O (CH2)3— IMea 



BH 143790-49-6 CAPUTS 

CH Cazbosftio acid, [(netliyloccylaKinojaalfciiyl] 3. 4-bia(l,l-diBethylachyl) -4- 
nathylphenyl aacar (SCI) (CA IBDBK HIKB} 




f i?r 

Or-cr-BH-jpH- (COj) 7~>l« 



KH 143790-50-9 CAPUTS 

CH Coxbaaie acid, ( [bia [ ( tatrabydro-a -f uraxiyl )iietfay 1] amino] aalf onyl ] - . 

3,4-bia(l,l-diiBathylatIiyl)-4'neU7lFihenyl aatar (9CI) (CA XHDBT BME) 



9 

o o J 



BH 143790>51'0 CAPUTS 

CH Caxbaaio aeid, ( (dioocylaKino) mlfaqrH -, 2. 6-bia(l, 1-dinetbylatbyl) •4- 
tDathylphanyl aacar (SCI) (CA IHOmr HIMB) 




H O (CH3)7-Ma 

Bu-c 

143790-53-3 CAPUTS 

Caxbomio aeid, [ P»ia{lHaachy la thyl) amino] aul fooyl] -, 2,<-bia(l- 
veehylatbyDilienyl •mtar (SCI) (CA IHDSIC HAMB) 



p C— HH-S-H{Pr- i ) a 



XH 142790-54-3 CAPUTS 

CH Cazbanic acid, [ ((l-methylacl^l) (phenylnacfayDaaino] •alfenyl] - 
2,6-bia(l-iBethylatbyl)pbeayl aacar (SCI) (CA ISBIBX HAMS) 



Cr^^HH" 



|-H-pr-i 

0 



BH 143790-55-4 CAPUTS 

CH Caxba&ie aeid, [ (haxylaaino) aalfonyl] 3, C-biad-nsthylathyDpliaiiyl aatar 
(9CI) (CA IHDBC HAMS) 



ff . I? 



p C-SH-S-NH- (CH3)5~ 



BH 142790 -8C-S CAPUTS 

CH Caxbanio aeid, { (dioetylauino) aolfoayl) 2,C-biB(l-mathylal:hyl)phanyl 
aacar (SCI) (CA IHDBT HAME) 



if 

■HB-s— jr-(CHa)7- 



BN 143790-57-6 CAPUTS 

CH Cazbamie acid, [ {cyeloluu^l (1 -uachylachyl) aai&o] aulf onyl] - 
a,(-bia(l-aechylacl7l)pluaiyl aacar (SCI) (CA IBDEX HAKB) 




Ctt 



HH-C-O 
1-Pr' 



BH 143790-50-7 CAPUTS 

CH Caxbamic acid, ( (ueU^yloctylaaino) aulfenyl] -, 2, 6-bia(l-vachylachyl) phenyl 
aacar (9CI) (CA IHDEK HAME) 



li 

p C-NH- 



n 

•^J-H- {CB3)7""Ma 



BH 143790-59-0 CAPUTS 

CH Cazt>amic acid, [ (diKexylamino) aalfoiyll 3, 6-bia(l>witl)ylaChyl}plia&yl 
aater (9CI) (CA IHDBf HAME) 



O C— HH— 



•jpjJ-{CH3)s- 
0 (CH3)S-M" 



XH 143790-60-1 CAPUTS 

CH Caxt>aaic acid, [ (dipe&tylaiidso}auUao7l] -, 3, « -bia (1 -vachylaCbyl) phenyl 
aatar (SCI) (CA IHDEir NAME) 



p C— NH- 

■■"tj"' 



S I? 

C— NH-^|J- (CHa) 4— Ma 
O (CHa) 4-Mb 



BH 142790-61-3 CAPUTS 

CH Cazbattie aeid, ( ((3,4,fi-trimatbaogrptMDyl)anino) attlfoDyll dodecyl aatar 
(SCI) (CA IHDOr HAMB) 



r if 

HeO OMe 



if if 

•j-HH-C-Cr-(CH2)ll- 



BH 143790-67-8 CAPUTS 

CH Cazfoa&ie acid. ( [(3, «-biB(l-vechyleclqrl)Fli«nyl]«nii»] aulfaqrU - 
(t,l':3*,l"-cax^cnyl)-2'-yl aacar (SCI) (CA ItDEV HAME) 



Pr-i " Ph 



BH 360794-14-7 CAPUTS 

CH Caxbamio acid, [ ({1 -nachyl -IH-banaimldasol -3-yl) aBino) aulfenyl] -, 
3, 6-bia(l-natliylatbyl)pliaiyl aatar (SCI) (CA IHDBX NAME) 



N i-Pr 



Xa 3001053755 
OS CU5951 
OS 3004103479 
PXjaiTT APPLH. ZB70. 



OlBBt SOORCXS} 1 
01 



A 30010635 
Bl 30031111 
Al 30040537 



MUPAT 13ai49«eC 



KR 3000-71404S 
US 3001-71960B 
TTS 3003-640696 
KS 1990-33313 
WO 1999-KK300 
US 3001*719600 



30001311 
30010716 
30030613 
A 19900613 
« 19990614 
A3 30010716 



360794-16-9 CAPUTS 

C&ib«mic acid, [ (daoylnonyla&lnojsulfasiyl] - 
wthylphcnyl eater (9CI) (CA WDSH NBMB) 



3 , < -bia < 1 , 1 -divachrlethy 1 ) -4 - 



y O-C-BH- 



•jj— |'-<Ca3)9-Me 
O (CH3)e-Ifa 
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LAHGUACE: 
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PATSSrr XHPOBNATXOHi 



THSE ASB 53 CITS) RVBtBRSS AVAILABIf FQK THIS 
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CAPUTS COPYBIGSr 2005 ACS oa Sm 
1999:011339 CAPUTS 
133:49086 

Preparatioai of benzofvrcui and be2izotlii<^ran 

d«rivac.iv«a with aiitie8txx>gejjic activity 

Jo, Jae Chaaj Llm, Byun Suk; Kin, Jomg Mini BLim, Ju 

Sat MorikAM, Kazomii Kanba, Yoahitalcei Kin« Myung 

B»ai tfiabinoeo, Maaahiro 

C ft C Baaaareb Laiboratoriaa, S. Soraa 

PCT Int. i^l., 457 pp. 

COSEH:' PIltia}3 

Patent 

Sigliali 



PATEHT HO. 

no 9965S93 

W: AL, AM, AT, 

DK, EB, ES. 

XE. jsa, XP, 

Mff, HIT, SO, 

TB, TT, OA, 

TJ, TM 

SV: G£, GK, KE, 

ES, FI, FR, 

CI, CM, GA, 

KB 3000001793 

CA 3334634 

AU 9941719 

AU 756589 

BP 1087959 

B: AT, BE, 

IE, FI 

JP -3003529373 

ND 3000006393 



KIND DATE 



. APPUCATIOtr NO. 



DATE 



Al 19991333 WO 1999-KS300 19990614 

ATJ, AZ, BA, BB, BO, BB, BY, CA, CH, CW, CU, CZ, DE, 

PI, G8, O), GS, OB, GH, HR, HI7, ID, IL, ICT, IS. JP, 

OL, XZ, I£, LK, lA, LS, LT, UJ. LV, HD, MS, MX, HH, 

HZ, PL, PT, RO, RU, SD, SE, SO, SI, SK, SL, TJ, IM, 

no, us. VZ, VN, YU, ZW, AM, AZ, BY, XO, KZ, HD, RV, 



LS, MW, SD, SL, SZ, Wi, ZW, AT, BB, CH, CY, 
Ga, CT, IE, IT, LU, MC, NL, PT, SE, BP, BJ, 
GS. CXi, ML, MR, NE, SH, TD, TO 
A 20000115 XR 1998-33213 

CA 1999-3334634 
AU 1999-41719 



AA 19991323 

Al 30000105 

B2 30030116 

Al 20010404 
CH, DE, DK, BS, 7SL. ( 

la 20030910 

A 30010313 



DB, DK, 



19980613 
19990614 
19990614 



BP 1999-935450 19990614 
OK, IT, LI, UJ, NL, SE, MC, PT. 



JP 2000-554718 
HO 3000-6293 



19990614 
30001311 



r3 

R« I 




AB Title coopda. (1) (whare y - O or S; Rl - H, OH, acyloxy, or alkootyj R3 • 
(un) substituted Ph, (un) substituted aaino, or a 5- or 6 -menebered unsatd. 
heterocycle cantaining N, O, or S> R3 • null, H, or al}cyl i S4 - H or alkyl, 
- H, hydroxyalkyl, carboKyalkyl , carboxyvinylphenyl, pyrrole substituted 
by carboxyvii^lbenzyl, etc.] were prepared for uae in tha traata 
eaneer. Exan^les include over 70 eyntheses and 3 bioaaaaya. For i 
II was prepared by a 14-Btep sequence involving: (1-3) a 3-Btep ayntlieaia of 
B- (t-butyldiioethylsilyloxy) -1-octyne, (3) 4-alkynation of ' 

7- cwth.axy-3- (4-tiieth(a;g^enyl) -3-iMC&ylthiocfaroaan-4-ctie with the octyne 

(99. 3»), (4) reducticn of the 4-h7drcKy group by HaBE4 in Che presence of 2&I3 
followed by hydrogenatlam of tha alkyne hf Pd/C (50.5%), (5) deailylation 
(939), (6) O^aylation (97.79), (7) iodatiou of tha maaylata (93.69), 
(8-10) 3-at«p ayntbeala of di-Et 3-(4,4,S,S,5-pantafluorapantyl)pT«pana- 
1,3-dioata, (11) addition of tha di-Et nalonate darivativa to tha 

8- iodooetylthiochrcoan (95.9%), (13) deesterif ieation, (13) 
decarbcocylation (03.1k), and (14) deprotecticn of the OH grorups (88.7%). 
The MCF-7 cell growth inhibiting activities of representative invention 
coiqjda. varied widely [IC50 - 54.5 nM to 4993 nM cooipared with IC50 . 77 
oM (trans) and 9.3 nH (oia) for the ]cno«n antiestrogenic ecn p o a nd !M 
189154] . The sntieatrogcaie activlciaa of X (oral adainiatraticm) in 
oirarieetenized mice were cooparable or si^rior to ZM 189154. 

IT 252946-69-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparatien) > PREP (Preparaticn) < RACT 
(Reactant or reagent) 

(Intetaediatei preparatioai of bensopyran end benzothiopyran derive, with 
antiestrogenic activity for tha treatment of breast cancer] 
RH 353946-69-3 CAPUTS 

CH CaziMmle acid, { [ [9- [(3R,4R) -3,4-dihydxo-7- (mBehcK:rnBthQaty) -3- [4- 
(methoj^methoKy) phenyl] -3-methyl-3E-l-bensflii7ran-4- 

ylJncnyDaninoJaiafanyll l.l-divatl^lathyl eater, rel- (9CI) (CA INDEX 

nkMB) 

Relative ataraoebeMistry. 
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4-ChlorQbenzyl Bulfonamide and sulfamlde derivatlvea 
of hiatamine hcmologues: the design of potent 
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4-Chlorc^enylinethane8ulfanamide and (4-chlorobenzyl) sulfaToide deriva. of 
histamine hooologues were prepared and fcund to be potcoic and selective 
histamine H3 receptor antagonists . High receptor affinity and low 
differences in the data from the bioassays were achieved with the 
imidasol -4 -ylbutyl analogs. 
254732-72-4DE, hcmologues 

RL: RCT (Reactant) « SPN (Synthetic preparatien) ( PREP (Pireparatien) 1 RACT 

(Reactent or reagent) 

(ehlorolMnzyl sulfanamide and sulf amide derive, of histamine 
homologuea: tha dasign of potent histeaine H3 receptor antagonists) 

354732-72-4 CAPUTS 

Casbamic acid, [ [( [l-[(dimatitayl«aii»)a>alf<nyl] -IH-imidazol-S- 
yDmathyl] amino] salfcsyl] l,l-diMthylat])yl mmtMr (9CI) (CA IIDBr NAME) 
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Synthesis and serotonergic activity of a series of 
3 - (K-benzy 1 ) cariscocamido- 5 - subs t i tuted-N, H- 
dimethyltryptamine derivatives: novel antagonista for 
the vascular 5-HTlB-like receptors 
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STRIKTORE OIACaAH TOO LBROB FCB DISPLAY < 



AVAILKBLB VIA OTFLINE PRINT < 



Tha aynthaaia and vaaoular 5-HTlB-like receptor activity of a novel serlaa 
of 3- (N-benzyl)carbaxamido-5 -eubstituted-N,N-dimethyltryptamine derlvs. is 
described. Hodif icationa to the 5 -ethylene linked heterocycle are 
explored. Cce^xls. such as N-benzyl-5 - [3 - (phthalimido) ethyl) -3 - [2- 
(dixaethylamino) ethyl ] -IH- indole- 3 -earboxamide (I; Rl -.E) (ptKB - 7.33), 
tha 2-anlnabcn^l analog I (Rl - NH3) (pra - 7.19), and 
H-bensyl -5 - (2 - (1 5 -dlaxolmldaBolldin-4-71 ) atfayl] -3- (2 - (di -Ma 

anino)athyl] -lH-indole-2-oarboxaaidB (II) (ptXB - 7.05) have good 
5-BTlB-like affinity and indicate that there may be a hydrophobic binding 
pocket within the vascular 5-HTlB-like receptor previously not ccciaidered. 
Conpds, including H-benzyl-3 - [3- (diTOethylamino)ethyl) -S- (2- (3, 4-diQxo-l, 3- 
chiazolidinyDetlqrl] -lH-indole-3-earboxamlde (IIIi Bl - E) {pKB . 7.35) 
and Che di-Ma analog XII (Rl - Me) (pXB - 7.48) have good vascular 
5-BTlB-llke receptor affinity and show that the sulfur atom is well 
tolerated. DlcKOlmldazolinyl coiqxsand IV ^ich includes a methyl sulf any 1 
subatituent en the 1 -nitrogen of the hydantoin ring ayatem haa the higheat 
recorded S-HTlB-like affinity for this series (pKB • 7,54) end it is 
prcposed that this functional group can interact with a secondary hydrogen 
banding region within the receptor. Conoids. I -IV also exhibited good 
aelactivity over the al -adrenoceptors . The moat aelective eonpound 
from chia aeriea is III (Rl - Ma) which Is 66-fold seleotive over the 
ol -adrenoceptora . This finding is consistent with tha previous 
diaeovary that 5,S-di-Me aubatitution on tha hydantoin grovp in a related 
aeries of coopda. afforded auperior selectivity for S-HTlB-llke receptora 
over ai -adrenoceptora and other 5-HT receptora, in particular 5-HT3A 
receptors, relative to unsubst i tuted hydantoin analogs. Tha aelactivity 
of thaae ooo^a. for tha vaacular 5-ETlB-llke receptor la diacttaaad. 
Stractura -activity ralationship indicated a significant aterio raquirensnt 
of eha 5-ETlB-llka receptor subtype. Potential modes of binding for. 
aavaral of the caapdm. to a vascular S-HTlB-like receptor pharaaooiplLore 
modal are also proposed. 
2529C1-00-5P 

RLi RCT (Reactent); SPH (Synthetic preparation)! PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, 5-BTlB-ll)ca raeaptor antagosiiat aotivity, and 
atruoture-aetivity ralationihip of (bensylearbogumidD) tsyptanina 
deriva. ) 
252961-00-5 CAPUTS 

7-QKa-3-thia-2,4-diazaa«uuioio mold. S,S-di«atlqrl-C-eKO-. 
1,1 -dimethyl ethyl eater/ 3,3-dloiddB (9CZ) (CA INDBX NAME) 
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Title cxxipds. (Ii A represent* (GB3)m. m being fron 1 to 3| B is (CH3)n. n 
being fron 1 to 3j p is fron 0 to 2t Bl is CI to CIO hydroeazbyl , in which 
iqt CO 3 eazbcn accna vay be replaead by O, S or Vj and i^ to 3 hydrogen 
atcns nay be r^laced by halogcni 83 is B or CI co C15 taydrooazbyl . in 
shich t;^ CO 3 caxbon atoos nay be replaced 1^0, S or H, and ijp to 3 
l^drogen atoos «ay be replaced by halogen; B3 is absent vhm. -y-Z-B3 is 
attached co W, or ia B or CI to C7 hydrocazbyl when -Y-Z-H3 ie not 
attached to Wj W is nitrogen* If ie -CH3-, -O- or -IIR4-, R4 being H or CI 
to C3 all^lj y replaces a hydrogen aton on any of A. B, W and X, and ia C3 
CO CIO alkylene, ia which cna nco-teminal carbam aton vay be replaced by 
Oj and Z i* -V(B5)S0a-. -SOaKWi]-. -H(X5)S031J(Si) -ir(X5]C(:SD)V(X7) 
-HCB5)S(:0)-, -S03- wherein S5, B6 and S7 are independently H or CI to CIS 
hrdrocarbyl, in rtiich t5> to 3 caxbcn atoms way be replaced by O or », and 

to 3 hydrogen atona may be replaced by halogen, and 0 is H or Me, or 0 - 
is linked to BS or B7 to form a f ive-vieaberad ring or Q ie linked to £2 to 
fom a six-neabered ring) and phanaaceutically acceptable salts thereof 
are prepared and cesced as hiataaiaa H3 reoepeor Uganda. Tfana. the cicle 

l41000-'li-09^9tS^S^9t 239463-19-3? 
239483-22-eP 

SL: RCT (Seactant) ) SPN (Synthetic preparation) t PBEP (Preparation) i SACT 
(Seactant or reagent) 

(preparation of histamine H3 receptor entagonists) 
147000-78-0 CAPUTS 

Caxbamio acid, [ ( tibei^liwtaiyl ) amino] sol f oi^l] - , 1,1 -dimstbyle chyl eacer 
(9CI) (CA ISDEV SAME) 



t-BuO-C-SB-S-MB- CHa "Ph 



2N 239463-15-9 CAPUTS 

CU 1 -Pyrrol idinecarboxylic acid, 3-(9,9-diinetl^l-5,5-diaKido-7-aKo-8-oKa-S- 
thia-4,6-diazadBo-l-yl)-, 1, 1 -dine chyl ethyl eacer. (3S)- (9CI) (CA INDEX 



Abaoluce scereoeheniacry. 



BH 339483-19-3 CAPUTS 

CN Caxbamio acid. [ ({ (4-dilorepheiqfl}metbyllanino]mlfa(D7l] - 



1,1-dinethylethyl ester (9CI) (CA INDEX NAME) 



CI 
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BN 339463-33-0 CAPUTS 

CN 1 -Pyrrol idinecarboxylic acid, 3- (10,10-dim«efayl-6, 6-diaKido-e-axo-9-aKa-6- 
thia-5,7-diaza1lndeo-l-yl}-, 1,1-diMthylethyl eater, (38)- (9CI} (CA 
INDEX NAME) 

Absolnce scereoeheniacry. 
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AB Title coopda. [I i or salts thereof, SI - Ql, Q3} A - -CH-CCH3 -CH2- , 

-CH2-CH3-CH3-, -MH'C0-CH3', -0-CH2-CH3-> Z - a bend, -CX>-, -C0-O-, -S03-J 
Y - lower alkylene, -NH-CO-, -CHa-NH-CO-, -NMe-CH2, -C (COaMe) -CH- , E2 - 
hydrogen, lower alkyl, forming -(CH«CH)3-t S3 - H, C(:NH)CH3} are prepared 
via eyolisacicn and have anticoagalanc effeeCa based on inhibition of 
aocivaced blood ooagulatlen faecor X. cheaa ooopda. are useful as blood 
anticoagulants or preventive s/renedi as for diseases induced by thrombosis 
or embolism. The title ooopcMXid II was prepared 

IT 23328I-63-5C 233281-57-9^ 2332B2-02-5P 
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SL: RCT (Reactant) } SPN (Synthetic preparation); PBEP (Preparaticn) i BACT 
(Beaecanc or reaganc) 

(preparacien of bensohatarDcyel io derive, aa anciooagulanc) 
BN 333381-63-5 CAPUTS 

CN 1-Plperidineeaxfoepcylio aeid, 4- [4- 1 [(3B) -3-(3-oyanophanyl) -3- 

propo^l) [ ( ( (1 . 1 -diuaChylethoKy) caTbonyll amino] aulf coy 1] amino] -3- 
(machnxyeazbenyDphanm^]-, 1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Doable bond geooetry aa ahown. 



MeOv„,^^0 
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l-Plperldinec&ztK3xyHo acid, 4- (4- [ ( (7-oyano-3-ni^Chal«nyl)«wthyl] [ ( 1(1,1- 
diToethylethru^) carbcmyl] amino] sulfonyl] amino] -3- (msChoxyoaibonyl )phanioxyl - 
, 1,1-dinethylethyl eacer (9CI) (CA INDEX NAME) 



0= S-KH-C-OBu-e 



it ^"K,. 
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l-Piperidlnaoazboxylic acid« 4- [4- { [3- ({S-cyanophenyDamino] -.3- 
oKoechyl] [(((1,1 -dims thy lechoxy) cazbcnyl] amino] sul fonyl] amino} -3 
(mschaxyoaxbonyllphenai?]-. 1.1 -dine thyladgrl MCer (9CI) (CA 11 



" 9 
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iuiphth*lc&7l)u«ch7l] [[ [(I, l'>dln0Ui7l«tliGO7)»rbQn7l] amino] aalfoiiyllttmino] - 
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AB DlBcloMtd ia a percatanaoaaly abvosbabl* Mdleizuil cengpoaition coaqpriaing at 



laast cam anbar aalaetad fm tha graop oowlating of araaacio wa t d ina 

dsrira., aalta and aolvataa tharaof and a pareutanaoaa abaorpclon 

pzxsDotar. Tha ccn^aitioa haa a high parcmtansooa obaorbability. can mintala 

tax avallabla blood laval for a long tine and haa antithroabotie and 

anticoagulant «f facta. (3S) -3- (4- ( (OS) •l-aoatoimlde^l-S- 

pyrrol idinyl 1 037] pbany 1 ) - 3 - ( 7 - aB^dino- 2 -naphthyl ) propl oile 

aoid-ECl-5H30 1.3, l,3>batyl«na glycol 1.3, baasalknnlnft 

ebloridsa 0.04, dlatillad Mtar 0.4, aerylie aulaion adhasiva (Vikaaol 

TS-tao) 15. B, eaprylio acid O.aC g vara aixad and qppliad en a polyvatar 

filn to giva a plaatar. 

201933-39-3 

BLi THU (Tharapautio uaa) 1 BIOL (Biological atudy) 1 USES (Uaea) 

(pareutanaoaa abaozpticn aooalanitora for topical aKfainiatratian of 
axvnatie aaidina dariva.) 

201933-39-3 CIPUDS 

Caxbaaio acid, ( ([ I7-(aainoiminowthyl) -S-ac^clialcnyllnatliyll {4- ( |1-(1- 
lttlnoathyl)-4-piparidliqrl]oKy)ph«nyl]aalno]aalfaByll -' ethyl aatar (9CI} 

(CA vassac warn 




0=p-HH-C— OSt t^^^^ 
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BEOQSD. ALL CXTATIOHS AVAILABLE IV THE BE FD8MAT 
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CAPLUS CQPTBIGBT 3005 ACS on STET 
1999:3S434t CAPLDS 
130:353329 

Bbval procadura for the ayntheaia of 1,3,4-oxadiazolaa 
frcm l,2-di&cylhydrazine8 ualng polymer- supported 
Burgesa reagent under mlcrcwave coaditiana 
Brain, Chriatopher X.t Paul, Jane M. j Loong, YVcamej 
Oakl ay, Paul J. 

Bovartia InatiCuta for Hadieal Seianoea, Londoan, VCIIE 
CBV, VX 

Tatrahadna Lateara (1999), 40 (IC), 337S-3378 
CODEN: TELEAYi ISSHi 0040«4039 
Blaeviar Soieoca Ltd. 
Journal 
Qigliah 

CASBEACT 130:353339 
A novel and efficient naaua of effecting tha oyolodehydr&tion of 
1, S'dioeylliydrazinea to provide 1, 3,4-eatadlaaolaa ia reported. Polyaar 
oupported Burgess reagent was utiliaad in COBfeinaticn with aingla-wode 
microwave heating. 
29604-56-'BC, polymer -supported 
BL: BCT (Beactonc) 1 BACT (Baaotant or raagaat) 

(preparation of oxadlasolaa by eyolodahydntioo of diacylbydrasinaa using 
polyner-aupported Burgaaa raaganc luadar miozowva eonditiona) 
39684-5S-0 CAPLUS 

Ethanoniniim, IT, V-diathy 1 -U- [ ( (nathaxyoazbciiyl ) amino) aul tttofW - , isnar 
aalt (9CI) (CA IHDBY BOIMB) 



COKPOBATE SOOBCE: 



PUBLI SBEB : 
DOCmsn TYPE 



OTHER SaURCE(S) : 



ACCESSION HWBERs 



MeO-C-B — jpH-*Et3 



TBOtB ABE 18 CITB) BSmmCBS AVAILABLE FOB IBIS 
ALL CITATIONS AVAILABLE IK TEE SE FQBMAT 



ACCESSION NUMBER: 
DOCWBiT BUMBEB: 
TITLE: 

IBVBITOB(S) : 
PATENT ASSI(aiS(S) : 
SCKJSCE: 

DOCTMEMT TYPE: 
LANGUAaS: 

FAMILY ACC. HIM. ayUHT: 
PATENT IHPQBKATIONt 

PATEHT VO. 
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1999:301931 CAPLUS 
130:287053 

Phanaacautieal ccd^aitlcna containing acidic 
polyaaocharidea aa earriera for baaie druga 
Yogaeaa, Maaokataui Sugia, Sbuichi 
Daiiehi Saiyaka Co.. Ltd., 
J^pn. Kokai Tokkyo X6ho, 13 pp. 
CODES: JXXXAF 
Patent 



XmD DATE 



APPUCATION HO. 



DATE 



JP 11000033 
PBICBITY APPLH. IKFO. 
OTBQl SOUBCE (S) 



19990333 



JP 1997-349133 19970913 
JP 1997-349133 19970913 

130 1207053 

Tha invention providaa a pharBooeutioal eoapoaitian easily prepaxabla for the 
triplication in an iuproved drug delivery ayatam, wharein tha ecnpoaiticn 
containa a baaic drug, eapecially aromatic amidina derivative, e.g. 
(3S) -3 - (4 - (( {3S) - 1 -ace toimi doy l- 3 -pyrrolidiny Doxy) phenyl] -3 • (7-aaidino-a- 
naphthyDprqpicnic acid (I), and on acidic polysaccharide, e.g. dextxan 
sulfate, ao that tha basic drug and the acidio polyaacoharida fom 
watar-unsol . s{hareidal partiolss, whose sisas ara oentrollad by pE. A 
(iLosphata buffer aolution (10 vH, pi. C) oontalning X 0.1, duccnm aalfate 0.3 0 
aeightAoluma was foxonlated and tha wixtura was seaieatad for 1 min. Tha 
formulation showed ivproved bioavailability aa datemined by Tnox and Cuox 
values in rats. 
201933-39-3 

BL: THU (Therapeutic uae) 1 BIOL {Biological study) 1 USES" (Uses) 

(pharmaceutioal ccnpoa. ccataining aromatio amidina baaic drugs and acidic 
polysacdiaride carriers) 

301933-39-3 CAPXjUS 

Cacbanic acid, [ [( {7-(«»inoiminomethyl} -3-a«^thale&yl]nethyl] [4-{{l-(l- 
iainoathyl) -4-piparidii^l]aKy] phenyl] amino] sol fonyl) -, ethyl astar (9CI) 
(CA mDEX lOMB) 



PATarr assiohbb(S) : 



UNGUAGB: 

FAMILY ACC. ITOH. COUNT: 
PATENT INFOBMATION: 

PATEtIT HO. 



1999:96241 CAPLUS 
130:168373 

Preparation of iuidasola derivativaa aa hiatonine B3 
receptor ligonds 

Mcdonald, Iain Mair; Dunstona, Danrid Johni Tozar, 
Matthew John 

JoBwa Blade Foundation Llmiead, UK 

PCT Int. Appl. , 40 pp. 

CODEH: PIina>2 

Patant 

Bigliah 



KIND DATS 



APPUCATION HO. 



DATE 



VO 9905141 Al 19990204 

W: AL, JtM, AT, AV, AZ, BA, BB, BO, 

DK, ES, FI, GB, GB, GH, GM, 

KP, KB, KZ, LC, LR. LB, LS, LT, 

NO, NZ, PL, PT, BO, BU, SD, SE, 

U&, UO, US. UZ, VH, YU. zn, AM, 

KVi OH, GH, KB, LS. MV, SD. SZ. UO, 

FI, n, 08, OK. IB. XT. US, MC, 

CM, OA, ON, m, ML, MB, 



AU 9 883405 
GS 2341862 
GB 2341862 
US C159994 
PKIORITY APPLN. INFO, : 

OTHS SOaBCE(S) t 
01 



19990216 
20000339 
20010815 
20001212 



VO 199B>a830fi3 
BB, BY, CA, <a, 

BB, EU, ID, IL, 
LU, LV, MD, MS, 
SG, SI, SK, SL, 
AZ, BY, KO, KZ, 
ZV. AT, BB, m, 
NL. PT, SB. BF, 
r, TD, TO 
AU 1998-83485 
<S 2000-111 

US 3000-443910 
CD 1997-lSeiO 
VO 1998-GB20S3 



19980714 

or, CU, CZ, DE, 

IS, JP, KB, XO, 

MK, MN, MW, KL, 

TJ, TM, TE, TT, 

MD, BU, TJ, TM 

CY, SB, DK, ES, 

BJ, CF, 00, CI, 



30000313 
19970735 
19900714 



MASPAT t30tlCB373 



(CH)n 
S5 K« 



.-"V..^^^ 



I it 



!S-NH-C-OEt (^^v[^ 
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The title conqpds. (Ii Bl - H, Cl-4 alkyl(thlo), CI -6 alkoxy, carboxy(Cl-C 
al)cyl) , aryl, BCO, N03, amino, cyono, hydrocarbylene bridge -caxmected 
imidasolyl derivative idiich alao can replace any B atom <xx a C or N atom ii 
Che ring ccc^rising X, etc. 1 B3, B5 • Ei B2B5 ■ 0. NB61 B6 > H, nonaram. 
CI -6 hydroeaibyl, etc. 1 K3 - H, (0-, V- or S-interniptad) CI -15 
(haio)faydrooarfayl (with a proviso) 1 B4 - B, CI -10 nenarom. hydroeazbyl, 
(C1.3 alkyDaryli X - 50, S03i Z - (0-. H- or S- incamiptad) Cl-S 
(bale)faydkooarhylana. (with a proviso) 1 a - O-Si n ■ 1. 3] or thair 



phArBacsutlcAlly Aoe«pt«ble baIcb, vara prepared For exoqple, addition 

reaction of Me3CC8 wich ClSOanOO and omidAClcn of DL-4-cUorapIiezgrlalaiiisA 

Me eater-ECl with the resulting c&lorosulf <xiyleAzbaaA.ce gave 

K-terc -butyl oocycaz^xn^l-H' - U-c&zboocynethyl-a- (4- 

chlorophenyl) ] etlgrlaulfanida. This waa H- alkylated with 

5* (4-(Iila-trifiicnylinechyl}imdazolyllpezitanol in the presence of 

diettaylaMdioubaqrlAMf the product reduced with KaBH4/LiCl, daprotected 

vich ECl in dicmiiie, oyelised with diethylazodicarboxylate/PFha and 

deproteetad with CFSOOaE to give (iuidazolylpeiityDthladiazolidiiiA derivative 

II which in vitro inhibited the binding of {3E]>S' a-nethylhiatomine 

to H3- receptor sites in guinea pig ileum tiasoe with pKi 7.37. 

IT 220406-90-6P 220407-00-lP 

EL: SCT (Beaetant) i SSV (Synthetic preparaticb} i PSSP (Prepantion) i BACT 
(Raa«cant or reagaac) 

(prwparatioBi and H-alkylatioit prvparatlOBi of inidaaola dariva. as 

hiatanine H3 

receptor Uganda) 

KH 230406-90-6 CftPLtTS 

or Phenylalanine, 4 -chloro-H- C { ((If l-dlnathyletluai^jearbaayll «aino] aulfoq^l} - 
, methyl ester (9CI) (CA ISDVX H&MEl 



f 

rr 



330407-00-1 CAPUTS 
7-Cbc*-4-thia-3 , 5 -dlasaaan 
eater, 4, 4 -dioxide (SCI) 



inoio acid, a,a-di«echyl-S- 
(CA INDEX KAMB) 



CKo-f phanylneel 



Eh—CHa""©" C~'CH2~ 



if S 



BEFBIBJCB CCUBT: 



IHBIE ABB 5 CITED BBFEBENCES AVAILABZ^B FCB THIS 
SECORD. ALL CITATICNS AVAIliABLB IN THE BE FORMAT 
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1999:96338 CAPLI^ 
130:153676 

Prc^r&tion of hexahydro-1,4 -diazepine derivativei 
aecivated blood coagulation factor X inhibitors 
Koshio, Hiroyuki; Birayana/ FOkushi} Ishihara, 
Tsiikasa; PuoAtsu. Hasa.sihii K&wasaki, Tonihisat 
Hatsunoto, Yuzo 
' Yananouehi Phamacentieal Co.> Ltd., Japan 
POT Int. Uffpl., 60 pp. 
CODW: P 1X10)3 
DOCTJMEaiT TYPE: Patent 
LANGUAGE: Japanese 
FAMILY ACC. HUM. CaaNT: 1 
PATQIT INFOBMATKar: 



PATBHT ASSI(aiEB(S) : 



PATBOT BO. 

«0 9905134 

Hi AL, AM, M3J. 

OK, BR, BU, 

LV, KD, MS, 

SL. TJ, TM, 

KZ, MD, 817, 

BW: Ca, CM, KE, 

Fi, Fs, ca. 
Of, GA. ai. 

W 9B77301 

XJ 73S144 

BR 9103544 

CA 3389573 

AV 9883560 

EP 1000936 

B: AT, BE, CS, 

CH 1306006 

US 6333330 
PBICBITY APPUr. IHFO. : 

OIEES SO(]!RCE(S) : 



KHD DATB 



APPUCATIGV BO. 



L 19990304 WO 1996-JP3367 

SA, EB, BG, EB« EY, CA, CS, CU, 

IL, IS, J7, KE, ta. KB, XZ, LC, 

mt. MR, KX, no, BZ, PL, SO, KU, 

TT, UA, W>, US, UZ, VH, TO, ZK. 



MR, SD, SZ, UB, 
IE, IT, W. HC, 
ML, MB, HE, SB. 
19990304 
I 30010705 
30000308 
L 19990304 
19990316 
30000517 
DK, ES, FB, OB. 
19990137 
30011335 



130:153«76 



Zff, AT, BB, CS,- 
BL, PT, SB, BF, 
W, TO 
AV 1998 •77301 

BB 1998-3S44 
CA 1998-3289573 
AV 1990-93560 
EP 1998-933804 

GB, IT, LI, Lt7, 
CM 1998-116701 
US 3000-463017 
JP 1997-197587 
WO 199e-JP3367 



19980733 
CZ, EB, ^E, (S, 
LK. U, LS, LT, 
SD. SO, SI, SK, 
AM, AZ, BY, KG, 

or, DE, OK, ES, 
8J, CP, CO, CI, 

19980717 

19980731 
19980733 
19980733 
19900733 
NL, SE, PT, IE, FI 
19980723 
30000119 
A 19970733 
W 19980733 




The title cospda. I (ring A » ];iienylene, pyridsrlene, or the like; ring B ■ 
a 5- or 6-Tnewbered aryl or heteroaryl ring» X - CO, CONH, CSNH, S02,S02NH, 
or the likej Y ■ a bond or alkylenei ai - hydrogen, alkyl, y- {hetezx>)ajr7l, 
or the liket B2 ■ hydrogen, alkco^, COOH, or the likei B3 - amidino or a 
groi^ capable of being ecnverted into aaidino and B4, BS ■ eaoih 
independently hydrogen or lower allcyl] axe prepared In an in vitro test for 
inhibition of the activa.ted blood coagulation factor X, the title ccnpcnnd 
II at 0.093 MM doubled the coagulation time. 
220218-87-lP 220219-20-5P 220219-97-6P 
220220-03-lP 

BL: BAG (Biological activity or effector, except adirerse) ; B5U (Biological 
stnd^, wolossif ied) t SPH (Synthetic preparation) i TEU (lhariQ>«nitio nse) » 
BIOL [Biolegioal stu^) t PBEP (Preparation) i USES fUsea) 



(preparation of hexahydro-1 , 4 -diazepine deriva, as activated blood 
coagulation factor X inhibitors) 
BIT 330218-87-1 CAPUJ5 

CV Caxbonic acid, ( [ [ [7- (aainoiminotnethyl} -3-naphthalenyl]metbyl] (4- 

(hex«liydro-4-(l-imlnoethyl} -lH-l,4-diazepin-l-yllphei^l]anino] sulfonyl)-, 
ethyl ester, dihydrochloride (901) (CA IimEX HAHE) 




•3 BOX 



BV 33 0319 -30 -5 CAPU^ 

CU CaxtM&lo acid, [ (( [7-(«minolminoaethyl) -3-w^tbalenyl]vethrll [4- 

(h«xahydrB-4-«eC^I>lH-l,4-dlasepin-l-yl)i2irayl] amino] mlfooyl] -, mthyl 
•sear, dihydrodhlorlte (9CI) (CA IHDBX BAMB) 



I? if 




03 HCl 



BK 330319-97-6 CAPLOS 

CN Cazbaaio acid, [ ((4- (hexahydro-4-uechyl-lH-l,4-diazepin-l-yl)pbenyl] [(7- 
I (hydroocyamino) iainonethyl ] - 3 -nafhthalcnyl ]ttecfayl ] amino] sulf cnyl ] - , ethyl 
ester, trlhydroohlbrids (9CI) (CA IBDBX HAME) 




BN 320220-03-1 CAPLU5 

CN Caxbamic acid, [ (7- [2- (4- (hexahydro-4-iiiethyl -lH-1 , 4-diaz«pin-l -yl)ph«ayl] - 
3, 3-dioKido-5-oKo-6-axa.-3-thia-3,4-diaBaoct-l-yl} -3- 

najhthalenyl) iminoBethyll -, methyl ester, trihydzodhloride (9CI] (CA 
INDEX NAME) 




#3 BCl 



BBFOIENCB COUBTt IS THSE ABB 15 CITB) REFEBSICES AVAILABLE FOB THIS 

BECOBD. ALL CITATIONS AVAILABLE XH TBS BB FORMAT 
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ACCESSION NUMBER: 1999:96231 CAPLU5 

SOCXMESn* NUMBER: 130:153655 

TITI£i PreporACion of mbscitutad inidazole derivatives as 

histottlne B3 rsoepcor ligands 

INV£arrOB(S) : Saliadjian, Soxkis Barract Bnak, Ildike Maria 

PATSZnr ASSiaNEB(S) : Jones Bloi^ S^nmdacien Limited, UK 
SOUBCE: PCT Int. Appl., 40 pp. 

CODEH: PIXXD2 
SOCUMEIIT TYPE: Patent 
LBNOUAGE: Buglish 
FAMILY ACC. NW. COONT: 1 
PATBfT IBFOBMATIOB: 



PATENT NO. 






KIND 


DATE 






APPUCATION KO. 




DATE 


WO 


9905115 






Al 




19990304 




WO 1998-GS3063 




199B0714 




W: AL, 


AM, 


AT, 


AU, 


AZ, 


, BA, 


BS, 


BO, 


, BH, BY, CA, CH, 


CN, 


CU, CZ, DE, 




DX, 


EB, 


ES, 


FI, 


OB, 


, 6E, 


OH, 


QM, 


, HH, HU, ID, IL, 


IS, 


JP, KE, KO, 




KP, 


KR, 


KZ, 


LC, 


LK, 


lit. 


LS, 


LT, 


, UJ, LV, MD, MO, 


MK, 


MK, MR, MX, 




ND, 


N2. 


PL, 


PT, 


RO, 


KU, 


SD, 


SE, 


, SO, SI, SK, SL, 


TJ, 


TM, TB, rr. 




UA, 


uo, 


US, 


UZ, 


VK, 


YU, 


ZW, 


AM, 


, AZ, BY, KG, KZ, 


MD, 


EU, TJ, TM 




KW: GH, 


GM, 


XE, 


LS, 


MR, 


SD, 


SZ, 


UO, 


, ZW, AT, BB, CH, 


CY, 


DE, DK, ES, 




FI, 


PK, 


(S, 


GR, 


IE, 


• IT, 


UT, 


NC, 


, NL, PT, SB, BF, 


BJ, 


CF, CO, CI, 




CM, 


GA, 


CN, 


on. 


ML, 


MR, 


HE, 


SN, 


r TD, TO 






AU 


9B83486 






Al 




19990216 




AU 19 98 -8 34 BC 




19980714 


GB 


3341861 






Al 




30000329 




08 3000-109 




19980714 


GD 


3341861 






B3 




30010815 










US 


6407133 






Bl 




30020618 




US 3800-463445 




30000313 



PBIOKITY APPLV. INFO, t GB 1997-15815 A 19970735 

WO 1990-089803063 « 19900714 
WO 1998-03063 W 19980714 

OTSm 80DBCB(S)i MABPAT 130>1S365S 

01 



•S BCl 




Xhm Cicle oon^. [IjSl •> Cl-6 Alkyl, CI -6 alkoxy, CI -6 alkylchlo, «cc.} 
83 - a bend, Cl>5 aikylenei K3 • &li B4 - C;*S alkylenej S5 • H, Cl-3 
«Uc7l, azyl, «te. i K« • bcmd, BBS (B9 > B5) > S7 . H, (vux) oubsciratad 
CI -IS aU^l in vbidi up ce. chr«» o«xtea «cen* xsay be replaced by 0< or 
S acaui, pravidad that X7 does not eeneain «n •0-0- ^roupj a « O-Sj b ■ 
0-3] and th«ir pbamaeeatieally «ee«pcabl« useful «■ hisuniiM H3 

receptor Uganda, mrm prqiarad Thtiai a 5-at«p •yatheai* of II vhich ibaved 
pKi of (.47 in hiataaixw H3 radioligand binding aaaay - gainaa pig ileum, 
waa given. 
220190-99-8P 

KLi aCT Otaaetant) I SSV (Synthacic pxeparaticn) } PBBP (Prapaxabicn) i KACT 
(Keaeteoit or reagent ) 

(preparation of aubatituted inidazole deriva. aa hiatanina E3 r«c«peor 

liganda) 
330190-99-8 CAPUTS 

Cazbamic aci d, [ [ { (4 - [ [1 - ( trlplieiiylvetbyl ] 'IH- imidazol -4 - 
yllmetbrllFhenyllnatfayl) amino] aalfcnyl]-, 1, 1- dimethyl etbyl eater {9CI) 
ICA IHDElf mUlE) 




JXaa AEB 4 CITED SBFBBEMCSS AVAILABLE TOR THIS 
RECORD. ALL CITATIONS AVAILABLE IIT THE SE FOSHAT 
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ACCESSIOtr NOMBEEt: 
DOCmaiT NQMBSti 
TITLS: 



PATSIT ASSIGHEB(S) : 
SOURCE i 



DOCTMHTT TYPE: 



1999:64690 CAPLOS 
130:139655 

Oligcpeptids-Vinca alkaloid oanjugates uaeful in the 
treatment of proatate cancer 

Brady, Stephen 7. t Garaky, Victor M. t Pawluezyk, 
Joseph M. 

Merck & Co., Inc., TJSA 

PCT Int. Appl. , 101 pp. 

CQDEN: PIKiDS 

Patent 

&igllah 



PATEOT BO. 

no 9903175 

W: AL, AM, 



KIND DATE 



APPLICATIOIX BO. 



DATS 



CA 3395BfiO 
tSJ 9«B39S0 
AV 740597 
EP 1009430 
EP 1009430 



KT, HX, NO, BZ, 

US, TO, VJJ, TO, 

; Oa, GH, KB, LS, 

FI, FS, GS, GB, 

GA, ON, GW, 



Al 19990131 ffO 1998-US14413 

AU, AZ, BA, BB, BO. BR, BY, CA, CS. CU, 

XL, IS, JP, KG, KR, KZ, LC, 13L, IS, LT. 

PL, RO, WJ. SO, SZ, SX, SL. TJ, 

AM, AZ, EY, KO, KZ, MD, m, TJ, TM 

KB, SD, SZ, T», ZH. AT, BE, CH, CT, SE, UK, ES, 

IE, IT, LOT, m, NL, PT, SB, BF, BJ, CP. GO, CI, 

ML. MR, BB, SS, TO, T6 



199B0709 
CZ. BE. OB, BR, 
LV, MD, MB, M!^ 
TM, IE, TT, TIA, 



19990131 
1999030a 
30011109 
30000431 
30031317 



lis 6137333 
JP 3003510335 
AT 354473 
PRIORITY APPLH. IHPO. : 



AT, BE, CB, DE, OK, ES, FS, 



30001003 
30030403 
30040115 



CA 1998-3a95e«0 
AU 1998-03960 

EP 1998-934444 

\, GR, IT, LI. U7, NL, 
us 1998-113656 
JP 1999-509003 
AT 1990-934444 

us 1997-531 95P 
(S 1998-10193 
WO 1998-175144 1 3 



19900709 

SE, PT, IE, Fl 

19980709 

19980709 

19980709 
> 19970710 
i 199B0S13 
r 199B0709 



OTHIB SaUBCE(S) : MABPAT 130:139655 

AB Chemical ecojugatea which cMsqirlae oligcpepcidea, having amino acid aeqiiencea 
that az« aalaetivaly proteolytieal ly elaavad by free proatate- apeci fie 
antigen (PSA) and knoan oytetoxic agcoca are diacloaad. The eonjugataa af 

the invention are characterized by a diamine linker between the 
oligopeptide and viitblaatina. Such conjugates are uaeful In the treatment 
of prostatic cancer and benign prostatic hypercroplqf (BPE) . 
IT 29684-56-8 

BLi RCT (Reactanc) t RACT (Reaecant or reagent) 

(rcaetanti oligepeptida-Vinea alkaloid oonjugatea uaeful In the 
treatmoit of proatata cancer) 
BH 39684-56-8 CAPLU5 

CH Ethanaminium^ H.K-dietliyl-H- [((methoxyeaxbonyDavinoJaulfaBiyll -, inner 
aalc (9CI) (CA IHDBIT KIIME) 



PATENT ASSIGNS(S) : 
SODRCEt 



DOCtMQIT TYPE: 
LANGUAGE: 



IHiSB ARE 3 CITED REFBREIICBS AVAILABLE FGK THIS 
ALL CZTATICHS AVAILABLE IV THE RE FOBMAT 



CAPUTS COPYRKCT 3005 ACS en STN 
1998:731703 CAPUTS 
129:330743 

Preparation of phosphodieateraae 4 -inhibiting 
[1 , 4} diazepino [6,7,1 -hi] indol -4-cnea 
Pascal, YVes; Bunxouf, Catherine i Gandilliere, 
Bernard; J(u;cbelli, Oenryj Calvefc, Alainj Paynt 
Adrian f Dahl, Svein Oonvald 
Jenxveinal , Fr. 
PCT Int. Appl., 79 pp. 
CQDEHi PIXU)3 
Patent 
Kigliah 



PATENT NO. 






KIND 


DATE 


APPLICATION NO. 




DATE 


«0 9849169 






Al 




19981105 


WO 19 9e-EP2Ba7 




199B0430 


W: AL, 


AM, 


AT, 


AU, 


AZ, 


, BA, BB, 


BG, BS, BY, CA, CH, 


CN, 


OJ, CZ, DE, 


DK, 


EE, 


ES, 


FI, 


GB, 




GM, GW, HU, ID, IL, 


IS, 


. JP, KE, KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


, U, LS, 


LT, Ur, LV, MD, MG, 


MK, 


MN, MW, KX, 


NO, 


NZ, 


PL, 


PT, 


RO, 
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The title coopds. [I i A - H, Cl>4 alkyl, alkoocy, OH, N03, (un) substituted 
NH3, •XX. I B - alkyl, CH3<»f, CH303C(CB3) a(C0)bYlY3, (CH3}cC02M4 Yl - 
{VCH3CBa)c, NHCHR{CO)( M . alkyl, Et V . NH, Oi R - reaidue of a natural 
a-amino acid with the C atom to which it is linked having a (R) or 
(5) configuration} Y2 - H, OH, OHe, 4 -mozi^l iny 1 1 a - 1. 3t b - 0, li c ■ 
0-3i XI, X3 > E, alkyl, halogen , CN, (un) subatl tuted 5-tetrazoIyl , etc. > 
Z m CE when Zl and Z2 are CH or N, Z - N when Zl and Z3 are CH] > useful in 
the treatment of phosphodiesterase 4-mediated diseases {e.g., asthma, 
atopic dermatitis, rheumatoid arthritie, inf lanaatory bowel diaordera, 
pulmoiary hypartensicn, livar injury, bone loaa. eto. (all no data)], are 
prepared and I -containing formulations praaentad. Tlma. (3B) -3•amino-l-|)lieoyl- 
C, 7-dil7dro-3H- [1,4] diazepino(6, 7, 1-bi) indol-4-ana waa reacted with 



a-acetomidcbenzoic acid in tha presence of O- [ (ethoxycarbanyl] cyancmethyla 
mino} -N,N,N> ,N' -tetramethyluxonium tetrafluoroborate, and the intexnediate 
reacted with 1 , 1 , l-trimethoxye thane and cyclized, producing 
(3S) -3-(2-methyl-4-axo-4H-c|ttlnazolin-3-yl) -l-phenyl-6, 7-dihydro-3S- 
[l,4]dia^epino(6,7,l-hi] indol-4-one idiich demonstrated a phoephodieateraae. 
4. inhibiting activity of 0.448 (uaing an enzyme preparation from the U937 call 
line), vs. 0.793 for rolipxam. 

IT 29684-56-S 

BL: RCT (Seactant) i BACT (Baactant or reagent) 

(preparation of phoiphodiaatexaae 4-inhibiting 

{l,4]diazepino[6,7, 1-hi] indol - 

RN 29684-56-8 CAPLUS 

CN Ethanaminium, N, N- die thy 1 -N- (( (mathoxyeaxbcnyl) amino] aulfosq^H *' inner 
salt (9CI) (CA INDEX NAME) 



i J 



MaO- C-H^ J-H*Et3 
O 
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Tha cicl« aaapdm. ArC(O) (CHS)nY [I i Ar - Ph idiich nay be mbstituted 
and/or cccdeziaed; n > l-lOf B - H, hydrocarbon graap whicdi nay b* 
«ub*ticatcd« vUch may noc be the sosw in n occaxreiicABi S may be bound co 
•icber Ar or a vobaciciienc aa Ar; Y ■ (un) aubaci weed BB3, (un) •abaci tuced 
nlcrogan-caat&ial&9 •acaraced heterocyclic grat^] and their aalc*/ useful aa 
themogenie, anclobeaicy. and lipolytic agenca, or aa prof:^la.ctic and/or 
treating drugs for obesity-asaoci&ted diaeaaea or diabetes with a reduced 
riak for central side effects and hi^ universality in usage, mx* prepared 
and fonaolaced. Thus, reaction of 3-(l>acetyl-4-piperidinyl)prapiaiyl 
chloride vith 3-fonsyl-3,3,4,S-tetrBlxydro-lH-3-ben8azepine In the presence 
of A1CI3 in CHaC13 followed by treatnent of the resulting 
3.(1 .acetyl - 4 -piperidinyl ) -1 - ( 3 • foznyl >3 , 3 , 4 , 5 - tetrahydro- IB -3 •benzasepin- 
7-yl) -l-propancoie in MeOH with cencentntte HCl. and reacticn of 
3. (1 .acetyl -4 -piperidinyl) -1- (3, 3,4. 5-cetrahydeo-lH-3'benaaacpin-7-yl} -1 - 
prepanona vith bcasyl brcoids afforded the title eoDpound II.HCl vhieSi 
shoved cAMP oooaecncracian of 13CS.1 poolM* ae 10-5 M in noriiie prwadlpoeyte 

I 

(3T3-L1) . 
215047-6S-8P 

XLi BAC (Biologioal activity or effector, except adverse] i BSU (Biological 
study, unclassified) I SPH (Synthetic preparation)! THIT (Therapeutic use) f 
BIOL (Biological ata^) i PBEP (Preparation) i USES (Usee) 

(preparation of benz&zepine thsnaogenica) 
315047.«6.8 CAPUTS 

Caxfaanie acid, 1 1 (3- ( (7- [4 - U- t(2-chlorophenyl)iBathyl] -4-piperldinyll -1- 
ooudbncyl ]7l,a,4,5 - tetr«hydro-3H- 3 -bensasepin-S - 

yl)u«efayl)liicayl]«aiiio]sQlfaDyl] 1 , 1 •dinettaylcthyl ester (9CI) (CA 
IfiDBir NAME) 



c-BuO— C-KH-S— NH \ / 
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R— |H-C0-1IH S02*llH-CHj 



ED OB 




The title conpds. I [K ■ al)eyl, etc. j Rl, R3 * allcyl, aryl, etc. > B and B3 
can together form a pyrrolidine ring, alternatively, B3 is hydrido] are 
prepared Theae oae^ida. are effective in the treattnant of hypeiproll ferati\ 
disorders, specifically psoriasis. Several compds. of this invention 
shewed ZCSO values of 0.9 aM to 3 sN against amisoaoyl -tBNA synthatases 
isolated from HkLa cells. 
213554-34-8P 

KL: RCT (Reectant) » SPS (Synthetic preparation) i PBEP (Preparatien) i RACT 
(Reactant or reagent) 

(preparation of aainoacyl sulfanida nucleosides for the crsatnent of 

hypexprol if erative disorders) 
313554-34-8 CAPUTS 

Adenosine, 5 ' -deeo^-S ' , 3 ■ -O- (l nteeliylethyl idcne) -5 • - 



[ { { { (piheny Inethoxyl carbony 1] amino) sul f cnyl ] amino] - ( 9CI } (CA ] 
Absolute stereochemistry. 
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The invention relates to a pharmaceutical caiq>oaitian for oral a<ftaiaistratian 
oooprlsing a basic madieine and a lipophilic material and/or a 
oyolodeoctrin Ofupnund This eoopoaitiora can ioprove peroral abaorption of a 

Le 

msdioiae which is less likely to be absoxbed by oral adftinistration. 



20X933-39-3 

RLi THU (Therapeutic use); BIOL (Biological study) j USES (Uses) 

(phaxmaceutical cooqxjsitlcn for oral administration cooprising a basic 
msdieine and a lipophilic material and/or a cyclodextrin canpaand) 

201933-39-3 CAPUTS 

Cazbamie acid, [ [ I (7- (sninoiviaansthyl) -a-&a;iithAlsiqrl}««tlgrl] U-d- 
imineethyD-l-piperidiflylloKylplienYllamiitolsttlfaBiyll ethyl ester (9CI) 
(CA ZBDBY lOMB) 




-S-NH-C-OEt /-^jT 
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Synthesis of oocazines and thiazines Isy 
oyclodehydratleo of faydrcKy amides and thioamidss 
Wipf , Peter) Hayes, Gregory B. 

Department of Chemistry. Ubiversity of Pittsburgh, 
Pittsburgh, PA, 15360, USA 
Tetrahedron (1998), 54(351, 6987-4998 
CODEH: TBTRABi ISSNi 0040-4030 
Elsevier Science Ltd. 
Journal 
fiiglish 

OTBEB SOaKCB{S)> CAS3LEACT 139tl09051 

AB Di hydro- 1, 3 -cocas ines and -thiazines were obtained fcy cyclodel^draticn of 
l^drooty amides and thioamidss with PEO-linlced Burgess reagent or under 
Mitsunobu conditions. Yields were generally higlier with polymer -Burgess 
reagent, but both conditions failed to cyolise fi- and 
••hydroxy amide precursors. In contrast. Burgess reagent was 
successful for the oyclodehydraticoai of ft-hydroxy thioamids Co give 
Xihm ejected thiazepine haterooyole, lAsrsas tha Mitsunobu reaction 
provided only thioacyl pyrrolidine. Both seta of reacticn ocnditions led 
to thioacyl piperidlne in the oycloddiydzmtioa of ••faydroKy 
thioamide. Thiolyala of oxazines proridsd hydroaqr thioamids incanwdiatea 
in moderate to good yield, thus eatablishiag a new protecel for the 
cooversian of oxasines to thiazines. 

IT 29Ca4-S6-8 

RLi XCT (Raaotamt} I BACT (Reaotant or rsagcnt) 

(preparation of oxazinaa, thiaxines, and related hatex«cyoles by ' 
cyelodehydratioB of hydroxy amides and ChloMiidaa} 

RN 39684-56-8 CAPLUS 

CN EthanaoiniuB, N, N-di ethyl -H- ({ (methaxyeaxbonyl) amino) sul f coy 1] -, inner 
salt (9CI) (CA INDEY NAME) 
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BL: &CT (XMCCsnt) I SPH (STUCliatio prepAraticn) » PSEP (Pr«ip«z«Cicn) i BJkCT 
(Seactont or reagenc) 

(preparM icn of oxaslna*. thlasixisa, and rslaccd hatcrocyclM by 

CTclodelqrdraciea of hydroxy onidaa and cliio«mid»s} 
176958-53-6 CAPUTS 

Polr(a)gr-l,a-etIuaiadl7l), |{ ((criethyl«SBonio)*alfcayllflBinalearto 
nyl] •••vBthoKy-, Innsr Mlt {9CX} (CA XBSBX BUffi) 
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A Chio-Di«ls-Alder rouce Co che azocine riag «y*cra. 
Tocal aynthasia of ( t) -ocaoecinA 

V«daja, Bdwioi Oalanca, Sooco J. t Ooekjian, Pater O. 
Ch«aiatry SapajrCMnc. Oiivarsicy of Viwcuin, 
Hadiaoa, HI, 53706, USA 

Jtoumal of tha Ansriean Chnical Society (199B) , 

130(1$), 3613-3633 

CODEH: JACSATf ISSN: 0003-7863 

American Chemical Soeiecy 

Journal 

Bftgliah 

139:54468 



O 



TP- 



CEaocHaPh II 



phCHao o cHaOcssni 



G^OCEaPh I II 



Otcmeeine is prepaxsd via a sulfur-based etrategy. Bay steps include the 
Chio-Diela -Alder tmpping of the thioketcne {PhCE30CH3C(S)CH3CE2N{CH2Ph) CO 
3CMb3) follo«wd by convereion into the cyclic chia enaae and internal 
Michael additioCL to afford bicyclio chiooainal I. Selective C-5 bond 
cleavage waa achieved after cooveraion to the ale. II (B ■ H) or its 
derive. IX (B * Ae, CHaPh) Hhieh reanlted in eha asoeiae ring system. The 
SBoeeaaful roata pzoeaadad from III (X - CHSIb, Kl - Ae, X3 - ci-SMa, 
S3 - B4 - H) Via III (B . Cbs, Bl - CH3Ph, B3 - a.SMe, B3 - B4 - H) 
and eulfoKida elimination to tha allccne III (R - Cbz, Bl m CH3Ph, B3B3 > 
bond, B4 - H) . The final canveralccs to otonecina were accoepliohed via 
low- tenperature oa^laticn of III (B - Me, Bl - CH3Ph, B2B3 - bond, B4 - H) 
cnieial Oa04 -mediated oxidation of the diol III (S - Me, Bl - CH3Ph, B3 - 
a-Gh, B3 ■ m.OB, S4 « H) to Che cantcoerlc ketola, and Bnxgess 
elimination to III (X - Ha, Bl - CB3Ph. B3 - oxo, 8324 - bend) and tha 
bicyelic IV. Sewral intezmadiacea in the later atagea of the eyntheaia 
exiat largely in the bicyclio valence bcmd tantomer fozm that ia 
diaractariatio of the otonecine ring ayatem. 
29664-56-6 

BL: BCT (Beaecant) j BACT (Beaetant or reagent) 

(total synchasia of cha asooiaa ring (i) -oCenaoina via the 
Chio-Siala-Alder crqiplng of a thiokatana) 
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207554-46-9P 

BL: RCT (Beaetant) > SPN (Synthetic preparacicn) ; PBEP (Preparatiom) > BACT 
(React ant or reagent) 

(preparation of cephalosporins aa antibacterial agents) 
307554-46-9 CAPUTS 

3,7-0itliia-a,4-diazaeoca2ioic acid, 0 -oxo-8 -phenyl - , 1,1-diiwthylatliyl 
eater, 3,3-dioxide (9CI) (CA INDEir KAME) 



AB Cephalosporins I (Bl - (protected) KHSi B3 ■ H, (subatitutad) all^li R3 - 
(protected) C03E, oaxboocylatei S4 • (eubatituced) alkylsulfcoylaBino, 
allcylamino, carbamoyl ami no, etc. ; A - aDcylanej Y - CK, N, C1C» V - halo] 
or their aalte, useful as antibacterial agents, are prepared 
1 -Benzoyl thio- 3 • (tttrt-butoxycaibcmylaminocarbooiylamino) ethane (490 mg) waa 
treated with 490 mg diphenylmethyl 7- [3- (2-tert-butcuycaxtic«iyl«ainothiazol - 
4-yl) - (Z) - 3-triphenylm«thoxyiminoacetamido] •3-wchylsulfoayloKy-3-cefliem-4- 
c&ibaxylate in 0MF-TH7 mixture in the presence of MeCHa/M»aH solution at 
-50» for 1 h to give 330 mg 1 (Bl . t-BuC2CHH, B3 - Ph3C, E3 - 
C03CHPh3, B4 - t-Bu03C»HC0SH, A - CHSCHa, Y - CH) . I (Bl - NH3, B3 - H, 
R3 . COaila, R4 . NHS03NH3, A - CH3CH3, Y - CH) in vitro showed MIC of 0.39 
MgA>L against St^diyloooccus aureua FDA 309P. 

IT 2075S4-78-7P 

BL: BAC (Biological activity or effector, except adverae) j B5U (Biological 
study, unclassified) I SPN (Synthetic preparation) » TBV (Tlierapaatic use) i 
BIOL (Biological stud^) i PBEP (Prepazmtion) i USES (Uaea) 
(preparation of eephalosporina aa antibacterial agents) 
RH 307554-78 - 7 CAPUTS 

or 5-Thia-l-aaabicyclo[4. 3.0] oet-3-ene-3-oaxbaxyllc acid, 

3- ( (8, 0-diuethyl -4,4 -dioxido-6 -oxo-7-axa-4-thia-3, 5-diazancn-l -yl) thio] -7- 
[ { (32) - 13- [ ( (1 , 1 -dlmethy le thoxy) oarbonyl] amino} -4 - 

thiasolyl) ( (trlphenylmathaxy)imlno] acetyl] amino] -S-a»»-, diphenylmethyl 
ester, (65, 7R)- (9CI) (CA INDEX NANS) 

Absolute stereocdxemistry. 
DcMbla boBid gaooMCzy as afaowi. 
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CASBEACT 12e!a435«4 
The Burgess reagent, Ec3N-«-S(0) aN-CO(^te, readily oanverta formamidas into 
isocyanides in high yields and is particularly effective for substrates 
containing halide aenaltiva trimathylailyl ether groups. 
2»<64-5C-8 
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(debydraeicn of formaaidsa eo iaocysnidsa using the Burgess reagent) 
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AB The inveucion r«l&tei Co nediciiud < _ 

in ch« digescive trace of drags poor In Che ■baozbjkbiliCy Chsreln. 
eotq^. ecoitaiu druga (auoh m 3- (4- {( {3S) -l-aosCoividoyl^S- 
t^rrolidinyl )c07l|diiB]xy'l] -3-C7-«midino-3-iuipliCh7l)prapicnie sold] and anion 
excliaiigers [cholraCyrraina, oolaatipol hydrootilorldB] and ahew axoallenc 
absoibabllity in Cha digaativa Craot. 
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BL: BAC (Biological activity or affeccor, «c«pc adtrarae) i BStJ (Biological 
aCiidy, vtnclasaif ied) i TH17 (Therapeutic uae} i BIOL (Biological acud^) i VSES 
(XJaeB) 

(soibefacienCB for iiBprovlng the absozbabilicy in Che digestive tract 
' of drugs poor in the abaort>abil iCy) 

BN 201933-39-3 CAPL17S 
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imiuoetfayl] -4-plperidliiylJaKylphenyllaaino] aalfaiiyl) ethyl ester (9CI) 
(CA INDEX HBHE) 
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Oberiy, Oodafra^f Toara, Seikoa Aatadoai Tea. Celaatin 
Oakou) N'Onassan. Thenas Yae 

lab. Cbinie Organi<^e Sexuetnrala, Fae. Soianeas 

Techniques, Fr. 

Jouma.! de la Societe OoasC-ACrieaine da Chlvia 
(1996), 1(1), 30-39 
OGiDQI: JS0CF3 

BoolaCa Ooast-Af rioaina da Chinia 

DOCTMEMT TYPE: 
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AB We describe the spachesla of 3 -rftlorcptcpo x yeaJtfaoKylsalf aalda and its 

corresponding pezhydra-l,3-oxazin-a-eoa sulf amide. 
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RL; RCT (Reaetanc] i SNT (Synthetic preparation) f PREP (Prepazaticn) f RACT 
(RcaotanC or reagent) 

(preparaticBi of (dtlorop r cpany) oartooxyl salf anids and pe Ay d r ococa«incna 
sulfamidej 
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CH Caxbamic acid, [(diphaxyl«nii>o)«ulfaDyl] S-ohloroprapyl aster (9CI} {CA 
INDBY SAME) 
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H3C=CH He o 




AB Derive, of mitilin of formula [Ii Y - (un) substituted cazbamayloxy? Bl - 
vinyl, Et] «uid their phanoacevitically acceptable salts, useful in the 
treatnant of baocerlal Infeccicns (no data) , are prepared Thus, 
(3R} -epimntilin derivative II (R > H] was treated with Ph isocyanate in CH3C13 
containing H.H-diisqprcqpyleclqrlaaina ae vsom teaqtazmtuze for 7 days to give II 

(R - 

PhNHCO]. which in dioxane was Created with a saturated solution of ZnClS in 
concentrated ECl to give the title eonpound mutilln 14 -phenylcarbamate . 
IT 193534-77-9P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
scuc^, unolasaif ied] 1 SPN (Synthetic preparaticn) t THU (Therqteatic use) 1 
BIOL (Biological stwj^) 1 PBEP (Pzeparation) 1 USES (Uses) 
(preparation of carbanaylanymutilins as aneibaotarials) 
RH 193534-77-9 CAPUTS 

CN Caittaaic aci d, ( ( { phenylme chy 1 ) amino] sul f osyl] - , 6 -a chenyldaoahydro- S - 

hydroxy- 4, 6, 9, lO-tetruaechyl -1 -Qxo-3a,9-prapano-3aH-eyelcpeacaayclooccen-e- 
yl ester, (3aS- (3a a, 5a, 6a, 8p, 9^, 9a.be 
ta.,10S*)]- (9CI) (CA INDEX NAME) 

Absolute BtareooihaBistry. 




;iCQ)i PREP (Preparation) I RACT 
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RL: RCT (Reaetant) t SPH (Synthetic preparatia 

(Reaccant or reagent) 

(preparation of carbanoyloKynatilins as utibaeterials) 
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CH Carbamie acid, (( (phenyl methyl) amino} sul fooyl] 6-ethenyldBoafaydro-l- 

ustheKy4, 6. 9, 10-tecranethyl -S-oxo-Sa, 9-prcpano-3aH-ey«lepcnCaoyclooeca-8- 
7I ester, (IR- (1 a, 3aa, 4p, 60, 8^, 9a. 9a. alp 
h*..10R*)I- (9CI) (CA ZBPSY NAME) 

Absolnce stereoehenistry. 
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CA 1997-3344745 




19970310 


AU 


971C13S 






Al 




19970826 




AV 1997-1613C 




19970310 


AU 


709611 






B3 




19990903 










ZA 


9701070 






A 




19900811 




ZA 1997-1070 




19970310 


EP 


083033 






Al 




19981309 




EP 1997-903509 




19970310 


EP 


803033 






Bl 




30030604 












Si AT, 


BE, 


CH, 


OE, 


DK, 


, ES, TR, 


OB, 


, GR, IT, LI, UT, 


NL, 


SS, MC, PT, 




IE, 


SI, 


LI, 


w. 


PI. 


, RO 










CV 
KZ 


1315393 
331373 






A 

A 




19990428 
30000138 




CH 1997-193599 
HZ 1997-331373 




19970310 
19970310 


JP 


3000505430 




T2 




30000509 




JP 1997-538300 




19970310 


su 


3182904 






C3 




30030537 




BIT 1998-116955 




19970310 


AT 


243219 






B 




30030615 




AT 1997-902509 




19970310 


NO 


9003596 






A 




19980916 




HO 1998-3596 




19980805 


NO 
US 


313763 
6000871 






Bl 
A 




30030701 
30000637 




US 1998-117808 




19981006 



PRICRITT APPW. IBFO. 



GB 1996-3649 A 19960309 

GB 1996-34315 A 19961131 

RO 1997-GB35B W 19970310 

S SODHCBCS) > HABPAT 137 1330660 

Tiela eoBpda., a.g., SanIiZS3503Rl (Ii B - (un}«Tibatltiit«d ioidazolyli R1,B3 
• {hataroacoa-intarrapcad) (halo)li7drocax^li Z - CR3S4, BS4, O, Sj- 83 > H, 
alkyl, alkoKYtoaxboayl) , «to. i R4 - E or aUcyl i a > 1-15] warn prepared 
tlius, hlacasilne aaa aaldatad by napbchalene-3-aulfcDyl chlorlda to give 
H- [3-(4(S)-inidazolyl]atl]yl]ni^thalcna-3-aalfaiamlde. Data for blol. 
activity of I wera given. 
19S0S3-S6-2B 19S053-99-7S 1950S4-03-6P 

BL: SCT (Raactant) i SRH (SynthaClo pzapantim) t PBSP (Pzapazatlm) i RACT 
(Raaotant or raagent) 

(praparatlon of H-imldazolylaUcylanlfaunidaa and analoga aa hiatntina H3 

Uganda) 
19S0$3-B6-a CAPUTS 

Cazbaalfl acid, U (5 - (1 - ( (diiaetbylaadao} aulf en^l] -IE- ividasol -4 - 
yllpaatyllaniaolaalfenyl]-, l,S-diiDaChylatliyI —fv (9CI) (GA IHDBT HAMB) 



M»a»^j=o 



i S 



RH 195053-99-7 CAPUTS 

CH Cazbaale acid, [ [ (4- (1 - [ (dlUBthylanino) anlfonyl) -IH-luldazol -4- 
yllbutyI] amino] aulfonyl] l,l*dinakfa7lathyl aatar (9CI) {CA INBEX NAME) 




RN 195054-03-6 CAPUTS 

CH Caxbaaie acid, ( [ (eyelchaxylnathyl | amino] •ulfanqrH -, 1,1 -dimatfaylatliyl 
aater (9CI) (CA ZHDEir SAME) 



1? iT 

.CH3~HH~j|~r 



CAPUTS COPYSIOBT 3005 ACS CB STH 
1997:536890 CAPUTS 



OOCOHEHT NUMBER: 
TITLE: 



COaPOHATE SOOSCE: 



PUBLISBIB: 

Docutorr type 

LAHOUAGE 



137:330351 

SynCbaaia of 3-cbloroachylnlbroso9ulfamldaa (CEHS) via 
a tranaaulfaiaoylatian reaccion 

Abdaoui, Metutmed; Dawynter, Gaorgea) Aoaf, Noaraddinei 
Montaro, Jaon-Lcmia 

Lab. da Cblm. Bieool., aeaocia au CN&S co 073, Uhlv. 
ds MontpalUar-II, McocpalUer, 7-34095, Fr. 
Phosphorua, Sulfur and Silieen and tba Ralaced 
Eleaanta (1996), 118, 39-47 
CODEH: PSSIECi ISSH: 1043-6507 
OordcD & Breacb 



aigliah 

In order to syntheslza 3-cbloroechylnl croaoaulfanidaa (CBTS) , a procadura 
uaing tba micleqpbilio excbango of an activating grcnq> of botb tba 
■alfamcyl eatara and amidsa by aaveral amines waa dovelopad. Tba 
H-oKyauccinimida aulfamata aater waa revealed aa tha moat reactive 
oulfamoyl group donor. Tbis tronasulfomoylaticxi procedure allowa tba 
preparation of title compda. , eapecially tbs deriva. of amino acid aacara i 

stepa in a 7S-80» yield. E.g., reacticm of ROS02IIHCH2CH3C1 (B - 
auecinimido) altb Mb aareoalnata bydrocblorida gave 84% aulfamida 
Ma0acCBaiMaS03NHC&3CB3Cl, idiieh mas nitroaatad to giva tba H-nitroao 
darivativa 

195051-45-7P 19S0S1-46-8S 195051-47-9P 
195051-48-OP 

RL: ROT (Reactant) ) SPH (Syntbetic preparatlca) ; PREP (Prepazmtioo) i RACT 
(Reactont or reagent) 

(preparation of (cbloroatbyDnltroaoaulfamidea (CE3fS) via a 

cruaaulfaneylatloa raactiooi} 
195051-45-7 CAPUTS 

Cazbamio acid, [ ((3, 6-diehlorophenyl)amino] ottlfonyl] 1 ,1 -dimatl^latbyl 
aatar (9CI) (CA INDEX NAME) 




RH 195051-46-8 CAPLOS 

CH Caxttamie acid, ( ((4-nitra|ibaiiyl)«Bano] •olfeoyl] -, 1, l-din»tbylaclqrl «atar 
(9C1) (CA INDEX NAME) 



or 



i r 



195051-48-0 CAPUTS 

Cazbamio add, ( (dipbaaylamino) aulfonyl] - 
(CA INDEX NAHB) 



1,1-dimatbylatbyl aater (9CI) 



t-BuO— C-MH-; 



PATEUT ASSIGREB(S} : 



DOCUHEaiT TYPE; 



14 THESE ARB 14 CITBT REPERBICES AVAILABLE FOR THIS 
REOCaS. ALL CITATIOra AVAILABLE IH THE KB FCmWT 

CAPUTS COPYRIOBT 3005 ACS 00. STH 
1997:491643 CAPUTS 
137:109196 

Preparation of tetrazola molety-ctmcainlng peptides aa 
intarlaukin 1 P converting ansyna inbibicora 
CbBoto, Xasuyukii Toaalut, Malcocoi NiyazaJcl, Tebrut 
Chno, Hiroyukl 

Cbo Ibaxnacautieal Co., Ltd., J^ani Obmoto, Eaziqn>kii 

Tanalca, Mokotoi Miyasoki, Tobmi Ohao, Hir^uki 

PCT Int. tfpl., 743 pp. 

CODEH: PlXXOa 

Patent 



FAMILY ACC. HIM. COUNT > 
PATE2IT IHFOBMATIOHi 



PATEHT NO. 



KIND 



DATE 



HO 9734339 

Wi JP, XR, US 
RVt AT, 

EP 809039 Al 19990107 

Rt AT, BB, CB, DE, DK, B5, n, 

IE, FX 

US 6136834 A 30001034 

US 6376404 Bl 30030433 

PRIORITY APPLH. INFO. : 



APPLICATICH HO. 



19970710 HO 1996-JP3801 



CH, OB, DK, ES, 71, FR, <B, OR, IB, IT, UT, MC, HL, PT, SB 



OTHER SOURCE (S) : 
OI 



HARPAT 127:109196 



BP 1996-943651 

I, GB. IT, LI, UT, : 

US 1998-101004 
US 3000-573569 
JP 1995-351341 
HO 1996-JP3801 
US 1998-101004 



19961336 

4. SB, MC, PT, 

19980629 
30000516 
A 19951337 
H 19961326 
A3 19980629 



RH 195051-47-9 CAPUTS 

CH Cazbamio acid, ( ((3-Ditrcc4i8iiyl)<niaol aalfcnyl] -, 1, 1 -dim* tbylat^l aatar 
(9CI} (CA in)BX HAMB) 



nk^CHajcO HHCHCOHBCHCOIIH CH CO CHj 



■'-0 



Th« cicla ooofids. RlOOmiAAamY (SI repnseixca B, alkyl, alfccsty. « 
eaxboeyola, * hacatoeycltt. aUcrl or alkaxy flobaticutad by a eaizbooyela or 
« hataraoyela, ate. i AAl rapzaaanta a alngU bcod or BBcmiCOi X4 - & 
«ce. I MA2 rapraacnca a. aingle bmd, acc. i fordwr daCaila od JUl and U2 
ar« sivent Y rcpraaenta a group of fozmiU CH[CE3C02£191 (CH2)nT«tZE 
idler* in Tat rBpreaenca a tatraeola rlngj Z rcpraaenca alky larva > 
alkenylena, O, S, SO. S02, atc.i E rapraaenca H, alkyl, etc. f R19 
repreaenca E, alkyl, eto. > n - 1 - 4] ara prepared Tha title coc^jouad I in 
vicro ahowad ZC50 of 0.03 im againat intarlatikin 1 P eonvartiag 
enzyoa . 
192505-29-8P 

SL: BAC (Biological activity or effector, except adverae) t BSU (Biological 
atudy, uoclaaaifiad] I SPH (Synthetic preparaticn) * THO (Therapeutic uae) i 
BIOL (Biological atu(fy) i FBEP (PreparatlcD) i USES (Uaes) 

(preparaticai of totrazole ooi ety • ocntaining peptidaa aa interleiikin 1 P 

ccQvarcing ensyne iuhibitora) 
193505-39-6 CAPUTS 

3H-Tetrazole-a-pentanoio acid. 5- ( (S.C-dlehSort^diai^Dmchyll • P> 
(((((1,1 •dinathylathcKy) caxbcDyl] amino) aulfcnyl} «ino] • Y-caco* , 
1,1-diuathylaCliyl aacar (9CI) (Cft INDBT HJMS) 



t-BuO-C-MH-S 



s 

. ff'^r,t 

t -BuO- C- CHa~ CH- C- CHa^ 
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ACCBSSICBT NUKBESt 



PATEKT ASSIGNS (S) ; 



FAMILY ACC. HtM. COUNT: 
PATBIT ZHFORMATIOir: 



1997:470036 CAPU^ 
137:81641 

Preparation end antiproliferative activity of 
phoaphoma- and aulfur-ccntaining geranylgeranyl 
darivativea 

Balaaao, Aldoi Maeehia, Bnmoj Macchia, Marco; 

Baldacci, Haaainoi Danaai, Samano) Del Tacca, Mario 

Laboratori Baldacci S.P.A. , Italyt Balaauo, Aldoi 

Itecchia, Bronoi Haochia, Harcoj Baldacci, Haaaiam 

Danaai, Ronanoi Del Tacea, Karlo 

PCT Int. Appl., 58 pp. 

CODXHt Pixua 

Patent 

Bxglish 



KIID DATS 



i S719091 

Wt AM, AU, BB, 

KB, KZ, UL, 



CA 333B389 
Ay 9710316 
EP 863575 
EP 863575 

Ri AT, BB, CB, 
BR 9611643 
JP 3000500758 
AT 359369 
PT 863575 
ES 3316075 
XJS 6343433 
PRICKITY APPLK. IHFO. : 

OlHBl SOUliCB(Sl s 



Bl 



19970539 

BY, CA, CB, 
', LV, KD, HO, 
', UA, US, UZ, 

UO, AT, BB, 
>, PT, SB, BF, 

19970539 
19970611 
19980909 
30040311 

BS, FB, (B, 
19990601 
30000135 
30040315 
30040630 
30041016 
30010605 



APTUCATicH xro. 

VO 1996-EF5303 
CZ, GE, EU, JP, 

HJ, Mff, KC, BO, UZ, 
VH 

CH, BB, DX, ES, FI. 
BJ, CF, CO, CI, at. 

CA 199S>3a3a389 
AU 1997-10316 
EP 1996-941033 



. m, IT, U, UJ, B 
BR 1996-11643 
JP 1997-519409 
AT 1996-941033 
PT 1996-941033 
BS 1996-941033 
US 199S'77196 
IT 1995-Mia43I 
WO 1996-BP5303 
CASSBACT 137:81641) MARPAT 137iei«41 



19961131 
KB, KO, XP, 
PL, RO, RU, 



GA. an, ML, 

19961131 
19961131 
19961131 

SB, PT. IB, FI 

19961131 

19961131 

19961131 

19961131 

19961131 

19980915 
k 19951133 
F 19961131 



^p(6) (ca>a 




AB Iha praaent invention ralatea to novel geranylgeranyl -derive. I (0 > 

CBSXA, CH3CH3, CHOE; X - OMH, OKHCO, 0CH2C0, OCa2P(0}OE, CE3P(0)CO, NECO, 
IMaCO, OS03, BESOSi A - S'CS", CHa<<'CBa, MB ^en X - 0S03, NE503 ( B, R>, 
B>> - H, Ma, Et) R"* - H, COSH) and II (B « OCO, O, CNHCO, NECO, IMeCO) 
and pbaxnaoantieal ly acceptable aalta thereof having antiproliferative 
activity in eukaxyotio eella with reapaot to the inhibitioa of protein 
garanylgaronylatioai (data included) . The invention alao relatea to the 
phannaoatttioal conqna. ccntaining the novel dariva. and to the proceaa for the 
preparation of the dariva. For exanple, the di-K aalt of I (S - H| Q ■ 
CH30BHC(0)CH3) waa prepared in 4 atapa (88, 57, 66 and 4l» yields) fron 
all-trana-garai^lgeraniol (GO-OB} with interaediatea OO-OZ (EOZ > 
N-t^drcKyphtbaliolde), GO-OHES, and 0O>0KSC(O)CE3f (O) {0Bt)3. 

IT 175091-9 1-5P 

RL: BAC (Biological activity or effector, except adverae) i BSU (Biological 
atudy, unalaaaif iad) f SPN (Synthetic preparatien) > THU (Theri^Miitic uae) j 
BIOL (Biological atud^} ) PREP (Praparatian) t USES (Uaaa) 

(preparation and antiprol if araciva aoelvity of phoaphorua* and 
aul f ur- oontal ning 

garanylgarai^l derive.) 
m 175091 -91 -5 CAPUTS 



CN CattMUic acid, (oainoaulfouyl] -, 3,7,11,15-tetrMBethyl -3,6,10, 14- 
hexadeeatetraanyl eater, (all-E)- (9CI) (CA lUDBr BJMB) 

0(»ble bend geonetry aa ahown. 
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ACCESSICN NVMBESi 
DOCTVIEHT NlTMBOt: 
TITLE: 

IIIVBirrGR(S) s 
PATBIT ASSIGHSB(S) : 

SOURCE : 

DOCVMEKT TYPBt 



FAMILY ACC. HIM. COUHTt 
PATOIT IHFOBMATIOHi 



PATENT NO. 



1997:454036 CAPUTS 
137:95609 

Preparation of aalaosalfonylpiianyl alanine darivativaa 
aa antithrcnbotica 

Ha rami ra, Kaaayulcii Baneiahi, Tauyoahii Kiiraaara, 
Kiyxmori 

C and C Beaearch. Loboratoriea, S. Koraai Haraaura, 
Maaayuki} Baneiahi,' Tauyoahi > Kiiroaaru, Kiyonorl 
PCT Int. J^l.. 133 pp. 
OODBB: PllCimS 
Patent 



SATE 



KIND DATE 



APPLICATtOir KO. 

WO 9719919 Al 19970605 WO 1996-JP3530 

W: AL, AM, AU, AZ, BA, BB, BO, BB, BY, CA, CH, CU, 

IL, IS, JP, SB, KB, ra, KZ, LC, LR, IB., LS. LT, 

MB, MW, t€C. NO, BZ, PL, RO, BU, 5D, SO, SI, SK, 

UA, UO, US, UZ, VS. AM, AZ, BY, KO, KZ, MD, BU, 

RW: KB, LS, MM, SD, SZ, UO, AT, BB, CE, DE, DK, ES, 

IE, IT, U7, MC, NL, PT, SB, BF, BJ, CF. CO, CI. 

MR, NB. SB, ID, TO 
AU 9676557 Al 19970619 AU 1996-76557 
PRICBITY APPLB. INFO.: JP 1995-313407 

WO 1996-JP3530 

OTHER SCnRCB(S) t HARPAT 137:95609 

01 



19961303 

CZ, EE, OB, BU, 

LV, MD, MO, HK, 

TJ, m, TR, TT, 

TJ, TH 

FI, FR, 08, OR, 

CM, GA, GN, ML, 

19961303 
A 19951130 
W 19961303 



HIr3hs— BL 

II PCB^ 




The title oaapda. I [El repreaenta hydrogen, lower alkyl, or 
amino-protective grcn^i B3 repreaenta optional ly aubatituted and fuaed 
nitrogencxia heterocyclej B3 rspreaenta a grov^ represented by A(CB3)m, 
hydrogen, or optionally aubatituted lover allcyl (i^ra A repreaenta • 
cpticnally aubatituted azyl. optionally aubatituted and fused hatarooyela, 
or qptlonally aubatituted lower eycloalkyi, m la an integer of 0 to 6, and 
the noiety repreaented by (CHa)a may have at leaat cne aubatituant) t B4 
repreaenta hydrogen or lower alkyl) and RS repreaenta a group repreaented 
by C(:HS6)NH3. NBC ( :NR6)NB3, or (CEa)nKEm6 (lAiere R6 repreaenta hydro g en, 
lower allcyl, hydroxyl, acyl, acyloxy, lower alkoxy, lower alkoxycazbcny 1 , 
lower alkoxycaifoonyloxy, or lower taydraxyalkyleazbanyloKy, n is an integer 
of 0 to 3, and the moiety repreaented by (CH3)n may have at leaat one 
aubatituant)] are prepared I have an excellent antlthzoobin activity and 
ara uaeful aa druga for the treatment of thronboaia end can be 
adminlatered orally. The title ooqxjund II In vitro ahowad IC50 of 7.3 x 
10-9 M againat threnbln. 
192071*46-06 192071-53-7P 

RL: BAC (Biological activity or effector, except adveree) ; BSU (Biological 
sttidy, iinelaaalf led) i SPH (Synthetic preparaticn) > THU (Ther^>eucic use) i 
mOL (Biological etud/) > PREP (Preparation) i USES (Uwes) 

(preparation of aminoaulfenylpiienylalanine derive, aa antithreo)90tlca) 
193071-48-0 CAPUTS 

Caxbamic acid, ( ( (3- (4-acetyl -l-plperazinyl) -1- { O-cyanophenyl )mathyl) -3- 
OKoe chyll amino) aul fonyl} -, 1 , 1-dimathylethyl eater (9CI) (CA INDBir NAME) 



ft I? 




MB 193071-93-7 CAPUTS 

CS CAxbauic «oid, f [(3- C4-«eat7l-l-pip«v(izii]7U -1- [ (4-«3yuioplien7l)nMCh7l] -3- 
aocMtfayllaaiaolralfasiirl]-, t , 1 -dlmscbyUthyl astar (9CI) (CA INDEX lOMB) 



"Vl_ rr 



R(S) : 
PATE2JT AS SI a 



CJkPLDS COmiCTT 3005 ACS CD. STN 
1997:«34C9( CAPUTS 
137157949 

Silver halida photogv^^iie nacarl*! eaaie«iniiig 
fa7dr«siii« dsrivativs m nuoleacins agsnt for 

plaC«BuOcing 

Koga. Kamoi Taiuka, Aklra 
Micsubiahi Pe^r Mills, Ltd., J«pa& 
Jpn. Xokai Tokkyo Xoibo, 14 pp. 
' COOEKi JXmCAF 



FAMILY ACC. NW. COmiT: 
PATEUT IHFQZMATION: 



PATEtlT NO. 



paiaaiTY applh. ihpo 



DATE 
l»970Slt 



APPUCATIGN NO. 



DATS 



JP 1998-387313 1995110C 
JP 1995-387313 1995110< 
Th« pbocog. m&cerial centAina ^1 hydmziu eooqpamid 

B1L1C( :O)MHS0aHHL3NHNH(aa (SI - alifdiAtic group, artanacic groupt LI * UBS, 



L3 - divalent ccanaccisg gtx/apt O ■ CO, SOS, SO, COCO, POj R3 • B, alkyl, 
alktuqT' aryloxy, axyl. anlnoi &3 • H, alipAtacic grcup. azomatic groiqt) in a Ag 
halida emilaioa lay«r or othar hydvcsffailie colloid la^ra. Tba eenpda. 
wozk aa naelaacing agent* and giva inagaa with good dot zcprodnccien and high 
Coax valua. 
IT 190849-76-4P 

BL: FNU (Preparaticn, \iiiclaflsifiad) j RCT (Saactant) i PBEP (Preparation)! 
SACT (Baoccanc or reagent) 

(ellver halide photog. oatarlal ccntaining tqrdraaina (terivativa aa 
nuelaating 

agent for plateaeking) 
BN 190849-74-4 CAPUTS 

CN Etbanedioio acid, nonoacfayl escar. 3-(4- ([ [CFhenaa(TO«t)onyl)«iaol mtlfaayl 
]anino]piheiiyl)l7draxid« (9CI) (CA INDBT HIMB) 
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AOCESSIOH NtHBEKi 
DOCWan NUKBSi 
TITLBi 

IBVOmiBCS) : 
PATBIT ASSI(aiEB(S} : 



SOCWBIT TYPBs 



1997:134375 CAPUTS 
134il44393 

Preparation of triasiuyltMthylaalfonanilidaa and 
analogs aa harbicldaa and plane groath regulators 
VoBs, Olaf I Dodfiald, Miilip Jekaj Bauer, Uanai 
Bieringer, HarDaxmi Boainsar. GhrlMo|Aari Ford. Hark 
Jaassj Orecu, David 
Eoachst Sebaring AgrBiro ObOfi, Oanany 
Oar. Off en., 04 jp. 
CODEN] CtnnCBX 

Patent a 



FAMILY ACC. SUt. COtSni 
PATENT IHFOSMATIONi 



PATBIT NO. 



KIND DATE 



AFPUCATICN NO. 



HATE 



DS 19531355 Al 
ZA 9C04943 A 
DO 9C41799 Al 

W: AL, AM, AV, AZ, BB, 

JP, KG, KP, SR, KZ, 
PL, BO, EtT, SO, SI, 
SWt SE. LS, Hff, SD, SZ, 
IB, IT, UT, MC, NL. 
NB, SN, IS, TO 



19941319 OE 1995-19531355 
199C1313 ZA 1994-4943 
199C1337 WO 19gS-EP35a9 
BO, BB, BY, CA. CN, CZ, EE, i 

UC, U, LT, LV, M 



19950413 
19940(11 
199C0411 

BU, IL. IS, 

Mr, NO, BZ, 



SK, TJ. TM, TH, TT, ta, 02, VN 

UO, AT, BE, CE. DE, DB, ES, FI , FB, GB, OB, 

FT, SB. BF, BJ, CF, CO, CI, CM, GA, ON, HL, 



m 9(43550 
PBICRITY APPUr. INFO, i 



Al 



MABPAT 13(tl44393 



kV 1994*43550 
DB 1995-19531355 
WO 199(-BP35a9 



19940411 
19950413 
19940411 




BlS03NB3ZlCaB4B5 [1, Bl • faydrocarbyl, beterocnrclyl, (di) (alkyl ) oaino. 
etc.! B3 - a, hydrocarbyl , acylj B4 - CK, SO0-3B, etc.; B - H, 
hydroearbyl. hataroeyclyl. ate; B5 - hatarocyclyl group Qj B4,B7 ■ B, 
halo, alkyl, alkoKy, eco. i Z ■ CB or Hi Zl ■ (un) aubatituted 
l,a-phenylane] vera prepared as hexbicide* cud plant growth ragulatora (no 
data). Tlina, BUrfona vaa refluxad with MefOB and ZbCl3 and thm prodoot 
cyoloeondenaed with C1C83C0C1 to give, after HaSHe Creatnent, 
4,(-diBacha)qr-3-vech.7lthiau»chyl-l,3,S-trlasine vhich was arylatad with 
3-FC4B4NB3 and the prodoet aaidatad lay C13OCH3S03C1 to giva title ooBap«inwl 
II. 

166427-08-79 

BLt AGS (Agricultural use) i BAC (Biological activity or effector, except 
adverse) t BSU (Biological study, unclassified) i SPN (Syntlietic 
preparation) I BIOL (Biological atudy) > PBEP (Preparation) i USES (Uaea) 

(preparation of triasinylMthylaalfonanilidas and analogs as hexbicides t 

plant growth regulators) 
184437-00-7 CAPLOS 

Caitoaaie aoid, { ({3- [(4, (-dlvachoKy-S-pyrimidiayl) (tt»tlqrlcUo}Mehyl] 
fluoroiiienyllaninolsulfonyll-' nethyl ester |9CI) (CA IHDEir BIMB) 



pMe 
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ACCESSION 1 
DOCTMEUT NUMBEB: 
TITLE: 



DOCTMEMT TYPE: 



1997:85070 CAPLTT5 
134:103952 

Preparation of imidazo [5 , 1 -b] Chiazole derivatives aa 

intemadiates for antibacterial caphenui 

Atsumi, Kunio) UtKnura, Bijiroj Bano, Jukoj ShicJcawa, 

Munajiroi Kudo, Toabiakii Tsuahiina, Maaakii Iwanatsu, 

Katsuyodtii Aihaza, Kanhivoi Jtauuio, Kastdcoi Takizawa. 

Eironaaa 

Meiji Saika Co., Jmpmai Hel)l Selka Kaisha Ltd. 
Jpn. Kekai Toklqro Kciho. 43 pp. 
CODEN: JEXXAF 
Patent 



JP 00311071 

JP 3537003 
PBICBITY APPLN. INFO. : 
OTBBt 8CUBCB(S) i 
OI 



FAMILY ACC. NOf. COUBT: 1 
PATBIT INFQRMATirar< 



KIND DATE 



19941134 
30040517 



MABPAT 13(1103953 



APPUCATICN NO. 
JP 1994-51300 
JP 1995-51(44 



SATE 

19940300 

19950310 



a7— NH— r— S 




AB Title oonpds. I EB1-B4 - H, aDq^l. alkoxy, eto.] are prepared aa 
intexnediates for antibaoterial cepheiaa. Thus, 3- 
{fom^lanino)natfaylthiasole in CBaci3 was treated wicli phosphorus 
.oxyehlorida at roan temperature to give the title c oap ound 

iiiiidazo(5, 1 •b] tbiazole. 

Reaction of thie with cepbea II [B - CI, B5 ■ 0-CE3-C4H4 -OHe -p, R6 ■ 
0>CBFh3, B7 > trityl] in acetone ocntaining Nal followed by treatnent with 
aniaole-CF3COOH to give II {R - 0, RS - 0-, R( • OB, R7 - HI Is also 
deoo&a traced. This cepbea derivative ahowed (.35 >>g^L inhibition against 
Staphylococcus aureus. 

IT 133028-12-7 

RL: RCT (Reactent) i BACT (Raaotant or reagent] 

(preparation of iuida2op>) chiaaola darlvs. as intermediates for 
antibacterial i 

RN 153038-13-7 CAPUTS 

CN Caxbaaio aeid, (aminosttlfonyl) 3-prqpenyl eater (9CI) (CA 1 



if ff 

HaN-^NH— C- 0-CHa- CH= CBa 

o 

IT 18306C-32-2F 183068-33-39 185747-67-SP 
18S747-6e-«E 185747-78-8P 

RLt SPN (Synthetic preparation) I FRCP (Preparation) 

(preparation of imidazotb] thiazole derivs. as interuadiates for 
antibacterial cephoms) 
RN ie30«fi-32-3 CAPUTS 

CN Cazbaaio acid, ( [ (imida3o(5, l-b) thiasol-3-yluathyl)amino] sulfooyl] -. 
3-propenyl ester (9CI) (CA IHDBK NAME) 



I? If 



1830»-33-3 CAPUn 

CaxtMBftle *el(L (((iaidAso(5.1-b) thl*tol>3.rln«iiiyl)«alao]ralfai)7l) 
nethyl aatar {»CI) (CA XBDSX nWB) 



II 

|-KH-CHa 



1B5747-C7-5 CAPLI7S 

CaiiMBle Mid« C{[(3«mtlgrli«i<laso(5,l-b]thlAsel-a* 
yDvatliyllnlnolaulfanyl)-, 2-]prop«nrl astar (9CI) (CA IVDEX mm\ 



"TO 



BV 185747-(0-C CAPUTS 

CH 3-tbi«-3,4,7-criasaoctasiotc acid, 8-iuidazoI5,l<b] thUsol-a-yl-S-t 
a-prcpanyl aatar, 3,3-dicKidla (9CI) (CA INDBT HAME) 



If I? ff 



C~NH~ CH 



BH 185747-78-8 CAPLUS 

or Cazbaaio Aciil (((lmidazo[5,l-b) thiasol-S-ylBaChyDaniiiolaulfai^l] - 
(4-nathox/piieayl)Batfa7l aaear (»CI) (CA IMDEX HBME) 



PUBUSHE8: 
DOOMENT TYPB: 
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ACCESSICsr NXJMB£S: 1997:14314 CAPLVS 

DOCUfBTT NUMBBt: 136:117806 

TITISi Oaaaxml «aid affieiant aynchasia of a-alkylcazbapeneiaa: 

aynehaaia of dathiaoarba analega of ol laical ly ua«ful 
oazbapauema via palladium-oatalysad era«a-cxnq>lin3 
reasticzi 

AOTBOK(S]i NanikAKi, YuXicoshi; Nlahi, Bol^ i Cboua. Eircwhl 

Shionos^ Laboracoriaa, Shlonogl A Co. « Ltd., 

Osaka, 553, Japan 
Tatrabadrob (1997), 83(a). S39>5SC 
CODDIi TSnUkBi ISSff: 0040-4030 
Blaavlar 
Joornal 
BigliBb 

OTHES SCnXCB(S] : CASBBACT 136:11780« 




pAlladiuni-catAlyzad eroas-coopling raaetiem of carbapeneia-a-yl trlflata 
with alkylborann gave 3-alkylcarbap«DiBi& in good yield. E.g., Criflate I 
(R • SiEc3, El - 0S03CP3, B2 - CO2CH3C6H40Ma-4) MB reacted with cha 
allylbcrana, foraed la aitu froa 9-BBN and B3CiCHCE311HC03CB3C6H4GMa-4, In 
cha praaenea of PdCia(4]pf) to fom allylatad emAtpmwa. IZ [B - SlBtS, XI 
- (CBa)311HCOaCaaC6H4CHa-4, B3 > OOaCH3C6H4CMa-4) . Tba allylatad 
oaxbapcnan waa ecovartad to Imlpenaa analog II (B - E, Bl - (CHS) SKHCHiKH, 
Ba -COaH], which ahowed a MIC ( f^/oL) valuea of 0.03, 0.4, and 13.5 
i^en tested against St^^ihylococcua aureus, Escherichia Coll, and 
Pseudononas aaruginoaa, reap., and ccn^sarad with valuea of 0.01, 0.1 and 
1.6 reap, for imipanea. The usefulnasa of thia reaction waa demcnatrntad 
hy tha ayncliaaia of hi^y funetionalizad 3-al)cyIcarb(qpanau, dathiaeazba 
analega of panlpancm, bliqpeneia, tnezopenam, and S-4661, whidh ware alao 
teatad for their antlbaetarial activity. . 
148017-2e-l 

BL: HOT (Reactont) » &ACT (Beactant or reagent) 

.(ayntheals of a-alkylearbapenems, dethiaoarba analogs of'clln. uaaful 
earbapenems, via pal Icudiim- catalyzed eroa a- coupling reaction) 

148017-38-1 CAPUTS 

CaxbaalQ acid, (aninosQlfai^l) 1 . 1 -diaatfaylachyl eatar (9CI} (CA XNDEV 
NAMB) 



If If 

-C-MB-jplIHa 



TEEKE SRK 25 CITED VLEFOLmCES AVAILABLE FX9B THIS 
BECOBD. ALL CITATIOTS AVAILABLE Itf THE BE FOBMAT 
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ACCESSIQET NUlBEBi 

sociMEarr HimBEBi 

TITIE: 



FAMILY ACC. NUM. GOUtIT: 
PATBTT INFQBMATIOH: 



1997:5844 CAPUTS 
136:31365 

Praparation of tatvafaydrofuran-ecataiaiag- aalfooanlda 
inhibitors of aspartyl protease for traatnant of HIV 
infect icn. 
Tung, Boger D. 

Vertex Phazmaeeadoala IneorporatadL OSJl 

PCX Int. Appl., 105 if>. 

OQDEN: PllCma 

Patent 

Ebgliah 



AppucATiov no. 



UJ, LV, 

SO, SI 
BW: EE, LS, 

IE, IT. 
US 5723490 
AU 9 6555 96 
AU 706732 
BP 646110 
BP 846110 

Bi AT, BE, 

IE, SI, 
JP 10509739 
JP 3046357 
BB 9608033 
HZ 306903 
AT 333761 
EB 4307 
SO 119303 
m 9704733 
BO C3677 
PRICBXTT APPLH. ISFO. 



OIHBt S0aBCB(5) : 



MD, MO, MK, MS. tm, m, VO. BZ, PL, PT, BO. BU, SD. SE, 



MW, SD, SZ. TO, AT. BE, 

UU. MC, NL, PT, SE. BF, 
A 199B0303 
Al 19961107 
B3 19990634 
Al 19980610 
Bl 30030820 

CH, DE, SK, ES, IS, OB, 

LT, LV. FI 

T3 19980933 
B3 30000539 
A 19990113 

A aooooa3B 
B aooao9is 

Bl 30040615 

Bl - a0040730 

A 19971013 

Bl ' 30030930 



HABPAT 136:31365 



BJ, CF, 
trs 19 95 
AU 199S 



DK, ES, 
CO, CI, 

-434819 

-55596 



EP 1996-913943 

m. IT, U, UJ, 
JP 1996-531954 



BB 1996 
KZ 1996 
AT 1996 
EE 1997 
BO 1997- 
NO 1997< 
BO 1997 
US 1995 
US 1993 
US 1993- 
US 1995- 
WO 1996 



-B032 

-306903 

-912943 

-266 

-1926 

-4733 

-103048 

■434819 

■941983 

■143337 

■3934(0 

■US5475 



Fl, FK, QB, GK, 
CM, OA, GKT, ML 
19950419 
19960418 

19960418 

RL, SB, HC. PT. 

19960410 

1996041B 
19960418 
19960418 
19960418 
19960418 
19971013 
19971117 
A 19950419 
B3 19930908 
A3 19931134 
BS 19950333 
V 19960418 



BOCHH^^^,X^ 



AB BlGBHCBB3CE{aB)CH3NB3S03B (Bl - tetrahydrofuzyl ) 0 - CO, S03. COCO, 03C, 
0S03, iulnoaul f onyl , aninoeazbcnyl , ato. i xa, X3'a (subatitutad) alkyl, 
alkenyl, carbocyclyl, eyoloalkenyl , aryl, hataroc^yolyli B > (anbstieutad) 
hacarocyclyl, oaxbooyolyl, aryl, hatarocyelyloxy, oazbooyolyloj^, aryloxy, 
amino, alkoxy, alkenyloxy, etc.), were prepared Tbua, tide con^wund (I), 
prepared fraa epoxide (II) , ^owed Ki <0.1 nM against BIV-1 protease. 

IT 148017-28-1? 

BLi BCT (Xeactant)! SPlf (Synthetic preparatien) i PBEP (Preparation): BACT 
(Xeaecant or reagent) 

(priparatioo of tatrahydrofuron-containing salfonanlda Inhibitors of 

aspartyl 

protease for traataant of HIV infection) 
BH 148017-38-1 CAPUXS 

CN CaztMmie asld, (aninosulfonyl) -, 1 , l-divatl^lathyl aatar (9CI} (CA IHDEY 



WO 9633184 Al 19961034 WO 199C-US5475 19910410 

«i AL. AM, AT. AU, AZ, BB, BO, BX, BY, CA. 08. fST, CZ, BZ, SX. BB. 
BS, FI, GB. OS, HU, IS, JP. KB. XD. XP. KB, K2, LK. U, LS. LT. 



PITBIT lUFOSMATIOKi 



t-BuO- C-Mff- j-MHa 



169 0] 
AOCBSSIOSr WMBEBt 



AUTB08<S) : 
CCaPOS&TB SOimCB: 



CAPUTS COPimiGBr aOOS ACS on STH 
1996:(8»413 CAPUTS 
136: 47533 

Total SyntlwalB and Asaigmnenc of Conf igarACiooi of 

UHcxslinanldB 7 

Wlpf, PaMri Fricch. Paul C. 

Departoenc of Chniatzy, Uaivwrsicy of Pietafasurgih, 
Piccabargh, PA, 1S360, trsA 

JootdaI of tha Anerican Oiemical Soeiecy (199C), 
11B{49), 13350-133(7 
OODSIT: JACSATi ISSUi 0003-78(3 
Amariofla Chmle&l Sooiacy 



DOCWBIT TYPB: 
UUJGQASB: E^gliah 
OTHm SOCBCEtS): CASREACT 136:47533 

AB Tha firat total ayntbaais of 1 iaaocl iiumida 7, a 31 -msubarad cyolopapelda 
iaolaced fraa. Liaaocllmm biacracuxDi, «aa accoopl i aliad in 33 atepa and 4.4% 
ovarall yiald. the extraordinary comf igoratianal lability of the 
thiasolise aegsMnca waa atrercooA by a aovel atraCegy eoobining th* use of 
the BiUEseaa reagent for mleiple aimltaaeoas axaxolina and thiasolina 
fonBatieaa and an efficient cocazoline -* thiaaolina hateroeyela 
intereocveraiooi. In additicoi to the total aynthaaia, thia wtxrk hi^li^ta 
the acQpe of alternative atrategiee toward Lisaoclinm peptide* and 
preae&tB the preparation of analoge for SAB atndiea of Che cycotcocio effeeca of 
thia feiaily of narine natural produota, 

IT 29684-56-8 

BL: KCT (BeaccanC) i BACT (Seactant or reagent) 

(total BTnthesia and aaaigmdent of conf iguzaticm of liaaoelineBide 7) 

EN 39<e4-5«-0 CAPUTS 

CN Ethanaminiua, HfM'diethyl'H- [[(nathniycarfaaayllaaiinolanlfcBiyll inner 
ealt (9CI] (CA XBDEir HAMS} 



ff .it 



THBtB ARE 70 CITED BZ7£S£2TCES AVAILABLE FOB IBIS 
ALL CIXATI0K5 AVAILABLE IV THE KB FQRKAT 
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ACCESSION DTMBEK: 

DoctMorr mtam-. 

TITLE: 

II)VaiTOB(S) : 
PATEUT ASSiraiEB(S) : 
SOUBCE: 

DOCWESIT TYPE: 
LAH6VAGB: 

FAMILY ACC. HIM. OOUBT: 



1996:681394 CAPUTS 
135:313351 

Silver halide recording uaterial for generation of 
negative iwagea with ultrahigii ccntrast 
Baeger, Reinhold 

Da Peat De Nemours (Seutachland) OabHf Genuuay 
Btir. Pat. Jtppl., 10 ip. 
CODEN: 
Patent 
Geman 



PATENT HO. 


KIND 


DATE 


APPLICATION ND. 


OATS 


EP 733939 


Al 


19960935 


EP 199C<10433a 


199C0319 


£P 733939 


Bl 


19990630 






B: DB, FB, CB 


I, IT 








DE 19510614 


Al 


1996093« 


DB 1995-19S10C14 


19950333 


US 5763357 


A 


19980731 


US 199C-Cli407 


199C0315 


JP 06304947 


A3 


19961133 


JP I99C-103097 


199(0333 


JP 3783703 


B3 


19980806 






PBICaiTY APPLN. IHFO. : 






DE 1995-19S10C14 


A 19950333 


OTBS SOUBCE (S) : 


HABPAI 


r 135:313351 







AB The title naterial. eapecially for nannfaocoring bladc-asd-whiCe neg. inages 
with 

nltrahi^ ocntrast, containa a hydrasina eaapaaoA and a eontraat- increasing 
ooeyoand (so-called booster) . The booster is represented by general 
foraulas, BlB3iafSB. B1B3BXSY1NB3B4 and BlB3NrsnSXlBB3S4 (Bl-4 - Cl-6 
alkyl, benzyl, B1-B3 and/or B3-B4 nay form 5- to 13-vflma>erwl ringj X. n, 
n - divalent ecanectiaci growpj B - alkyl* araDcyl, aryl » S - S03NB5CaK26, 
SO3NB700O, NBflS02SB9i KS-9 - B, Cl-6 alkyl, bensyl). 

IT 183168-39-0 183168-48-1 

BL: MQA (Modifier or additive use) t OSES (Vses) 

(oantraat-inereaeing oaapaand. (booster) in Ag halide reoording vatsrial) 

BN ie3160-39-0 CAPUTS 

CN Caxbanic ac i d« [ [ [ 3 - ( 1 -piperi dinyl ) propyl ] «:&ino] sal f onyl I - , l-ua thyl ethyl 
ester, vcnohydrochloricfa {9CI) (CA IHDBJT NAME) 



a* 



i 



• hci 



1831(8-48-1 CAPUTS 

3-Thia-a,4,8-tria8adodBCanoio aoid, 9-butyl* 
eater, 3,3-diaxids, vanalfaydraehlmide (9CI) 



(3-< 

(CA : 



1-1 •pyrrol idinyl )wthyl 



jMa- 



' (CE2) 3-N(Btt-n) 2 



• BCl 



1S3168-37-SP 

BL: MOA (Modifier or additive uae) t PNU (Preparation, unelaseif ied) i PBEP 
(Preparation) i USES (Usee) 

(contrast -inoreaaing oomwiBiid (booster] in Ag halide reoording naterial ) 



183168-37-8 CAPUTS 

3-1bia-3,4,e-triazadodeoanoic acid, B-butyl-, l-ve thyl ethyl ester, 
3,3-dicgcide, ucnohydraeihloride {9CI} (CA IBDEX NAME) 



it I? 



(n-Bu) aN- (CKa) a'MH-S-NB-C-OPr-i 



• bci 



CCB.POBATE SOOBCE: 



PUBUSSBt: 
DOCWENT TYPB 
LANGUAOE: 



t 171 OF 31( CAPUTS COPmOHT 3005 ACS on SIN 
ACCBSSIOV mMBSB: 1996:678056 CAPUTS 

136:46740 

Syntheaie of N-sulfamoyloxazol idlnones and 
-perhydroowsinanesf reactivity and use aa dcnors in 
the transsnl fanoylatien reaction: applicaticm to the 
preparation of 3 -ehloaroethylnltrososulf amides. IV 
Desynter, Georgesi Abdaoui, MBbamedf Begainia, Zinej 
Montero, Jean-Louis 

Ledx>ratoire de Chioie Bicnoleculaire, Uilversite 
Hontpellier-II, Fr. 

Tetrahedron (1996), 53(45), 14317-14334 
OODaXs TBTBABi ISSN: 0040-4030 
Elsevier 
Journal 
English 

Starting frota cblorosulfooyl isocyonate, successive addition of selected 1,3- 
and 1,3-halo ales., sulf amoylacion with nitrogen mustard, and cyclization 
in allcaline ccmditioois gave the title ooepds. in good yields. These 
■alfenfiyloxasolidincnas and aulfanaylparhydrooxasinoaaa ware efficient 
a-cbloKoethylsulfanoyl donors in synchssia of a• 
cihloro•thylnitrososulfamidts (CBNS) f five new GEES (derived fron 
heterocyclic aminea and amino acids) were thus syathasised. Aoeording to 
the exptl. ccnditlona, N-sul faaoylcyclocaibaaatas can bs reopened by 
nucIeoKliilea giving addition products by trsnaeazbamcylation. 
185023-B9-6P 185023-90-9S 105023-91-0? 
185023-92-lP 

BL: BCT (Reaotant) i SPN (Synthetic preparation)! PBEP (Prepaxation) ) BACT 
(Beactant or reagent) 

(preparation and reactions of N-sulfasuylaxazolidinones and 
-pexhydroopcazinonea) 
185033-89-6 CAPUTS 

Caxfaaaic acid, ( ((a-ehloroethyl}aaiino] sulfonyl] -. 3-chloro-l -methylethyl 
ester (9CI) (CA INDEX NAME) 



it it 



CI CHa— aia*~ NH- s— HT- c— 



Me-ca-cHaCi 



10S033-90-9 CAPUTS 

Cazbamlo aeid. ( Ka-cbloroetlqrDanliio) salfoayl] -« 3-ehloro*l* 
(ehlortawtl^Det^l eater (9CI) (CA INDEX NAME) 



it it 



ClCEa~CB3~IJU S~KH~C~i 



■jpHH-C— p 
O CICH3-CB-CH3CI 



185033-91-0 CAPUTS 

Caxbamio acid, [ [(3-chloroetfayl)enino] anlfoiyD- 
Cgci) (CA INDEX NAME) 



a, 3-dibramoprppyl ester 



r ff if 

BrCHa" cr CBa~ o~"C~NH~"jp'ar" CB3— cHaci 



165033-93-1 CAPUTS 

Caxbamio acld^ I [(3-diloroethyl) amino] sulfonyl] • 
(9CI) (CA IIDBX NAME) 



3-cihloraprcpyl ester 



CI- (CHa)3- 



-cHaci 
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ACCESSIOtJ NUMBER: 
DOCtMEBT NOMBa: 
TITLE: 

(S) t 



QOCTJMDIT TYPE; 



CAPUTS COp-yBIG«r 3005 ACS on STN 
1996:674366 CAPUTS 
135:338383 

Praiparatian of novel carfaapenem derivatives as 
•ntibaacariala 

Aihara, Xazuhiroi Sano, Y\i)coi Shio)cawa, Solhjirei 
SasaXi, Teshiroi Setsu, FUmihitO) Toyocjca, Yteikei 
lahii, Miyulcit Atsumi, Kuniof Iwamae.su, Katsuroshii 
Tamura, Atsushi* 

Meiji Selka Kabuahiki Kaisha, Japan 

PCT Int. Appl., 107 tp. 

COSBNt PIXXDa 

Patent 

Japanese 



KIND DATE 



APPLICATION NO. 



ND 9638455 Al 19960919 WO 1996-JPS73 

ff! CA. CN, CZ, HU, JP, KB, PL, SI, US 

.XV> AT. BE, CH, DE, DX. ES, FI, EK, OB. OB. IB, IT. UJ, MC, 
CA 3189995 AA 199(0919 

CA 3189995 C 30010133 
EP 760370 Al - 19970305 

EP 760370 Bl 30030807 



CA 199(-aie999S 

EP 1996-905036 



DATE 
199(0308 
PT, 



199(0308 

19960308 



BE, DB. ES, 



CN 1140390 
CH 1057091 
ES 3179933 
TW 43539( 



FB, QB. IT, NL 
A 19970433 
B 30001004 
T3 30030301 

B aeoioaii 



CN 1996-190177 



BS 199(-90S03( 
TV 199('B5103873 



199(0308 
199(0309 



us 5990101 A 19991133 US 1997-737333 19970313 

FRKBITY APFU7. IHPO. i JP 1995-51616 A 19950310 

WO 1996-JPS7a V 19»C030e 

OIHB SaDRCB(S) : MUPAT 135:33a3a3 

OI 




9 It 

O 



XT 1B3066-32-2S 1830C6-33-3P 

KL; KCT (Beaccaat) i SPH (Synthetic pnpeurtttioo) » PBEP (Prap&raticD) i SACT 

(Seaccme or reagsnc) 

(prcparatican of nwel earbapeaea deriva. as antibaccarial ■) 
SS ie30<C-33-2 CAPUTS 

C37 Cazbnle acid, [ ({inidasoIS. l>b] thiasol-S-ylnathyDaBlao] mlfooyl] 
a-prcpcayl aflcar {9CI> {CA nOIEX HftMBl 



AB Ticla con^xla. I [Bl - E, alkyl t E3-&5 - H/ halo, OH, ultro, cyooo, COOB, 
foroyl, alkyl, oycloalkyl, C3-* alkenyl, C2*4 alkyi^l, alkoxy, «ca.I am 
preparad Tlie coapda. bave a broad and potenc antibacccrial acclvlcy cm 
Gron-poa. bacteria and Gzm-nag. baocaria including Paeudaacanaa aaniginoaa 
and ah,cw a poccnc antlbaoearial affect on varioaa P-lactamaaa* 
producing bacteria and HRSA and an axtrsiaely high DHP-l afcabillcy. Tbna,* 
allyl (1S,SB,6S) -(-((IS) -1 - (allylaa^eazbaiylaxy) etl^l] -3- (bydraKyaatiyl) 
laetbyl •! -carbapen-3<-ea'2'>carbaxylate waa reacted with di-Ph 

pboapbarochloridaCa in CEaCia oancaining 4- (dinecbylai&ino)pyridis« to give the 
eorraapending phoajjfaace, which was reacted with 3 - 

(hydza]gfnatli7l}iBidaBo(S,l-b}thiazole in DHF containing Nal, and the ptodnet 
created with PhSP, a*echylbaxanoie acid, potaaaim a-eehylhexaaoate, and 
cat:rakis(triphanylphaapbina)palladium in CS3C13 at rcoa ta^erature for 3 h to 
give cha title eo^nond I ptl • tte. B3 - CB30B, R3-K5 - B) . Thia had an NIC 
coB^rable to that of iBipanan/cilastacin against Staplqrloooocus anraoa. 
Pharmaceutical oo^ns. containing I are described. 
IT 1S3067-54-1P 

SL: BAC (Biological aeclvicy or effector, except a dvers e) § BSV (Biological 
stn^, unclassified) t SPH (Synthetic prepaxation) i THt7 (Therapeutic use) i 

BIOL (Biological stodir) < PBBP (Preparation)! USES (Uses} 

(preparacloQ of novel carbapenaa derive, as antibacterial e] 
8S 183067-54-1 CAPIAJS 

CH Iaidaso(5, 1-b) chiazolixmi, 6- [ (3-carboKy-6- (1 -hydzxaxyetbyl) -4-1llacllyl-7-aKO- 
l-a^abicyclo[3.a.0]hepC-3-eu-3-yl]lBathyl] • 3-(3,3-dioxldo-S-axo-6-axa-3- 
thia-a,«-dia8ahspt*l>yl)>. Inner salt, US-(4 o.Sp, (P(S>)1 ] - 
(9CI) (CA UIDEX HAMS) 

Absolute ster eo ehenistry. 




153028-I2-'7 

BL: BCT (Reaccant) > KACT (Keactant or reagent) 

(pr«paratian of notrel carbapenem dariva. aa ancibacteriale) 
153038-12-7 CAPLUS 

Carbaaic acid« (aainosulfonyl) 3-pzopenyl eater (9CI) (CA IM>SC KAME) 



If If 

Hac^= CH~ CHa~ o~ c~ hh~ s~ cHa 



H-CHa 



BB 183066-33-3 CAPUTS 

CH . Caxbamic acid* ( [(imida2o[5, l>b) thiasol-3*ylaethyl}aBino]sulfoiiyll • 
vathyl ester (9CI} (CA XHDSlt HIMB) 



: 173 07 316 
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D0C1MBIT TYPB: 



CAPUTS CaPmiGHT 3005 ACS cn STH 
1996iCS3486 CAPUTS 
iaCi47188 

Pirat exaaqple of a 4-aaino-l,a,4, 6 -thlatriasine 
1,1-diaxide derivative 

Ochoa> Carmen; Herz«ro, Angela) Provencio, Xafaali 

Balsarini, Jan; Se Clercq, EriXt Oomez-Barrio, Alieiai 

Diaz, Bafael Martinez i Nogal, Juan Joaa 

Institute Qaivica Madiea, CSIC, Madrid, 38006, Spain 

Betaroeyoles (199C), 43(10). 3199-3304 

CODEirt BTCnMi ISSH: 0385-8414 

Jiqpan Xnstituts of Hetexoeyelio Chsnistry 



English 




H NH 



AB For the first tine, an H(4)-aBino deHvacive of 1,3,4, 6-thiatriaalna 

l,l-di43xide I (B > HH2} wee prepared by cycloccndenaaticoi reaction of the 
appropriate sulfamcyl carbamate PbSCfSMe) :NS03(NHCOaMe) (11) with 
hydrazine. Reaction of II with ammonia yielded the cyclic 4H-derlvativs I (B 
« H). Hoclecf^ilic eubatitution reactions of I (B - H, HK3) with 
hydraains, as well as eondcnsatian of I (B « BH3) with Bt orthofomata 
were aehisvsd. lha antiprotozoal and anti-HIV properties of ths new 
eoq>ds. were evaluated, bat none of then showed sigiifioanc biol. 
cbCtivitiee. 

IT 184427-S2-9P 

RL: RCT (Seactant) >' SPH (Synthetic preparation)! PBEP (Prepaxiatien) } BACT 
(Reaetant or reagent) 

(preparation, anti-HIV. and antiprotoseal activity of thlatrlaBine dioocidas) 
BH 184437-53-9 CAPUTS 

CH 3,6-01thia-a.4-diazahspt>4-anoio acid. 5-(Ebenylthle) methyl ester, 
3,3-diaxida (9CI) (CA IHDEX HSMB) 



SOURCE: Bioorganic Chemiatzy (1996), 34(3), 243-350 

CQDBtl: BOCMBMi ISSH: 0045-2068 
PUBU 5HER : Academic 
DOCIWEMT TYPE: Journal 
LANGUAGE: Qiglieh 

AB Prenyl, geranyl, and famesyl derive, containing ncnionie surrogates for the 
diphosphate moiety, including dlaulfcoes all-E- 
H(CH2CMe:CBEH2)n<a2S02CH2S02Me (I, n - 1-3} and all-E- 
H(CH3CMe:CBCH2)n(X{SraMa)a (XI, n - 1-3), methylene diaulf onamidee 
all-K-E(CHaCMe:CBCBa)nHBS0aCBaS0aNH3 (III, n - 1-3), and carbaoQrl 
sulfanides all -B-B(CH3CMe:CHCHa)nOaCIiaS02IIH3 (n - 1-3) (IV. n - 1-3), were 
■ynthaaized and evaluated biol. in an effort to find suitable nonlabile, 
neutral inhibltore for enzyaic reactiona which use these isoprenoid 
diphosphates as substrates. Famesyl derive, were ineffective as squalene 
synthase inhibitors in vitro. Conpde. I-IV were screened in human akin 
fibroblasts for thslr offeots on fatty acid, cholsstsrol, end SUA 
synthesis. In gsnsral, oo^ds. Ill and IT showsd nozs inhibition than I 
and II and had a greater effect en DHA synthesis than on lipid synthesis. 

IT 183996-54>5F 183996-55-CE ie3996-S6-7P 

RL: BAC (Biological activity or effector, except adverse)} BSV (Biological 
study, unclassified); SPH (Synthetic preparation) t BIOL (Biological 
atuii^} J PBEP (Preparation) 

(synthesis and biol. evaluation of nonicnio praayl, geraayl, and 
fama^r^ diphosphato surrogates) 

RH 18399(-84-S CAPIXTS 

CH Caibanie acid, (anlnosulfoivl) a-natfayl-a-batsnyl sater (9CI) (CA XNDEir 
HAMB) 



r 



PhS- C=H-.S-Ha- C- OMe 



H3H-|-MH- C- O- CHa- Ca= »e3 



1B4427-58-9P 

BL: SPN (Synthetic preparation]; PBEP (Preparaticn) 

(preparation, anti-HIV, and antiprotozoal activity of thiatriazina diaxidas) 
184427-50-5 CAPUTS 

3, 6-Sithia-a,4-diazahept-4-enolo acid, 5 - (phenyl thio) -, nethyl ester, 
3,3-diaxide, amocnium salt (9CI) (CA IHDBir HAMB) 



BH 183996-55-6 CAPUTS 
CH Garbemic acid, (eninosulfonyl) 
(9CI) (CA IHDmr HAMB] 

Doable bond gsoaetry as shoan. 



3.7-dinsthyl-3,<-oecadienyl aster, (£)- 



r iT 



9 HBa 
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Synthaeis and biological evaluation of ncnionio 
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Castro, Alfredo; Brick eon, Sandra K. ; Shechter, 
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Deparcnant Chanlstxy. Dartnonth Collsge, 
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H^^HBa 



BH 183996<56-7 CAPUTS 

CN Carbamie acid, (aminosulfcsxyl) 3,7, 11-trittatlqrl-a, 6, lO-dodeeatrienyl 
ester, {E,E)- (9CI) (CA IHDBlf HAMB) 

Double bond gecewtry as shown. 
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The pr«a«nt invention relates to cerCAin novel h.eCerocyclio aaidea which 
ar« l-py-ritfylacetamide coupds. I wherein: RO is CI -5 alkyl i S - e.g., E, 
acyl, Bttlfcgayl; HS and a* - e.g., H, lower alkyl , B-Y where B is aryl or 
heceroaryl and Y is a direct hand, methylene, ethylene, or trans -vinyl ene 
(with proviao) ( vhich are inhibitors of huxgan leukocyte elastAse (ELE) , 
alao known, as h uman neutroptiil elastase (HHE) , making then useful vhenever 
an^ inhibicion is desired, such as for research tools in phanaacol., 
dlagnoacie and related studies and in the treatment of diseases in mamaals 
in which HI£ is implicated. The Kl values for I which were tested are 
generally oa the order of 10-7 M or much less. The invention also 
includes intermediates useful in the synthesis of these heterocyclic 
amides, processes for preparing the heterocyclic amides, pharmaceutical 
conpna. concaining such heterocyclic amides and methods for their use. Thus, 
e.g., acatqphe n cBia was fozv^laced and eyclized with cyano&cecamide to 
provide e-pbanylpyrid-a-cne-a-caiiMKiitrilei hydrolysis to the cazixncylic 
acid f ollowsd by urethana fomaticoi yielded 3 -benzyl cotycarbcoiy lamino-6 - 
phanylpyxid-S-oaaf alkylaciaa of tha latter with N- (a-tert- 
buqrldimatlQrlailylGagr-S' 3, 3- trif Iuoto-1 -iaoprpprlpropsrl) -a -i<3doaoetaai<to 



(praparaticn given) followed by deproteotitzi and oxidatioa affortbd 
a- (3-bensylaxyea2bGnylaainO'a-oou>-6-phaiyl -1,3-dihydrD-l-pyridyl) -N- (3,3,3 
trif luoro-l-iacpxopyl-3-csupropyl)acetaaide (Xi R « Cbz, &S • H, R6 - Ph, 
ao - iso-Pr) . 

139290-58-19 1S9290-C2-7P 

KL: BAC (Biological activity or effector, except adversa) i BSU (Biological 
study, unclassified) J SPK (Synthetic preparaticn) ; TED (Therapmtie uae) j 
BIOL (Biological stud^) t PRSP (Preparation) f USES (Uses) 

(3- (3-axD-l , a >dihydro-l -pyrlc^r^) -17- [3 , 3 , 3 -trif luora-1 - ( lower 
alkyl) -3*axGprop7l]acetamide deriva. as inhibitors of human leukocyte 
elastase) 
159390-S8-1 CAPUTS 

Caxbamie aeid« [ [[l,3-dihydro-3-cou>-l- {3-axo-3-( (3,3,3-trifluoTO-l-(l- 
1Dethylatfayl) -a-axopro^llaminolathyl] -6-phanyl-3-pTridiayl]anii>o]8Ulfaiiyl] 
. methyl aatar (9CX) (CA ZSDEIC HUffil 



r 



If 'T if 

;3~ C—H^ CH— CF3 



159390-63-7 CAPLDS 

Cazbamie asid, (({l,a-dllqr^-3-ci>co-l-[3-Q3GD-a-I OfStS-trlfluoKo-l-d- 
mathyletfayl) -3-oxe^repy}l amisol ethyl] -6-ph«nyl -3 -pyrldinyl ] amino) aulf onyll 
, ethyl aster (9CI) (CA IKDElf BAKE) 




CaRPOBATE SODKCE: 



PUBLISBlBt 
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176 07 316 CAPLOS COPYRIGai 3005 ACS on. SUT 
1996:573307 CAPIX7S 
135:300451 

A new family of potential oncoataeieat 
3-chloroatliylnitxoaosalfattidas (CSHS)-I. Synthaais, 
structure, and phannacological evaluation (preliwinaxy 
results) 

Abdaoui, Mchaaedf Ztewyntar, Oeorgesi Aeuf, Kcnrredlnei 
Pavre, Gillesi Harare, Alainf Mooitero, Jaan-Louia 
Lab. Chimie Bicnol., Utaiv. Hcntpellier-II, 
Montpellier, 34095, Fr. 

Bioorgonic & Medicinal Chemistxy (1996), 4(8), 
1337-1335 

CODEtT: BMECEPi ISSIT: 0960-0096 
Elaevier 



LAHOUAaE) English 

AB A new sariea of allcylating agsnta, 3-cblaroethylnitroaosulfamidaa (CSHS) , 
were devalcped en the model of 3-chlaroethylnitroacureaa. Starting from, 
chloroaulfonyl isoeyanate, a four-step synthesis (cazbameylaticn- 
sulfamoylatlcsi, Mitsuncbu allcylaticn, deproteeclcn, and nitrosacion) gives 
the title caupda. in a 47-509 overall yield. The selection of the 
nitrosation site can be directed throuc^ an alternative route. The 
phamacol. evaluation shews a significant cncostatic activity towards both 
AS49 and MCF7 call lines. 

IT 147000-78-OP 147715-84>2F 162929-47-9? 
182925-48-OP 182925-49-XF 182929-S0-4P 
182925-5 1-SP ie2925-52-6S 182925-S3-7P 
RL: SPH (Synthetic prspaxtttlca) j PREP (Prqiamticil) 
(preparation of) 

RN 147000-7B-0 CAPUTS 

CH Caxbamio acid< ( ((phanylmatihyDamlnD] aulfes^l] 1,1-dimatbylachyl ester 
(9CI) (CA IKDEir BAMB} 



-CHa-ph 



147715-84-3 CAPLUS 

Carbaaic acid, [ (cyclobexylaminojaulfanyl] - 
(CA INBEy NAME) 



1,1-dimathylechyl eater (9CI) 



f f 

OrT' 



RN 103935-47-9 CAPUTS 

CH Caxbmio aoid. ( {(3 -machylbutyl) amine] aulf onyl] -, 1,1-dimathylettayl astar 
(9CZ) (CA IBDEV BUfB] 



:-BuO— C-HH-S-HB— CH3*-CHa*-CHMea 



RH 163935-48-0 CAPUTS 

CH Carbamic acid, ( (hexylotino) aalfonyl] - , 1, l-dinsthyleU]yl astar (9CX) (CA 
ISDEX NAME) 



I? i 

Ha- ( CH3 ) 5 ~ ™" J" ™~ C~ OBu- 1 



CH Cazbamie acid, [ [(3-clhloroethyl)anino] sulf cnyl] -, 1, 1-dimethylethyl eater 
(9C1) (CA I 



f if 

CI CB3— CB3-HH-S— NH— C— OBu- 1 



RH 183935-50-4 CAPUTS 

CH Cazbamie aoid, [(diathylamino) aulf cnyl] -, 1,1-diMULylethyl astar {9CI) 
(CA INDEX NKMB) 



S f 

t-auO-C-HK-J-M^3 
O 

RH 183935-51-5 CAPUTS 

CH Cazbamie acid, [ {bia (1 -mathylathyl) amino] sol fonyl] l,l-dtmethyl«cltyl 
ester (9CI) (CA IHDBC BIHB) 



ff f 

J-N(Pr-i)a 



RN 103935-53-6 CAPUTS 

CH Caxbamic aoid, [(dioyolcdksi^lamimojBulfcciyll 1,1-dimathylathyl aatar 

(9CZ) (CA msr hbme] 



r i 



0= S-HK- C- OBu- 1 



RN 103935-53-7 CAPUTS 

CH Cazbnie acid, [ Ibia(phax7lmatl)yl ) amino) salf cnyl] 1, 1-diuethylathyl 
eater (9Cn (CA IHDEir HIHE) 



KH-C-OBu-t 



CHa— i^cHa— Ph 



RH 183935-49-1 CAPUTS 
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Hie title oonpds. (2j Bl - H or A-ff-B4> irixerein A - C(iX], COCO, S03j X - 
0 or Si V • a alngle hood or BBS} B4 > 0H« lower alkoocy, (un) vobetituted 
lover alkyl, oyoloAll^l, &zyl, or Iwceroaryli B5 > H, c&tbaa&yl, lower 
alkoxyc&xbonyl , wno- or dialkylaainoearboooyl, lewer alkylaulfcnyl, wmo- 
or dlalkylaainotbioeaxteagrl' (un)stib*tlcuted lower allcyl or alkanoyl i K3 ■ 
lower alkyl> K3 - H, halo, carboaqr* NH3, cyano, IK)3, OH, lower alkoxy, 
lower alkyl, lower alkoxycarbcnyl j B • lower alkylene or carbonyli n > 0 
or 11, which have an antiplatelet aggregation effect on the basis of the 
effect of iahiblcixig activated blood eoagalaticn factor X and are useful 
aa ancithreabotio *g«ace, etc., are prepared Thus, a cyanco aph t ha lene 
dBrivntive (II| SI - Ac, X - oyano, XI - Boc} (preparatioi given, 138 ng) was 
dissolved in a mixture of CB3C13 and EtOH , cooled to -30*, saturated 
with HCl(g), stirred at 5* for 4 days, created with a saturated 
nathanolie BBS, and stimd at 5* for 6 days to give an 

enidincnaphthalene derivative II.3EC1 (Rl - Ae, X - aaidino, XI - H) {93 ng) , 
which {56 ng) was dissolved in BtOH, treated with 38 ng Et acetimidate 
dihydroehlorida and 36 mg Et3N, and stirred at roca tenperature for 3 days to 
give the title eaqound II (Bl - Ac, X - aaidino, XI - C(:llH}Me]. II.3HC1 
(Rl - S03HBC03Et, X - anidino, XI - C(:llB)lto) at 0.04 MM in vitro 
prolonged cwice the activated blood ooagolation factor X- induced 
aggregation tiae of fanaan serum as ecQ^tvd co 0.59 fQ( for a referenoa 



1797S5>5<-7S 17975S-7«-3P 

BL( BAC (Biological activity or effector, exoapt adrerse)i B50 (Biological 

mvad^, unclassified) i SPH (Synthetic prapavatien) i THO (Dieripeutie use) i 

BIOL (Biological •cndy)j PBBP (Prspamcion) i USES (Veesl 

(preparatiooi of N-imidoyl-(p- [(«uidinanaidithylaeclqrl)«*lno]x:hcneKy]piperidin 
e deriva. and analog* as antithroabotics and blood platelet aggngaticn 
inhibitors) 

1797S5-56-7 CAPIiJS 

Carbomic acid, ( ( ( [7- (aminoivlnoQethyl) -3-naiAiChalenyl}iiiethyl] (4- ( [1-(1> 
iminoethyl) -4-piperidinyl] oKy]phenyl]«alnolsulf(myl] •, ethyl ester, 
dilqrdrochloride (901) (CA INDBT lOME) 



ff I? J » 



#3 HCl 

BH 179755-78-3 CAPUTS 

ca Cazbaaic acid, ( ( ( {7- (aainoimincoethyl) -a-napbthalenyl]methyll I4-((l-(l- 
iminoethyl) -3-pyrrolidinyl]oxy]phenyll amine] sulfcoyl] ethyl ester, 
dihydrocbloride, (5)- (9CI) (CA IHDEX lOME) 

Absolute stereochemistry. 




•S KCl 



SV 179756-36-4 CAPUTS 

CH l-PiperidinecaxboKylic acid, 4- (4- ( ( (7-cyano-3- 

naphthalenyl )aethyl] ( [ {echoxyoarbeoiyl) amino] sulf cmyl] amino] phsnoigr] - , 
l,l-diwathyl«thyl ester (9CI) (CA INDEX KBME) 




BH 179756-31-1 CAPUTS 

CH 1 - Pipe ridinecarboxylio acid, 4- [4- { I(7-ayano-3-naphthalenyl)iBethyl) ( ( ( (1 , 1 - 
dimethyl ethaaty}carbanyl] aaino] aulfonyl] amino] phennxy] -, 1, 1 -dimethyl ethyl 
ester (9CZ) (CA INDEX BAMS) 



• 3 HCl 



IT 179755-70-5P 179755-26-4F 179756-31-lP 
1797S«-44-eP 

SL: RCT (Seaetant) 1 SPH (Synthetic preparation)) PBEP (Preparatien) ; BACT 
(Reaetant or reagent) 

(preparation of H-imidayl-[p- [(BBidinonaphtfaylmathyl)«nino]phcncKy}piperidln 
e derive, and analog* as antithronbotics and blood platelet aggngaticn 
inhibitors) 
SN 179755-70-5 CAPUTS 

CH Caxbaaic acid, [ 1 ( {7 - (aainoiainflMthyl ) - 3 -tiwi»i thn I enyl ] aatlyl 1 [4 - { 4 - 

piperidinylQ]iy)pa>anyll amino] sulfcnyl)-, ethyl ester, dihydrodilorid* (9CI) 
(CA INDEX HAMS) 




■cr-OBu-e 



BH 179756-44-6 CAPUTS 

CH l-Pyrrolidinecorboxylio acid, 3- (4- [ ((7-oy«no-3- 

najiithalenyDmethyl] ([ (ethcocycarbomyl) amino] sal f onyl ] amino] idienoJiy] - , 
1,1-dimethylethyl eater. (S) - {9CI) (CA IHDEX HAMS) 



Absolute BtereoeSiemistry. 
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ACCESSION VaaSBLi 



ISVaiTO»(S} : 
PATSrr ASSIGHSB(S) : 



CAPUTS CQPiaiGaT 3005 ACS on STH 
l»»6:473a33 CAPUIS 
125:143004 

PT«para.tioo of snbatitvted 2-i-pbampb.lnylmymatbrl) • 

l,3,S-thiftdiasolidin-3-eBia 1,1 -dioxides for cre&OMac 

of degcner&ciw diaeasea 

Ooarc, John J. t DsmiI, Xanjic C. 

Sanofi Winch.rai>, Inc., USA 

»CT Int. Appl. , 43 pp. 

CQDEETs pixma 



FAMILY ACC. BW. OOOHT: 



aiglish 



DATS 



APPUCATIGH HD. 



HO 9<li970 

«: JOT, CA, CV. 

BWt AT, BE, CH, 
VS S541160 
OA 3305950 
AO 9 643405 
AU 704233 
IP 7949Sfi 

X: AT, BB, CH, 
Ca 1173179 
WJ 70043 
JP 2001520636 
NO 9702450 
FI 9703310 
PBICRITY APPUT. INFO. : 

OIHBt SOURCE (S) : 



Al 199»C0« 
FI, WJ, JP. MT, BO, 
DE, DK, ES, SR. 
A 19960730 
AA 19960606 
Al 19960619 
B2 19990415 
Al 19970917 
DB, DK, ES, ni, 
A 19990311 
A2 19990736 
T2 20011030 
A 19970539 
A 19970731 



WO 1995-US155(5 



GB, OR, IE, IT. W, 
US 1994-348411 
CA 1995-3305950 
AU 19 96 -434 as 



19951130 



BP 1995-i 



OB, CB, IE, 
CH 1995- 
HU 1999- 
JP 1996- 
NO 1997- 
FI 1997- 
US 1994- 
WO 1995- 



■940084 

r IT, LI, 

-197438 

•033 

-5190SB 

-2450 

'3310 

-348411 

-U515S6S 



MC, BL. FT, SB 
19941303 
19951130 
19951130 

19951130 
UJ, HC, BL, PT, SB 
19951130 
19951130 
19951130 
19970529 
19970530 
A 19941303 
W 19951130 



MftBPAT 135:143004 



Titl* eoapda. I IKl, X3 - H, lower aUcyl. iptuajl-lammr alkyl) R3 - H, 
lowr kllqrl, X3B3 - (CBa)n, n - 3, 4t A, B > B, lomr alkyl, Ph, 
phe&yl-loMr ftHcyll or chair pbAmAcsucicftlly aeoapublA &cid addieioa aAlu, 
lueful mm proeaelytie «&ayM inhibitors in evMCoent of dsgeiwmeiw 
diaeaasB, «* olAiwd. Dms, tbm iahibitieQ eoa«t«at Xi for I [XI - H. X3X3 
- (083)4, A • B • Eti pr«p*raei(m givwi] tor fannaa ImkoerM •l«at«a« ia 1.9 
OM. 

176872-70-iF 17S672-75-6B 176672-95-1? 

XL: SCT (Seactant) i SPN (SynchttClc pr«parati<xi) i FSEP (Prep&raCicxi) i BACT 
(Reactonc or reagent) 

(prrcparacion of eubBtituted (pboaphinyloKymatl^l) thiadiazol idincne dioxidet 

for creatnenc of degenerativs diseaaea) 
176673-70-1 CAPUTS 

7-Qxa-3-cliia-3,4-diazaoetanoio acid, 6-axo-5-prasyl-, pbeaylmethyl eater, 
3.3-diaxida (9CI) (CA IBDQf HWfE) 



f rr 
f 



IT r 



BH-C-0-CHa~fih 



XB 176673-75-6 CAPUTS 

CB Valisa, B- [[((pheny ltMCliaicy)cazbaDyl] amino] aulfonyl} -, metliyl eacar (9CI) 
(CA IBDBir NUfB) 



If r 

f 



BB 176673-96-1 CAPUTS 

CB 7-Cb(a-3-tihia-3,4-diaaaootanoia acid, 4-Batlqrl-5- O-nachyllnityl} -6-aKo-, 
llienyln»chyl aater, 3,3-diaxida (9CI) (CA IBDBIC BAME) 



MeO— C— CH-CHa~ CBa— CHMea 



B3b^ ^BCH30P(0) (OA) (OB) 

A 
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ACCESSIGV BUHBBB: 



IBVEHTOX(S) 1 



CAPUTS COPniGST 3005 ACS on STB 
1996:473310 CAPUTS 
125:142744 

Subscicuced S-arylcarbcaylcKyiiLetliyl-l, 2/ 5- 
thiadiazolidin.-3-ana 1,1 -dioxide derivatives and 
caq>oaitiaaia and nathod of uae thereof 
Daaai, RaajiC C. 



PATBIT ASSIGNEE (S) : 
SOURCE: 

DOCtWaJT TVPEi 
LAHGOAGS: 

FAMILY ACC. HW. COUNT: 
PATB9T INFOBMATICOr: 

PATEOT NO. 



Sanofi Ninthrop, Inc., USA 

PCT Int. Appl.. 68 pp. 

COSENi PIXXDS 

Patent 

Bigliah 



KIND DATE 



APPLICATICN NO. 



WO 9 616951 
W: AU, 
BH: AT, 



CA, 
BE, 



US 5556909 
CA 3205037 
AU 9643710 
AU 703633 
EP 001640 

R: AT, BE, < 
CN 1173175 
HU 77364 
JP 10509979 . 
BO 9703449 
FI 9 7033 05 
PXIOKITY APPLHr. IBFO. : 

OTHES SO(IRCB(S) i 



Al 19960606 
FI, HU, JP, MX, NO, 
DE, CK, ES, FR, GS, 
A 19960917 
AA 19960606 
Al 19960619 
B3 19990335 
Al 19971022 
DE, DK, ES, FR, ffl, 
A 19980311 
A2 19980330 
T3 19900939 
A 19970733 
A 19970530 



MASPAT 125)143744 



WO 1995-US15504 
NZ 

GK, IE, IT, UT, 
US 1994-349341 
CA 1995-2205037 
AU 1996-43710 



19951130 



EP 1995- 
OR, IT, 
CN 1995- 
KU 1997 
JP 1995- 
BO 1997< 
FI 1997< 
ITS 1994- 
HO 1995 < 



'942505 

LI, LU, 
197438 
1852 
•519037 
■3449 
■330C 
■349341 
■US1S504 



MC, NL, PT, SB 
19941203 
19951130 
19951130 

19951130 
NL, SE, MC, PT, 
19951130 
19951130 
19951130 
19970539 
19970530 
A 19941303 
H 19951130 



If f 

|IB-|- BH- C- or- CHa- Ph 

-CKa-ja O 



176672-75-6 CAPUTS 

Valine, N- [[[ (Fhenylmthcacy) oartxaiyl] amino] aulfoooyl] meUqrl eater {9CI) 
(CA INDEK NAME} 



iT 1 

jji |IH— j^Bff-Cr-Or*CHa~"Ph 

|a o 



176673-96-1 CAPUTS 

7-QxA-3-th.la-2,4-diaaaoctanoio acid, 4-TiiBthyl-5- (3-taethylbutyl) -6-< 
pbenyluachyl eater, 3,3-diaxida (9CI) (CA INDE3C NAME) 




If If 

0=^NH— C— O-CHa-Ph 

ifn 

MeO- C— CH-CKa- CHa— CHMea 



AB Tide coopda. I [B * R, 2-iaoi^^linoetfayl , 2- (1 -pyrrol idinyl) ethyl ; Bl, B3 
- H, alkyl, p^enylalkyl, haloal)cyl) B3 - E, allcyli B2B3 > 0, (CHR4)n, B4 - 
B, alkyl, n > 3, 4] were prepared and pharmaceutical compcia. ccntaining them 

and 

methoda for the treatment of degenerative diaeaaea utilizing tham were 
diaeloaed. Of the 16 title coepds. prepd and taatad for human leukocyte 
elaataae inhibitory activity, I (S - Rl - B. X3 - Pr, 3 -w thy 1 butyl, B3 - 
Ma) sere claimed. 
IT 121142-90-3P 176672-75-65 176672-96-lP 
179484-96-9P 179485-06-4E 179693-0 1-7P 

BL: BCT (Beactanc) f SPH (Synthetic preparacicn) > PBEP (Prepaxaticn) j BACT 
(Beactant or reagent) 

(preparation of proteaae inhibitor arylcarbonylaxymetfaylthiadiazolidinane 
dioxide deriva.) 
BB 131143-90-3 CAPUTS 

CB Phenylalanine, N- [ ( [ {pbenylmethoxy)carbanyl] amino] sulf cnyl] - , nathyl ester 
(9CI) (CA IBDOr BAME) 



BN 179404-96-9 CAPUTS 

CN 7-0Ka-3-thia-2,4-diazaoct«noic aoid, 5-TiLethyl-6-cKo-5-iaxpyl-, 
phenylmethyl eater, 3,3-dicDclde (9CI) (CA INDEK NAME) 



I? i 




Me 



BN 179485-06-4 CAPLOS 

CB 7-CD(a-3-thia-3,4-dlas*ooeanoio aoid, S-(3-cailorD-3^tfaylbutyl) -4-nethyl-6- 
OKO-, phmylmthyl estar, 3,3-dlc»ida (9CI) (CA IBDEK NAME) 



HP- T 

MbO- C— CH- CHj— CH3— |T— Mb 
CI 

BN 179693-01-7 CAPUTS 

CB 7-Cbui-3-thi«-2r4-di«uiootaiioie «eid« C-oaco-S-praprl*, phanylnathyl aster, 
3,3-diaxld». (S)- (9CZ) (C& HDSV KMB) 

JUb«eluce ■teTeoc&e&lBCry. 



A 



OTHER SCR7KCB(5) : H&BPAI 13S:13aB0( 

IB 3.{a,3,5,«-T«tx«flaoro>4-pyrid7l)-1.3.5-th.i&di&«olidin-3-aQa 1,1 -dioxldaa. 
{]h«rm&c«at ical cas^a. ccntAining them, and tMChoda using chea for tba 
treatment of dagenerat ive diaaaaea (a.g. eni^aeaa, theumacold arthritla, 
periodoatal diaeaae) ars disci oaed. Tha coiapda. of the Invention ara 
protaolytio ensyoa Inliibi eors . 2- (3,3,5,6 -T«trafluoio-4«pyridyl) -S-matliyl- 
4-proprl*l,3,S-chiadia201idln-3-cxia 1,1-dloRida and 3- (a, 3|5. 6-T«Cttaf Inom- 
4-psrrl(fyl} -5 •aatli7l<4- (3-matlqrli«tyl)-l,a,5-eliiadiaaolidl»-3-CBia 
1,1-diaxida «ax« pzapared and taacad for human laukoeyca alaataaa inhibicozy 
activity. 

IT 176672-96-lP 

fiL: £CT (Baactant) I SPH (Synchatie praparatioa) 1 FBBP {Prapumtian) 1 SJkCT 
(Baaetant or raagant) 

(praparation and raaetieni procaaae- inhibiting tatraf Ixwroprrid^l 
thladiacolidinms dioocida darlva. , praparmtion, pibazvaoantioal eoBjna,, and 
uaa in the traataaat of dasanaratlva disaaaaa) 
BH 176C7a-9C-l CAPUXS 

Oi 7-Qu-3-chia-3,4-diaBftootanoio aoid, 4nMtlqrl-5- (3'«atbylbaey}) -6-eaco-, 
liiaaylwthyl aatar, 3.3-dieKida [9CI) (OA nDBC HU4X) 



ff s 

=p- - 



Hff-C-0r-CH3— Ph 



MaO-C-CH-CHa-CJBa-CHMaa 



IIIVOITOR(S).: 
PATSIT ASSiaNS(S) : 



DOCWHIT TYPE: 



! IBO 07 316 CAPLDS COPVBLlCm 3005 ACS on STK 
1996:473310 CAPUTS 
135:133B06 

a - ( a , 3 , S , 6 -Ta t ref Itiozo -4 -pyr Idy 1 ) - 1 , a , 5 • chiadi azol i din ' 
3-cma 1,1-dloKidaa, thair preparatienr pharmiicantical 
oonpoaitiana oentaining than, and uaa in tha traatnent 
of degenaratlva diaaaaaa 
Desai, Banjit C. 
Sanofi Winthxop, Ine., USA 
PCT Int. Appl., 39 pp. 
CODEIf: PIXXD3 
Patent 
aigliah 



KIND SATE 



APPLICATICN NO. 



WO 961«(54 



WO 1995-US155«a 



MSJ, Ck, cs, n. 



BW: AT. 
US 5750546- 
ITS 5 603154 
CA 2305800 
AU 9 646337 
AIT 704850 
SP 792150 

B: AT, BE, 
CU 1173131 
HU 77091 
NO 9703435 
FI 9703307 
PKIC8ITY APPUr. INFO. 



jp, Mr, iro, Bz 



CH, DE, DX, BS, FS, 

A 19980512 

A 19970311 

AA 19960606 

Al 19960619 

Ba 1999050S 

Al 19970903 



08, OB, IB, IT, U7, 
US 1994-340439 
ITS 1995-444480 
CA 1995-3205800 
AV 1996-46337 



EP 1995 

SE, DK, ES, PK, GB, GB, IE, 



19980311 

19980303 
19970538 
19970530 



CN 1995 
HU 1997 
NO 1997 
FI 1997 
US 1994 
WO 1995' 



943634 

IT, U, 
-197435 
-1846 
-2435 
•3307 
•348439 
•17515563 



HC, NL, PT, SB 
19941203 
19950519 
19951130 
19951130 

19951130 
UT, HC, NL, PT, SE 
19951130 
19951130 
19970528 
19970530 
A 19941303 
W 19951130 



176672-70-lP 

BL: SFN (Synthetic preparation) t PBEP (Prepcuration) 

(protease -inhibiting tetraf luorcpyridyl thiodiazolidincooe dioxide 
darivs. , praparacicoi, phaznaeeutical con^s. , and use in the treataent of 
dagaoarativa diaaaaaa) 

176C73-70-1 CAPUTS 

7-Qxa-3-chia-a,4-diaB*oet«noia acid, 6 -0x0 -5 -propyl-, phenyltoathyl aatar, 
3,3-dioKida (»CI) (CA IIDBC HIKE) 



I i 

|a o 



n-Pr 
179484-78-7 

BLs BCT (Baaetant) i BACT (Baaetant or raagant) 

(reacticd} protease -Inhibiting tatraf luorofyridyl thiadiazolidinana 
dioxide derive., praparation, pharmaoantieal eonqpoM., and use in the 
treatment of degensvativa diaaaaaa) 

179484-78-7 CAPUTS 

3-Cbca-5-thia-4,6-diasaootan-8-oio aeid, 3-coco-l-pheDyl -V'pzopyl-, 
5,5-diaKidB (9CZ) (CA lEDEir lOMB) 



I 

rr 

H03C~|S O 



i 

~C~0*"CE3** 



AVrBOB{S) : 
CCRPOBATE SOUBCEi 



PUBUSHESi 
DOCIMEST TTPE: 



ANSWa 181 OF 316 CAPUTS COPYBIGHT 2005 ACS on STN 
1996:427221 CAPUTS 
125:114538 

An inproved protocol for aaole synthesis with 
PEO-sui:ported Burgess reagent 
Wipf, Peter} Venlcatraman, Srikanth 
Dep. Cheniaczy, Tbiv. Pittdsurgh, Pittsburg, PA, 

15360, USA 

Tetrahedron Letters (1996), 37(37), 4659-4663 
COOEH: TELE&Yi ISSN: 0040-4039 
Elsevier 
Joonial 
Biglish 

CASREACT 135:114538 
A polyethylene glycol- linked versicn of Burgess reagent was developed end 
applied toward the cyclodehydration of ^-hydroxy amides and 
thioamides. The desired oxazollnes and thiasolines were obtained in high 
yields and excellent purities. The vajor advantages of the polymer bound 
rsagant are its iiqawad aaaa of handling and greatly increased yields in 
tha aynthaais of labile oxazelinea. 
29664-56-8 

HL: BCT (Seactant) ; BACT (Baaetant or reagent) 

(an improved protocol for a«ola ayntheais with polyethylene 
glycol -supported Burgesa reagent) 

39 684-56 -8 CAPLUS 

Ethananiniuni, V, tf-dietl^l -N- I [ fnechcwyeaztieayl ) amino) aulfogoyl] - , lunar 
salt (9CI) (CA IBDSJT NkME) 



L9 ANSWER 163 OF 316 

ACCESsiatr number : 
BcciMarr numbbi: 

TITI2: 



B{S) : 
CCRPOBATE senses I 



OIBS SCUBCE(5) : 
01 



CAPUTS COPYBIGBT 3005 ACS en STV ' 

1996:418478 CAPUTS 
^135:195533 

Mcpvel reactions of N-sulfonylaaines with 

3 - dimethyl amino- 2H-azirine 8. Competitive fonoatien of 

l,3,S-chladiazoles, 1, 2, 3-axathlazoles and 

acrylamidinea. 3f-Ray molecular structure of 

N- (4 -dimethylamino-S -methyl -2 -oxo-S-phenyl-SH- 

1,2 X6,3-a)«ithiazol-3-ylidene)benzamide 

Toznus, Ingo» Schaumann, Emst; Adiwidjaja, Ounadi 

Inst. Organische Chemie, Teobnische Uliiv. Clausthal, 

Clausthal-Zellerfeld, D-38S7e, Oermany 

Journal of the Chemical Society, Perkin Transactions 

1: Organic and Bio -Organic Chemistry (1996), (13), 

1639-1633 

CCOEN: JCPBB4} ISSN: 0300-933^ 
Royal Society of Chemistry 
Journal 
English 

CASREACT 135:195533 



I SCKTKC£(S) : 



PhPh 



S J 



1789Se-52-6P 

RL: BCT (Beactant) < SPN (Synthetic prsparatioa) 1 PBBP (Praparatieo) 1 BACT 
(Beaetant or reagent) 

(an inprovad protocol for azola aynthaais with polyethylene 

glycol -supported Burgees reagent) 
178958-53-6 CAPUTS 

Poly(ojty-l,a-athanediyl) , a- [([(triethylanBonio)sulfcayllanino]carbo 
nyll -e-wthoiqr-' inner salt {9CI} (CA IHSEY HAMB) 



Beacticn of 3-dimethylaaino-a, 3-diphenyl -aH-aBirine with 
N-eulfonylalkylaminea B1V:S03 (3j B - MeaCH, He3C) provides 
l,3,5-thiadl«2oles I, idiereaa use of N-earbanylsulfco^laminas a (B > Bs, 
C03He) as reaotieo. partners primarily rasulta in l,a,3-a9Cathiasolas II 
lAieh IscmerlBa to the correspianding thiadiazolas I cn traatoent with 
silica gel at room ceajierattue In contrast, use of a-alkyl-S-dimethylamino-a- 
[lienyl-2H-azirinee in the reaction with the H-aulfoaylaadde 3 (B • Bs) and 
N-sulfanylcax±>ematea a (B - C02Me, C02Et) leads to mixta, of thiadiasolas 
and Qxathiazolea along with Isceierlc acrylamidines 
MeCB : CPhC (mea ) :NSOaNHR. 
1807a3-46-4E 180783-47-59 

BL; SPN (Synthetic preparation)! PBEP (Preparation) 

(reactions of sulfooylamlnes with (dliasthylemino) asirlnes yielding 
thiadiazoles, oxathiazoles and acrylamidines) 

180783-46-4 CAPUTS 

3-Thi«-3,4,6-triasahept*4-enoio acid, 6-iaethyl-S-(l-phcnyl-l-propenyl) -, 
etfayl ester, 3,3-diaxide (9CI) (CA INDET lOMS) 



S ff_r 

Et3*»— j^H — C " 1^ 



EtO- C-NB— S— S= C- C=CB-He 



100783-47-5 CAPUTS 

3-Thi*-3,4,6-triasahapt-4-amoio asid, 6-ttathyl-S-(l-ibaiyl-l-prppanyl) - 
methyl eater, 3,3-dicKida (9CI) (CA XHDEX NUO) 



If ff ""If ff If 

M»0-C-HH-j-H=C-C=eH-|te IteO-C-H^jp 11+1*3 



W AHSniS 1B3 or 31 i CAPLIJS CCSTaiGST 3005 ACS CO STN 
199«;341B36 CAPUTS 

rr^Mracion of 4,5 -dihydra'3- (3-pyri<fyl)<Bcazol« 
liraorBgalacoxy ecnpoonds 
HhatiMigr, Prmdip fimari EMrding, Dizk 
StftitUclixu BMdtua Cexporacioi, USA 
POT Int. Appl., 19 pp. 
CQDEH: PtXYDi 
Patent 




K(S)i 
PATSBT ASSXGHEB{S) : 



D OCWB TT lYPBi 
LUIGUAGE: 

RMILT ACC. M tti. 000 
PATEHT XHFOBMUiaV: 

PATsn so. 



APPLICATION HD. 



«0 9603390 



JP, NO, US 



WO 1995 'USB 158 



CB, DBf VX,, ES, 7S, OB, 



, IB. IT, UJ, 
1995-93730C 



JP 10503307 
US S017S0O 
PRICBITY APPUI. XHPO. : 

OTBOt SOOXCB(S) : 



19970611 
R, CB, IT, U, HL 
Ta 19980334 JP 1995 -505049 
A 19981006 ■ US 1997-533225 

US 1994-370440 
WO 1995-U591SB 

IttBPAT 135:33636 



Bk, PT, SB 
19950731 

19950731 
19970131 
A 19940731 
W 19950731 



The title coiqxla. fl » Rl . 83 - H, alltyl, naphthyl, benzyl, pyridfl, fuzyl, 
cocazolyl, chiazolyli a3, B4 - H, (un) Bubsticuted COSE, 00103, CSBH3, 
alkyl, carbcwyalkyl, etcj mch that 1 of El and B3 and 1 of H3 and S4 
• H] , which hav« heaoregulatory acciviti«» and can b« used to 
inhibit ch« myalc^poietio myatem of hvnaana and animala (no data), are 
prepared and a I-ccntaining formulacion presented. Thuo, (4S,SS)-4- 
c&xboKyBethyl-4,5-dihydro-5-iDatbyl-a-(3-pyridinyl)co(azole waa reacted with 
MB3. prodacing (4S,5S) -4,5-dihydK>-S-Bathyl-3- (3-pyridinyl)axazol«-4- 
caibcDumide in 33% yield. 
29684-56-8, Burgeaa' reagent 

KLi SCT (Seactont) t SACT (Beaotant or rvagent) 

(preparation of 4,5-dihydro-3-(2-pyrid7l)axazole hemoregulatory ccnpda. ) 
39604-56-0 CAPLUS 

BthMuaninim. N,H-diethyl-H- [ [ (uethoxyoazbonyl} amino] aulfenyl) inner 
•alt (901) (CA INDEX lOME) 



ACTSa(S) < 
COKPOBATB SOOBCB: 



PlBLISHBli 
DOCmraT TlfPB; 



01HS SOUSCEtS} 



184 OF 316 CAPUTS CQP^ICST 3005 ACS on STS 
1996i33603S CAPUTS 
135:07076 

Caxtx:hydrate boildlng blocks in hataroeyelic 
cSxeaistry. Synthetic etadiea directed tovazda Ch* 
haztticldlns 

Binish, Hayley M. t fo-if f in, Andrew M. i Gallagher, 
Tliaothy 

School of Cheaiatry, Univ. of Briatol, Bristol, BSO 
ITS, UK 

Pom and Appl iad Cheaistxy (1996), 60(3), 509-593 
OOOEB: PACHASi ISSS: 0033-4545 
BlaGjnmll 
Jbumal 
Bigliah 

C&SRE&CT 135:87070 



^ BnO OBb 



NEBs 



Baeent aynthatie atadiea directed cowarda the bezbieidin anolaoaidaa aza 
deaeribad. Hie syntheaia of nneleoaide I aTnthooi of herbioidin ia 
reported. 
2»684-S6-8 

RL: RCT (Re«iocant) i RACT (Reaetant or reagent) 

(ayntheaia of nuslaoeide ayntliona of hezblcidlna) 
39684-56-8 CIPLOS 

EthanamininiiL, S, H-dietbyl -U~ I { (mwr hfwyoaifaeny 1 ) aaaino] aolf onyH imer 
aalt {9CI) (CA INDEX NUfB) 



if J 



L9 ANSRS 185 OP 316 CAPUTS COPUIOEHT 3005 ACS on STN 
ACCESSICH HOtBER: 1996:335779 CAPUTS 



CGKPOBATE SOURCE: 



OTSat SOORCE(S) : 



135:86354 

SpLtheaia and nodifieatioQ of * novel l P-nethyl 
oazbiqianam. antibiocio, S-4661 

lao, Yaauahoaihii Irle, Tad*ahi> Iwaki, Tautoimii Kii, 
Makotof Sendo, Yuji; Hotckawa, Kiyoahii Hiahitanl, 

Yasuhiro 

Shicnogl Bea. Laboratoziea, Shinogi and Co., Ltd., 
Oaaka, 533, Japan 

Jtnimal of Antibiotiea (1996), 49(5), 478-484 

COOEN: JANTAJf ISSN: 0031-8830 

Japan Antibiotiea Reaeardi Aaaoeiation 

Jcnimal 

Bigliah 

CASRE&CT 135:06354 




Jtn efficient method waa developed for introducing a aalfamoylamino group 
into the C-2 1 poaitioo of pyrrolidine uaing the Hitaimcdni reaetico. 
S-4661 (I), ita N-Hs analoga and ateraoiaonera were aynthealsed uaing thia 
method and their structure -activity relationahipa were inveati gated. 
1259B7-94-2P 148017-28-lE 17e484-4e-5» 

RL: RCT (Reaetant)) SPIT (Synthetic preparation) I PREP (Preparaticn) t RACT 
(Reaetant or reagent) 

(ayntheaia and uodiflcacion of a novel 1 0-Hb carbapenem 

antibiotic, S-4661) 
135907-94-3 CAPUTS 

Carbamic acid, [ (methylanino) aulfenyl] -. 1 , 1 -dimathy lethyl eater (9CI) 
(CA INDEX NAME) 



r 

t-BuO-C~MB" 



t48017-38>l CAPUTS 

Cubalo aoid. {oBlnomlfaoyl) l,l>dlmatliylathyl > 



(CA IBDEX KftMB) 
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ACCESSION HWBERs 

Bocmanr number: 

TITLE: 

IBVSITQK{S] I 
PATBIT ASSIGHBB(S) : 

SOURCE: 

DocxwEarr typb: 

LBNGUAGE: 

FAMILY ACC. NCM. COUHT: 
PATBIT INTQBHUION: 



CAPUTS CQPYRIOBT 3005 ACS <zi STN 
1996:333958 CAPUTS 
135:50536 

3-Subatitated 1,3,5, -thiadiaaolidin-3-ooe 1, 1-diax.idea 
aa Inhibitora of human leulcoayte elaataae 
Daaal, Ramjit C. r Hlaata, Dannia J. 

Sterling Winthrop Inc. , USA 

V. S. , 15 pp. 
CODEN: USXUM 
Patent 
£kigliah 



PATENT MO. 






KIND 


DATE 




APPUCATICM NO. 


DATE 


US 


5512576 






A 


19960430 




US 1994-346440 


19941303 


CA 


3305799 






AA 


19960606 




CA 1995-3305799 


19951130 


no 


9616953 






Al 


19960606 




HO 1995*US15564 


19951130 




W: AU, 


CA, 


CN, 


FI, EU, 


> JP, Mir, 


NO, 








BW: AT, 


BE, 




OE, DK, 


, ES, FS, 


OB, 


, m, IE, IT, UT, 


HC, HL, PT, SB 


AU 


9643404 






Al 


19960619 




AU 19 96 -43484 


19951130 


AU 


703625 






Ba 


19990335 






EP 


793660 






Al 


19970910 




EP 1995-940883 


19951130 


EP 


793660 






Bl 


30031030 










R: AT, 


BE, 


CH, 


DB, DK, 


, ES, FS, 


GB< 


, OR, IE, IT, LI, 


UT, NC, NL, PT, 


C» 


1173176 






A 


19900311 




CN 1995-197436 


19951130 


CN 


1068310 






B 


30010711 








HU 


77743 






A3 


19980738 




EU 1990-560 


19951130 


JP 


10510536 






T3 


19901013 




JP 1995-519057 


19951130 


AT 


336947 






B 


30031115 




AT 1995-9408B3 


19951130 


no 

NO 


9703391 
309769 






A 

Bl 


19970536 
30010336 




NO 1997-3391 


19970536 


FI 
IITI 


9703308 
r APPLH. 


INFO. 




A 


19970530 




FI 1997-330B 
US 1994-340440 
no 199S-US15564 


19970530 
A 19941303 
« 19951130 



OTHBB SOURCE(S) : 
GI 



HRBPAT 135:58536 



if iT 



RN 178484-48-5 CAPUTS 

CN Caxbenic acid. ( (dimathy lamine) aulfenyl] -, l,l-dinatlqrl*thyl eater (BCI) 



--hi w 

0 0 I ^ 




IbiR iziveacioQ r«l&Cea to titla ccxqxls. I idiervin Rl la hydrogen, 
lowsr-olkyl, or phemyX -lower -«Utyl i R3 im hydrogen, lower-alkyl, or 
phoiyl -lOTrer-alkyl f S3 im hydrogen, or lower-Alkyl > and Z i> a gitnq) II 
alxerein X im hydrogen, halogen, lo«er-alkegcycaxb«yl , lover-alkyl, Pht 
pltcnyl-larar-aUeylf phenyl eaizbaiyl, loMr-allcaaayl « l-plp«ridinyl, 
4-wstpholiayl-lowr-allqrl, or ptwnoKyi and T i* th« zvnalning acow of a 
ttOdooeyclie or bieyelle aiibacicuted or vnaubaticuted heterocyclic ring 
ayacemi or a phazmaceutically acceptable acld-additim aalc thereof, lAieh 
inhibit the activity of aerine proteasea, specifically huaan leukocyC* 
elaataae, and are chua uaeful in the treaCment of degenerative diaeaaa 
ocmdiciona. Tfaua. e.g., alkylation of 3,4 -diaxo-iH-pyridod.a- 
alpyriuidiDa aith a-^loroaethyl>4-(3-nacliylbacyl) -5-uetfayl-l,a,S> 
thiadiazolidin-3-ana 1,1-diaxida (preparation given) afforded 
a- (4 -axo-4B-pyrldo [1 , 2 -a]pyrimidin-3 -y loiq^ thyl ) -4 - (3 -methy Ibatyl ) -5- 
uethyl-l,2,5-thladiazoUdin-3-one 1,1-diCKide (III) ah ich exhibited Ki - 
0.79 nH for inhibicion of hunan leukocyte elaataae. 
176672-96- IP 

SL: RCT (Seaetant) » SPV (Synthetic preparation) j PSGP (Preparation) t RACT 
(Raaotant or raageac) 

(2'aiibaeirat«d 1,3,5, -chiadiasolidin-a'ana 1. l-dioKidea .«• inhibicora 

of hunan lenkoeyea alascaao) 
17C673'9i-l CRPUJ8 

7-Oxa-3-thia-a,4-diasaoocanoio acid, 4-Batli7l-5- (3-metlqrlbacyl) -6-axo-, 
phanyluachyl ester, 3,3-dioKida {9CX] (C& IHDBT KAMS) 



T' 



HB-c— o-cRa~»b 



MeO^ C~ CH~ CH3~ C&3~ CHMas 
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ACCESSION NCKBER: 
D0CII1E2IT HUKBES: 
TITLE! 



CXPUJS CQPYRIGBT 3005 ACS cn SIS 
1996:395357 CAPUTS 
135:114356 

Total aynchaaia and atruotnral aciadiea of the 
anciviml varina natural prodnee honnoxasol* A 



PUBLISHES t 



nipf, Peter; Lia, Songtadt 

Dep. Chsniatzy, Ubiv. Pittaburgh, Pittabar^, PA, 
15360, USA 

Chimia (1996), 80(4). 157-167 
OaOESx CHIKADi ISSHi 0009-4393 
Bane Sehaeiseriadie caimiacbe Oeaellachaft 

Joomal 

LAHGOAGSi fiigliah 

AB A ccnciae aynthetio atriategy and the atroctora elucidation of hannoecasole 
A are preaented. An 1,3 -xylene dagradatiooi ia uoed to conatnict tha pyran 
ae^iLent and the preparation of the alcipped polyene aoiaty ia accotgpliahad via 
aayta. reduction of a p-atannyl cnone, a SS2 dlaplcuccBent of on ally lie 
triaethylbenzoate with vinyl evirate, and eox^llng of a vinyl-Zn reagent 
aith a x-allyl Pd apeciea. The final atepa of the convergent total 
oyntheaia of (33,45, 6S,BS, 33S) -hennoocazole A involve an amide celling 
followed by the mnatructiop of tha biaoxasole core. Tbe conbined uae of 
CD, total ayntheala, and optical rotation aervea to unequivocally 
eatabliah the relative and abaolute conf igaration of tha narine natuz«l 
product. A aea enqiirical CD helioity rule ia propoaed that alloaa the 
aaaigmaent of biaallyllc ateraoecntera In acyclie honoo on Jugated dienaa. 
In addiel«i« an Indapesdent proof of ch« cenf igontlon of hemoacasole A ia 
based CB an extanaiva scudy of von't Hoff's prineipla of opeleal 
supezpositien. This ehiroptieal anal, asploys tha addltivity of tha nolar 
rotation of Che individual ateraoecntera. 

IT 29684-56-8 

RL: RCT (Seaetant) j SACT (Reactant or reagent) 

(total aynthaaia and atzuctare of varina nacoral product hennoxaaole A) 

RV 39604-54-8 CAPLUS 

at Ethananiniun, N, N-di ethyl -H- ( ((uatbaacyeaxbocqrDaBiiio] sol foRyl] •, Inaar 
aalt (9CI) (OA INDEX HAKE) 
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ACCESSION NlMBERt 



INV£2rrQK(S) : 
PATBIT ASSIG8EB(S) : 



FAMILY ACC. VOt. COUEITi 
PATBIT IBFQSMAIIOU) 



1996il91S84 CAPLUS 
ia4< 343311 

3-HatezocyclylcKyiikettq^l- and a-heterocyclylthicnathyl- 

l,3,S-thiadiazolidin-3-one 1,1-dioxidis and their 

coiqxMitianB and nathixl of uaa as alaataae iBhibiCors 

Court, John J. > Deaai, San jit C. i HIaata, Dennis J. 

Sterling Winth.rop Inc., USA 

U.S.. 16 pp. 

CODEH: U8VRAM 

Patent 

Bigliah 



PATEBT BO. 



. KIHD 



APPLICATION BO. 



US 1994-348431 
CA 1995-3305970 
WO 1995-U515563 



US 5494935 A 199(0337 

CA 3305970 AA 199$060« 

HO 9614649 Al 19960606 

W: AU, CA, CN, FI , HU, JP, MX, HO. NZ 

RW: AT, BE, CH, OE, DK, ES, PR, G8, G8, IE, IT, LU, 

AU 9643483 . Al 19960619 AU 1996-434 03 

AU 703719 Ba 19990401 



19941303 

19951130 
19951130 

ttC, NL, PT. SE 
19951130 



Et> 793494 

AT, 



CB 1173130 
HU 77086 
JP 10510535 
NO 9703451 
FI 9703309 
PRIGftlTY APPLB. INFO. 

OTHS SOURCE (S) t 



Al 19970910 
BE, CH, DE, DR, ES, F&. 

19980311. 



19980303 
19981013 
19970735 
19970730 



EP 1995-940883 



19951130 



<Si. cat, IE. IT, LI, UJ, MC, NL, PT, SB 



MARPAT 134:343311 



CN 1995-197437 
HU 1997-1848 
JP 1995-519056 
BO 1997-3451 
FI 1997-3309 
US 1994-348431 
WO 1995-US15563 



19951130 
19951130 
19951130 
19970539 
19970530 
19941303 
19951130 



•4/ 



M 



MeB^ 

A o o 

0 0 I 



ffrr 
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RB 176673-96-1 CAPLUS 

CB 7-Qxa-3-thia-a,4-diasaootanoic acid, 4-nAthyl-5- (3-uathylbutyl} -6-ooco-, 
Ilicnylneehyl eatar, 3,3-diaKids (9CI} (CA INDB]( NAME) 



0= ^-MH- C-0^ CHa- Jh 
MaO— C-CH-CH3~CH3-CHMea 



Title coopda. I [Rl, Ra - H, alkyl, phenyl al)cyl > R3 - R, alkyl i or RaR3 - 
(CHa)n where n ■ 3 or 4) if ■ O, Sj S4 ■ certain (uu) substituted 
tetrazolyl, pyrazolyl, italdaaolyl, thiadiazolyl, thiazolyl, and trlasolyl 
grtxipa] , phanaocauti cal oocqxna. containing them, and methods for tha traaci 
of degenerative dlaeaaea utilising than are claimed. For example, 
a- ((aainoaulfanyDaminoIpentanoic acid Me aster imdarwcnt a saqjaanee of 
eyolisatioB by BaflHa in MaCH (100»), Ha -benzyl at ion (39%), H5 -methyl at ion 
(95%), dabeAzylation, Ba -alkylation with PhSCH3Cl (08%), dethiolation to a 
chloride with S03C13, and thioetherifl cation with S-mercapto-l -phenyl-lH- 
tetrazole Ba salt (78%), Co give title coopound II. In a Ceat for 
inhibiticn of human leukocyte elaataae in vitro, II had Ri of 3.6 uM. 
Seven adilil. caqpda. were prepared, and had Ki valuaa of 3.4-3000 nM. 
176672-70-U, a- [B- ( ( (CarbabanzyloKy) oaino] salfcnyll amino} pantanoi 
c aeld metlqrl MCar 176C72>75-6P, B- 

( ( (Cazbobensyl oecy) amino) salf cnyl ) -DL-val ine maehyl ester 
176672-96-lP 

RL: RCT (Beaocant) > SPN (Synthetic preparaCi on) f PBEP (Praparacion) i RACT 

(Reactant or reagent) 

(Intemediacai preparation of (haterocyclyloxymethyl) - and 
(heterocyclylchioMChyl)thiadiazolidina diaxidea as proteaae 
inhibitora) 

174673-70-1 CAPLUS 

7-CB(a-3-thia-3,4-diaBaoctanoic acid. 6-0x0-5 -propyl-, pboaylwchyl ester. 
3.3-diaxide (OCI) (CA IBDBf BANE) 



ffrr 
r 



if n 



176673-75-6 CAPUJS 

Valine. B- ( [ [(pbenylmathoKy) carbonyl] amizio] aulfonyl) -, methyl aster (901) 
(CA INDEX NAME) 



OTHEX SCUSCE(S) : 



L9 ANSmS 189 KXF 316 CAPLUS COPXRIGaT 3005 ACS ctk STV 
ACCESSICN BCMBER: 1996:148397 CAPLUS 

Docwarr suMBOt: 134:349917 

TITLE: Oeranylgeranyl Diphosphate -Based Inhibitors of 

Poat-Tronalational Oerainylgentiqflatioa of Cellular 
Proteins 

AVTB(nt{8) i Maochia, Marooi Jamitti. Bicolaccaj Oarvasi, 

Olanbattista} Danaai, Romano 

Dipartimento di Soienze Farmaeeutiehs, Uhivarsita dl 
Piaa, Piaa, 56136, Italy 

Journal of Medicinal Cheaiatzy (1996), 39(7), 1353-6 
CODEB: JMCMARf ISSB: 0033-3633 
Amarioan Charnieal Soeiaty 
Joomal 
Biglish 

CASSEACT 134:349917 
A novel aerlea of atable analoga of garanylgeranyl diphosphate (OOdP) are 
daacribed in whidh the biol. labile dip^oafliate moiety of OOdP ia replaced 
by portiona that oon act aa atable iaoaterea. Tha ccnpda. inhibited tha 
gexaaylgeranyl tranaf arass activity in ahola PC-3 prostata cancer cells, as 
datasminad by tha inhibition of post-translaticiial isopranylatian of tha small 
CTP-binding protein painp 1 and the acounulation of unprocessed p31rap 1 
in tha cytosolic fraction. Bowever, the eoapds. did not affect Che 
famaaylatioox of pairaa, aa ahown by protein inmmopptn. after whole cell 
labeling with [3H] - (R. S) -mevalanolaocone . Deapite the abacnoe of. effecta 
cn poac-tranalatianal proeeaaing of p31raa, these ooopds. proved to ba 
oytocoxio for prostate cancer oella, with half -maximal Inhibition of cell 
growth Qbcained in tha range 18.5-35.1 MM. The OOdP analogs described 
in tha this atudy are novel, non-peptidio inhibitors of 
garanylgeranyl at ion that may be active aa antittnasr agents. 
175091-91-5P 

RL; SPB (Synthetic preparation)! THU (Therapsatic «sa) i BIOL (Biological 
study) t PREP (Preparation) i USES (Uaaa) 

(preparation of geranylgeranyl diphosphate analogs as inhibitors of 
post-tranalatiooal ga«Bayl9«">n7l*cicn of cellular proteins for 

antitumor agent) 
175091-91-5 CAPLUS 

Cazbonio acid, (amlnosulfanyl} -, 3,7,11, IS-tetraaathyl-a.ClO, 14- 
haxadaoatatraaiqrl eatar, (all-B)- <9CI) (CA INDBC NAME) 
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ACCESSICN IIWBES: 
SOCmaiT NUMBSS: 
TITU: 



CCBPOBATB SOURCE i 



199«sl3S704 CAPLOS 
134:316803 

A aoral I'P-nschylcutoqMnoi anclbiotic, S-46«l. 
Sy&tbeaia and acxuccura-accivicy r«laticmahi pa of 
3- (5-aubatitiiced pyrrolidin-3-ylthio) -1 P- 
TM thy 1 CAztMipeiieaia 

lao, Yaax^oahl; Irie, Tadaahii Hiahino, Yutaka; 

Motokawa, Ziyoabii Viabitani, Yaauhiro 

Shlanogi Sea. Lab., Shieopgi k Co., Led., Osaka, 553, 

Jbanuil of AntibloCica (199i}, 49(3), 199-309 

OODSff: JBHTAJi ISSV: 0021-8830 

Japmn. Antibietioa Baaaarcb Aaaoolatien 



-6 



The ayntheaia audbiol. activity of (IS, 5S, 6S) -3- [ (3S, 5S) -5-aubsclcaced 
PTrrolidin-3-ylthio] -S-((1X} -1 -hydraxyaefayl] -l-nachylearbc^wn-S-aa-S- 
caxbflKyllo aoids I [K - KU, HBAo, HI (IT - CB3), KBC0-3-pyri<fyl, NBCGHBa, 
SSCCaiHCKe, B3, llHC03He, SI (X - O) , llBS03Ma, IlHS03CffaC(llB3 , BSS03CH3CH30H, 
mSOTSSS. NHS02NHCH3CHaOH, S3, S4 (n - 1, 2)} are deacribad. IhMa . 
eoiqpds. exhibit potent antibacterial activity ag&inat a vida range of both 
GraiB'poa. and Cran-neg. bacteria including PaeudcmcDaa aaruginoaa. Of 
theae new caxbapanema, (1S,SS, 6S) -3- [(3S,5S) -5- 

■ulfaokaylanincnethylpyrrolidin-S-yl thiol -6- ( (IS) -l-hydxt39gr«Cliyl] -1- 
uathylcazi>apen-3-aK-3-caiboKylic add (S-4S61) ahowad tha nost pocant and 
well balanced activity and waa aelaeted aa a candidate far further 
evaluation. 
175846-39-6 

BL: BCT (Heactant) ) RACT (Seactant or reagent) 

(ayntheaia and structure -activity ralationahipa of sobatitutad 

(pyrrolidinylthio)-l P-nBthyloazbiq>ameiu) 
17S846-39-C CAPUDS 



aH-1.3,C-Thiadiazina-3-earba3(ylio acid, tatrahydro-, (4- 
uetheocyphenyDiaethyl eater, l.l-dicocida (9CI) (CA IHDSaC BAHS) 



n)i PBEP (PreparatioD) I BACT 



IT 14a016-96-0E 14B017-54-3F 148017-60-lP 
175846-24-9? 

SLi BCT (Seactant) i SPU (Synthetic preparatia 
(Seactant or reagent) 

(ayntheaia and atruetura-activity ralacicoahipa of aobaticacad 
(pyrrol idinyl thio) -1 P-nachylcaiiMpanaas) 
BM 148016-94-0 CAPLU5 

ca 1 •Pyrrol idinecarboxy lie acid, 3- (7-(4-«eclios^plhaziyl) -3,3-diaocido-5-< 
aB(a-3-cfaia-3,4-diazahapt-l-yl] -4-((triphanylw»chyl}thlo) 
(4-nathoxyibanyl)uetfayl eater. (3S-oia)- (9CI) (CA ZBDBir lOMS} 

Abaoluce atareochaai atry . 



phjc^ 



SN 140017-54-3 CAPLU5 

CN l-Azabicyclo[3.3.0|hept-3-ene-3-earbax.ylic acid« 6- (l-hydroicyathyl) -3- ( (1- 
[ { (4 nwchoxyj^wnyDnethcugrl cazbonyl) -5 - (7- (4 -nathoiTphenyl ) - 3, S-diocido-S - 
aKo-C-aKa-3-thla-3,4-diasahapc-l-yl] -S-pyrrolidiayl] thio] -4-vethyl -7-0X0-, 
(4^thoxyFhaayl)vaCtayl eater, (4B- (3 (3S*,5S*} ,4 a,8p.«P(B* 
))}- (9CI) (CA INDBT HUIB) 

Abeolute ateraociheniatxy. 



Ma"» 




SH 140017-60-1 CAPUTS 

CN l-Asabicyclo(3 . 2 .0]hept-a-ene-3-cari>oKylic acidr 6 - (l-hydroxyethyl ) -3- [ (l- 
(( (4-iiiethoxyFhenyl)mathoxy}carbaDyl] -5- ( (tatrahydro-6- ({ (4- 
ne thoKyphany 1 ) ne thoKy] cazbonyl l-l,l-dicKido-3H-l,3,4 - thi adiazin- 3 - 
yllnethyl] -3-pyrrolidii^l] thio) -4-iaethyl-7-OKo-, (4-nechaKypheiiyl)vethyl 
eater, (4B- [3(3S*,5S*1 ,4 a,5p,Cp(B*)] } - (9CI) (CA I8DEX 
»HB} 

Abeolute stareodheBilBery. 




Rtf 175844-34-9 CAPUTS 

ca 3H-l,3,C-Thiadiazlna-2-carbaKylic aold. teCrahydro-6- ( [1 - [ { (4- 
aethaxyphenyl)lBethaxy] caibcnyl] -4- ((erlphaiiYlnaeliyl} chio] -3- 
Syrrolidinyl]methyl] (4-ttethaxypheiiyl)MChyl ester, 1,1-diOKide, 
(as-cia)- (9CI) (CA IKDEy NAME) 

Abeolute etereochea l stry. 



Ph3C^ 




L9 
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ACCSSSICH HIMBERt 
SOCTMBIT BDHBSi 
TITLE i 

IlIVE2rrOH(S) : 

PATBTT ASSiail£B{S} : 



1996:130816 CAPUTS 
1341175619 

Praparation of aalfanyloxydiphenylmethyliBlnosnlfamida 
a as pesticides. 

Otsu, Yuichi; Kitag&wa, Yoahinori} Hat tori, Ykxmlj 
Wada, Katsuaki ; Obinata, Torn 
Nihon Bayer Agrocheu K.K. , Japan 
Pat. Appl., 16 np. 



OOCIMBIT TYPE: 



FAMILY ACC. BIM, OOONT: 
PATBIT XBFOIDfATIQH: 



EP 684339 

R: BE, CH, CE, 
JP 08041019 
US 5596017 
BB 9503S56 
ZA 9504333 
EU 73164 
CH 1136300 
PBICftlTY APPLV. INFO, i 

OTHER SCnBCE{S) i 



XI HD SATE 

Al 199S1139 
I, OB, GR, 
19960313 
19970121 
19960409 
19960134 
19960338 
19960710 



APPUCATICH NO. 

BP 1995-107517 
IT, LI, NL, PT 
JP 1995-79301 
US 1995-445156 
BB 1995-3556 
ZA 1995-4323 
HU 1995-1546 
CH 1995-105535 
JP 1994-136599 
JP 1995-79301 



19950517 

19950313 
19950519 
19950535 
19950526 
19950526 
199S0S26 
19940537 
19950313 



134 1175619 



OSOaBl I 




Title aulfaaidea (Ii if - halo, haloalkyl; Rl - alkyl, haloalkylt R3 > B, 
alkyli R3 - H, alkyl, alkoxyoarbonyl , alkoxycazbonyluethyl) , were prepared 
Thus, 4-fluoro-4*-wthylsulfenyleKybenBaiihaLme hydrazone, SeSH, and 
N-nethylaulfaaoyl dilorida were stirrsd in CH2C12 to give title ooirpcitind 
(ID . Selected I at 8 pfA eu eabbage leaves gave 1001 kill of Spodoptera 
litura larv&e. 
173921-2S-0S 17a»I-2S*lP 

BLi AOS (Agrioultural use) i BAC (Biological activity or effector, axoept 
advsrea) i BSU (Bielogieal stu^, uaelassif iad) t SPH (Synthetic 



prcporacion) ) BIOL (Biologic*! anu^) i PBEP (Preparaticn) i USES (Vms) 

(prepancion of aulfcnyloxydixiienylnMthyliainomlfaaidsa M pvaticidsa) 
173931 'SS-O CAPLDS 

Ibydvasinolralfeoyll •chyl mmtmr (9CI) (CA IBDEir lOMB) 



RH 173931-36-1 CA?LU5 

Caf Cazboaic acid, [ [ [ {4 -chl orephiei>rl ) (4 - ( (natlxr Isnl f onyl ) oxy) phenyl ] matbyle] 
IhydrmxiDolaialfonyl)-, 1 , 1 -dimthyUtbyl cater (9CI) (CA tSDSXlomi 



it H 

r 



142790-24-7C 142790-2S-BF 142790-26-9P 
142790-27->OE I42790-2e-lF 142790-29-2P 
I42790-30-SF 142790-3 X42790-32-7P 
142790-33-SF 142790-34-9S 142790-33-OP 
142790*3S-1E 142790-37-2S 142790-3B-3P 
142790-39-4B 142790-40-7S 142790-41-8? 
142790-42-9P 142790-43-OE 142790-44-lP 
142790-45-2P 142790-46-3E 142790-48-SP 
142790-49-6E 142790-S0-9E 142790-51-OP 
142790-S2-1S 142790-53-2E 142790-54-3P 
142790-S5-4P 142790-S6-5F 142790-57-6P 
142790-SS-7ff 142790-S9-eP 142790-60-lP 
142790-C1-2C 142790-67-SP 143131-6e-4P 
10U1-7I-9S 17479 1-2 1-OP 

SL; BAG (Biological activity or «f factor* excctpt adtreraa) 1 BSV (Biological 
acody, unelaaaif ied) / PBJ> (Pixipartiea) 1 SPN (Synthatic praparatiat) 1 THU 
(Tharapentic uaa) 1 BIOL (Biological atxidy) » PK£P (Preparation}) USES 
(Uaea) 

(preparation and atroccnre-dioleBterol acyltroaaferaae- inhibiting 
relatiosuhlpa of V-cbloroanlfcnyl iaoeyanaC* derlvs.) 
93049 -97 -3 CAPLOS 

Cartwmlc cieid, ((pheiiyla&ino)aalfooyl] 3,S-bia|l wcbyUthyDpheayl 
eater (9CI) {GA ISDBT KIMB} 



it 5 



0 C— KH— S-M 

u 



: 193 OF 316 CAPUTS COFieftZGBT 3005 ACS CQ STH 
AOCESSICH HOffiES: 1»9«:134333 CAPUTS 

134:319434 

tnhibitora of acyl -Co&: cholesterol O-acylcranaferaee. 
17. Struccure-Accivicy relatiaHBhipa of several series 
of ccnpotmda derived frooi ir-e^loroaulfcayl iaocyanace 
Pieazd, JosepbA.f O'Brien, Patrick K. i Sliakovic. 
Drago R. > Anderacn, Haureen K. 1 Boiwley. Richard P. > 
Bsnelehle, Xatherine L. ; Xrause, Brian S.i Stanfield, 
Sic^rd L. 

Pazke-Davis Pharmaceutical Research Divisicn, 
Wamer-Lombert: Coc^wny, Ann Arbor, MI, 46105, USA 
Journal of Medicinal Cheoistry (1994), 39(6], 1343-53 
CODEH: JMCKAKf XSSH! 0033-3433 
American Cb«nioal Society 
Journal 
Biglish 

CASSEACT 134:319434 
Several aeries of acyl -CoA: cholesterol 0-acyltranaf erase inhibitors were 
prepared by the stepvise addition of nitrogen, oxygen, and sulfur nacleophiles 
to N-chloroaul f onyl isocyunate. The (aminosul fairy 1) ureas itere the uoat 
potent inhibitors in vitro, with several coopda. having IC50 values < 1 
I'M. Although the other aeriea of cctqpds. were not as potent in vitro, 
ueuoy ecnpds. did display good in vivo activity in choleatarol-fed rata. 
Several of the oj^sulfcoyl carbcunates (including CI -999, 115) showed 
excellent lipid- lowering activity in the chronic in vivo screen, 
deaoautrating significant cholesterol lowering in a pre-established 
tayperdiolesterolcBie atate. 
92049-97-3P 92049-98-49 92049-99-5P 



CORPORATE SOURCE: 

SOURCE: 

PXIBLISHES: 
COCIMBIT TYPE: 
LAITGUAGB: 
OTHES SOURCE (S) 
AB 



BK 93049-9B-4 CAPUTS 

or Caxboale acid, I (Etoiyl«mno)8alfGaqrl] 3, i-bladrl-diusthylethyl) phenyl 
eater (9CI) (CA IBDBT HAHB) 



II II 
p C— MH-S-H 



. RH 93049-99-5 CAPLDS 
or CaxtMBio aoid, ( (idi«nyla»lno)attlfcii7l] 3,«-bia(l,l-divebhylethyll -4- 
nethyliAianyl eater (9CI) (CA ISDBX HAMS) 




RH 143790-34-7 CAPIiTS 

CH CaxlMmie aold, (( [3, 4 -bis(t-nethyletlqrll phenyl) andno] aulfeoyl] methyl 
eater (9CI] (CA ZNDBC HAHS) 




II li 
O C— NH-S-H 

1 ^Bu-t 



RH 142790-35-8 CAPLUS 

CH Cazbamic acid, [[ (3, 6- bis (1 -nethyl ethyl) phony 1] amino] aulfoi^l} dodacyl 
eater (9CI] (CA IHDEX HAMS) 



BV 143790-39-3 CAPUTS 

CH Cazbmio acid, { ([3, 4-bia(l-vathylethyl)phaDyl]aBioo}sulfaiiyl] - 
2, «-bia{l,l-diusthyl ethyl) phenyl eater (OCZ) (CA UmBY HAMS) 



He- (CHa)ii-( 



it il 

o-c-m-s-HH 



Pr-i t-Btt 



SH 143790-30-5 CAPUTS 

CH Cazbanie acid, [ [(3,3-diphenyleU7l)aaino] sulfonyl] •, 3, 4-bia(l,l- 
dinethyletlIrl}phenyl eater (9CI) (CA IBDEIT BAMB) 



BN 143790-36-9 CAPUTS 

CH Cazbaaic acid, t ( (3,3-dlphenyletfayl)aniQo] aulfonyl] 3,6-bia(l,l- 
dinethylethyl) -4-wthaiqrphenyl eater (9CI) (CA INDEX NAME) 



O- C— HH— SB" CHa — CHPhj 



RH 142790-37-0 CAPUTS 

CH CaxtNmie acid, [ [[3, (-bis(l-iiiethylethyl)phcnyl]amino}8ulfai7l] 

3,4-bia(l,l-divethylethyl) -4-uatboxypbenyl eater (9CZ] (CA IHDEX HAMB) 




p C-HH-S-: 



it s 

C~1JH~ S~HH~CH3"~CHPha 



RH 143790-31-6 CAPUTS 

CH Caxbomio acid, [ [bia(pibeiiylnathyl)akino) aalfenyl) 3,4-bi8(l.l- 
dimethyl ethyl) phenyl eater (9CI) (CA ZHDEX NAME) 



p C— NH-S-H-CHa~Ih 



RH 143790-30-1 CAPUTS 

CH Caxbamio acid, ( ((diphenylwchyl )«aiao} aulfonyl) 3,fi-bia(l,l- 
dinachyletlqrDFbeayl eater (9CI) (CA ZHDEE HAMB) 



RH 143790-33-7 CAPUTS 

CH CaxtMmio acid, ( (diphenylamino) mlfonyl) a,«-bia(l-n«thylethyl)phitiqrl 
eater (901) (CA IKDSf HAMB) 




SH 143790-33-0 C1PUX5 

Ca Catbnie wid, ((dibiiC7lMiino)aalfonyn 3, C.bivd-aachyladqrllsAw&yl 
MUr (9CI) {CA imSV BJMB) 



II 1! 

p C— HH— 5-H 



as 143790 'SA-O CIPLOS 
CN Outaanie fteitL t DaiaddwnylMtliyl) 
iwtfarl«tl7l)sii«&yl aattrr (9CI) (CA 



■alfoiyl]-. 3,C*bia{l- 



p C-BH-S- 



c-BH- s-ir-CHa - Ph 



SV 143790-35-0 CAPUTS 

CH CuboBio acid< ( (lH-banalnidasol-3-ylaaiiio]vtilfaByl} 

3,S-bi«(l-MChyl«tlqrl}ph«ayl astar (9CI) (CA IKDEV NAME) 



Sn 143790-3(-l CAPZJVS 

CH C&xbomic acid, ( ((3, 3-dipbenylethyl)«inol aalfooyll 3,S-biB(l> 
oechylacfayDFbenyl eacar (9CX) (CA IKDXX NAMB) 



- Hff- CH3— CHPhj 



BH 143790-37-3 CAPLUS 

CH C&iiMnlc Acid, [ [ (3, S-bia(l-net]iyl«cJiyI)phenyl}amino] aulfonyl) - 
3,6-bia(l-iaathylacfayl)pbeiiyl eacer (9CI) (CA XNDE^f lOHE) 



BB 143790-39-3 CAPUTS 

CH Cubmic «cld. I [(dlpbanylMthyDaaitiolsalfanyl] -, 3,t-bia(l- 
MthylachyDpba&yl aatar (9CI) (CA tSBm WOa) 



p C-HB-S-H 



KH 143790-39-4 CAPUTS 

CIJ Cubaale aeld, ( ({diphenylwtbyl) amino] aalfonyl] 3,fi-bia(l,l- 
dliMthylatliyl)-4-iBatliylpl)ei7l aatar (9CI) (CA IKDS HIMB) 




r 



143790-40-7 CAPUTS 

Caxbaaie aoid, [ [ [3,C-blB(l-wtbylatl7l)tihai7l]amiiio}anl£cngrl] -r 
3,C-bia(l.l-dlv0tliyUefayl)-4-vai±7lphaxTl aacar {9CI) (CA IBDEir 1 



RH 143790-41-G CAPUTS 

CS Caibamic aeld, [ [ (3,3-diphenylatliyl)«aiiino] aulfoayl] - , 3,6-biB(l,l- 
diwtbyletJxyl) -4-me(:l7l|diaiiyl aatar (SCI) (CA INDBf HSHB) 



t-H» I? ff 

^0— C-MH-^HH-CHa-CHPha 
Bu-t 

AS 143790-43-9 CAPUTS 

CN Caibanlo aoi d. { (dlbtteylaalno) aalf onyl ] - , 3 , S -bi ■ ( 1 , 1 -dinathylaciiyl ) -4 - 




vatliyljdtieiiyl ester (9CJ) (CA INDEX NAME) 

i i 




BH 143790-43-0 CAPUTS 

or Caztwiie acid. [ (dlpemtylanino) aalf onyl] 3,fi-bia(l,l-dineclqrlachyl) -4- 
methylphenyl aatar (9CI) (CA INDBY NAKB) 




I? i 

J-|I-(CH3)4- 
0 (CHa)«-Ha 



BH 143790-44-1 CAPUTS 

CN CaztMmio asldi' [ [bla(l wUgrlathyDanlno] anlfaqrH 3,C-bia(l,l- 
dlnBthyletliyl)-4-«atl7lpbaayl eacar (9CI} (CA XNDBT H«MB) 




if r 



^N(Pr-i)a 



BH 143790-45-3 CAPLDS 

CN Carbaaio acid, ( (dihexylaaino) aulfcnyl] 2,C-bia(l, l-divacbylacl^l) -4- 
ttathylphenyl eacer (9CI) (CA INDEX NAMB) 



't it if 

Jv^O-C-HH-J-jl- (CE3)5- 
JI^^JL^ O (CHa)5-Ma 



KV 143790-44-3 CAPUTS 

CN Caifoaaic aeld. ((haxylaalno}aalf(sylI 3, <-bia(l,l-dimchylathyl) -4- 
nacbylpiic&yl aatar (9CZ) (CA XNDEX BftMB) 



^jP««"ICH3>5-»*« 



CN 3-Ihia-3,4,0-triazanoDanoic aold, 4- (3 - {diaechylaaino)prapyl] •fl-nathyl-, 
3,C-bia(l,l-diiBathylatfayl) -4-iBatlqrlphaByl aatar, 3«3-dioxi<to (9CI} (CA 



r I? 

<r-C-NH-J— jl- (CHa)3'~NMea 

(l o (CHala-BMaa 

Bu-C 

BN 143790-49-6 CAPIAra 

CH Caxtoaaio aoid, ( (nAChyXoetylomixio) aulf cnyl] 3, S-bia(l. l-dinathylathyl) 
nacbylphanyl aatar (9CI) (CA INDEX HUtB) 




f i?r 




!L 



BH 143790-50-9 CAPUTS 

CH Caxbasftie acid, [ [bia [(tetrahydro-a-furanyDmeUrfl] amino] Bulfcnyl] 

3,t-bia(l,l-dli]iachylechyl} -4-nathylpfaeiiyl eacar (9CI) (CA INDEX NAME) 



9 ■ 

^ J CHa— H— jpNH-jpO— "S^^ 



BH 143790-51-0 CAPUTS 

CH Casbamio aoid, [ (dioetylaaino) aaUoayl] 3,S-bla(l,l-dlmaChylachyl) -4- 
nachylphaqrl aatar (9CI} (CA INDEX NAME) 




J— |r-(CHa)7- 
O (CH3)7-Ma 



BH 143790 -SS-l CAPUTS 

CH CajtMBie «oid« [(didaeylflmlno)«ulfaayl] 3. C-bia(l,l-dliBachylachyl} -4- 
mathyliAia&yl aatar (9CX> (CA INDEX HUtB) 



BH 143790 -40-S CAPIXT8 




BH 14a7»0-53-a CAPUIS 

CH CuiMmie Mid, [ [biall-naU^lachyDimiiMlsalfangrl] 3,C-bia(l- 
nechylvcl^Dpbenyl •atsr (9CI) (C& Uawt JOMZ) 



BV 143790 -57-« CAPLOS 

CB CAziMBiio Mid, [(e7elaliAxrl(l-wcli7l«tl7l)«Blsol«alfanrl)-. 
a.«-bis{l>aatlqrl«tfa7l)phaayl amt«r (SCI I (CA XNDar SKMB) 



p C-NH-S-HtPr-i)3 



XH 143790 -54 -3 CJUPIilS 

CH CazboAle *oid, (1(1 -nBthyleblirl ) (pbeay iMtbyl ) «aiao] mlf cnyl ] - 
3,fi-biB(l-nethyIetli7l)pliC3iyl cater (9CX) (CA XHDEX HUffi) 



BH 143790-5S-7 CJkPUTS 

CV Cftibanic «oid# ( {mathyloctylaaino) Balfonyl] - , 3, C-blad-uethylacli^Dpiieixyl 
•■Mr (9CI) ICk tKDKV lUHB) 



ff ffr 



p C-MH- S-H- (CHa) 7~ 



• BV 142790-55-4 CAPUTS 
CH Cubaale aoid, {(hAxyl«Biiio)aalfGayl1 *, 3, i>bla(l-n«chyl*thyl)ph«ayl aatt 
(SCI) (CA iniBf KAMB) 



VS 143790 •59-8 CAPUDS 

CB Caxbmie acid, ((dihaxylwiaol aalfcayll 3, i-bia(l-wcliyl«cl]yl|phc3iyl 
•sur (9CI) (CA IHDBt UAHB) 



p C— NH- 



O (CSa)S-»ia 



ff S 



or— C~1IH~"S~1IH~ (CHals" 



BH 143790-5S>S CAPUTS 

CH Cubaio Acid, Kdiooeylanino) aulfoxyl] 3, C-biad-aathylatl^Dplwiiyl 
•acar {9CI) (CA ISDBT KRMB) 



BH I4a790<«0-1 CAPUTS 

CH Cubamie acid, ( (dipcncyl«miiio)avafcnyl} -. 3,C-bis(l-aetlqrl«Chyl)Flkeiqrl 
•acar (9CI) (CA INDS HAKE) 



p cr-HH- 



jp jI-(CH3)4-He 
O (CRa)4-Ma 



Of— C-HH- 



I? f 

C-HH-S— jr- (CHj) 7""Ma 
O (C^)7-Ma 



BH 143790 -«1 -3 CAPUTS 

CH C&ibanio &oid< ( ((3,4, fi-triinatlu»yilumyl)aBi]iD)attIfaiqrl] dodaoyl aatar 
(9CI) (CA IBDEir HSHE) 



r i 



f ff 

^HH-C-0- (CHa) 11— Ma 



0 0 



BH 143790 -C7-8 CAPUTS 

CH CazbAio AOid, {[[3,fi-bia(l-v«thylatfayl)pii8ayl]aniDo}Bulfc(nyl] 
(l,l't3Mi<-t8]:^^yl]-3'-yl aatar (9CI) (CA IHDEir HAMS) 




r-"T 



Pr-i 



L9 AH5WES 193 OF 314 CAPUTS COP'QtlGBT 3005 ACS < 



Ph 



BH 143131 -(••4 CAPUTS 

CH Caxbmlo aold, ( (aattayl ( 3 • (3 -pyr Idinyl ) athyl ) aniao] aul f oi^l ] - , 

3,S>bia(l,l-dlttethylatlqrl)-4-BatJ)ylFha]iyl aatar, uoooliydroGhloride (9CI} 
(CA IHDEX HAMB) 



^ " t-Bu M 



BH 143131-71-9 CAPUTS 

CH Cazbaaio acid, [ (dibutylamino) sulfcnyl] 3, 6-bia(l-MthylatlLyl)phanyl 
aater, aodium salt (9CJ) (CA INDEX NAME) 



ACCESSION UlMBEBi 
DOCWSHT HUMB£Si 
TITLE: 

AOTHOSCS) I 

CO&PGBATE SOOBCE: 



L STH 



PTBLISSES: 

DCCWEST TYPE! 

LAHOUAOE: 

OTBSt SOVBCE(S) ; 

OX 



1994 134400 CAPUTS 
134:333943 

Syntbaaia of paeudo-nuelaoaidaa ccocaining chiral 
aulfahydancoins aa aglycoa. II 

Dawynter, Oeorgest Aeuf, Hcurraddinei Bagainia, Zlnet 
Hontaro, Jean-Louia 

lAboraCoira Oiittia Bionolaeulalra, TThivaraita 

Mcmtpalliar II, Meacpalliar, 34 095, Fr. 

TacrahadroD (1994), 53(3), 993-1004 

COTEH: TETBABi ISSH: 0040-4030 

Elaavler 

Journal 

aigliab 

CASBEACT 134:333943 



li II 
p C-NH-S-N(Bu-n)a 



• Ha 

BN 174791-31-0 CAPUTS 

CN Caxbomlo acid, ( (na thy 1[3- (3 -pyr idinyl )acbyl]«aiaol aulfooqrl] 

a,4-bia(l,l-diw»cliylatbyl)-4<BatfaylpluBqrl aatar, aodium aalt (OCX) (CA 
IHDBX HAHB) 



A aariea of chiral aul f abydantoins have been syntheaized by alkall&e intraaol. 
cyel oecai d e n aat i cn atarting fzm H-aulf antyltralQo acid M« eatera. 
Bagioaalaetiva glyeoaidation of Cbeae paeudo -pyrimidlc heterocyclaa »aa 
carried out tritb a bcnayl protective grcn^ on the N-aulfcnylcazbaalc 
poaiticn. Beat glycoaldatlan reaulta were obtained by prelloinary 
ailylation of ealfabydantoina, and their cendanaation «ith a 
tatraaeylrlbofuranoaa idii^ yielded tbe paeudo •nooleoa idea, e.g. I (B ■ 
Bn, iBu) , in a ^-anal•0rie oanflgiunitioa. 
1390S9-69-1B 139059-T0'49 139059'71-SP 
174466-48-9F 174466-49-OP 

BL: BCT (Beaetant)i SPM (Synthetic prepamtion) , PBSP (Prapamtien) ) BACT 
(Beactont or reagent) 

(ayntheaia of aul f afaydantolna paendo-noclaoaidas via i&trwol. 

cyeloocswlenaatiani of aulfanoyl amino aoida) 
139059-69-1 CAPUTS 

7-Cew4-thlaO,5-dl«saocnuoie acid, 9,a-dlmaclgrl>C-0Ko-a- (plMsylaaCbyl) •, 
webyl aatar, 4,4>dic8(ida, (38)- (9CI} (CA XHDEX HAMB) 



AbMluea •earaoeauniatry. 



Ibaoluta •t«r«oah«aiBUy. 



KN 139059-70-4 CAPUTS 
an 7-0bui-4-Ehia-3,5-dl&zaQCD 
4,4-dicKlds. (35)- (SCI) 

Abaolute MCerMdiaiatry. 



laole acid, a, a,0-crimchyl-C-axo-, 
(CA INDXIC mMB) 



ttatbyl aacsr. 



BH 1390S9-71-5 CAPUTS 

CS 7-Q»ut-4-thiA-3>S-di>aaii«nanolc acid. 6. e-dimetbyl-a- (1 -iiiethyUehyl) -6-< 
, oathyl ester, 4,4-dioKidA, (35)- (9CI) (CA IKDSX NAME) 

Abeolnca aCareodicniaery. SocaCloa {+). 



r 



KH 174444 •4t- 9 CAPUTS 

Cir 7-GBu-4-thia-3,5-diaumoDaDoio aeid, 8,a-din«elirl-6-< 
4,4-diaKida (9CI) (CA ZHDOf HANB) 



ff I? 



t-BuO- C- IIH-S-IIH-CH3-C-OM0 



BN 174446-49-0 CAPUTS 

CH 7-QiuL-4-thia-3,5-dlazaiionanoio «icid, 8,e-dinethyl-3- (3-iaechrlprapyl) -4>< 
. wchyj ester, 4, 4-dicocide, (25)- (9CI) (CA ZHDEX KAKB) 



V 
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1995:994147 CAPUTS 
134:55547 

Preparation of substituted benzene -derivative 
endotbelln ishibitors 

Astlea, Peter Charlesi Harper, Hark F^aneiei Harris, 
Bsil Vieteri KoLsy, Ian MeFarlanai Walsh, Sogsr Jobn 
Aitehisoni Lawla, Slflliard Alaai Smith, Chriatosiiari 
Porter. Barryi McCarthy. Cllva 
Bhone-Poal«nc Sorsr Led.* UK 
PCT Int. M^l., 197 pp. 

coDBT: pinoa 
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The title e cmp ds. lit Rl - H, (ua) oubstituced hydroxyalkyl, cacboxyalkyl , 
CS, NOa, (un] substituted alkoxy, etc.t RS > arylalkojty, heteroarylalkoj^, 
aryl alley Ithio, etc.i R3 > HO, alkoxy, aryloxy, etc. « R4 ■ (nn) subatituted 
aUqrl or al)canyli R5 ■ aDcyl, aDcasyl, halogeni u-p - 0. 1]. useful as 
endothslin inhlbitora (no data) for the treataent of disaaaaa nodalatad by 
inhibiting endothslin (no data), axe prepared Tfans. Ma a-bensylGKy-4- (4- 
chlorsbenzylcocyl )benzoace was sapomified, producing 3-bensylaKy-4- (4 - 
dhlorobenzyloxy) benzoic eu;ld, m. p. 150-153*, in 44t yield. 
29684-56-8 

RL: RCT (Reaetant) 1 RACT (Reaetant or reagent) 

(praparacion of substituted bnsena endothslin Inhibitors) 
39684-56-8 CAPLVS 

Ethanaainiim, H, N-diathyl -N- [( (mathoxyviLzbaayl ) amino] sul fooiqrl) - , inner 
salt (9CI) (CA INDEY NAME) 
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ACCESSICV NUMBER: 

DOCUNonr number: 

TITLE: 



INVaiTOR(S) I 
PATOrr AS5IQNffi(S) : 



DOCWEHT TYPE I 



FAMILY ACC. SOf. COUNT i 
PATQIT INFORMATION! 



1995:954574 CAPUTS 
133:340140 

Novel aerine proceaae Inhibltore: darivativaa of 

isothiazolidin-3-ana 1,1 -dioxide and 

3-axo-l,3,5-thiadiazolidin» 1,1 -dioxide 

Oroutaa, WiUlaa C. 

Wichita State Itoiversity, USA 

PCT Int. Appl. , 93 pp. 

COOEN: PIX]a>3 

Patent 

Biglish 



AKPUCATZOV NO. 



WO 9510797 A] 

W: AM, AT, KJ. BB, 

OB. HD, JP, KB, 

NL, NO, NZ, PL, 

BW: AT, BB, CH, DE, 

US 5550139 A 

CA 3179913 AJ 

AU 8S1S99B A] 

AV 686314 B3 

EP 739338 Al 



WO iggs<vs336 



19950713 
BO. BR. BY» CA. CH. CV. 
XO. KP, XR. KZ. LE. LT, 

SI, 



19950103 



CZ, DB. DK, ES, FI, (B, 



I, ES, FH, GB 
19960837 
19950713 
19950801 
19980305 
19961030 



UJ, LV, MD, MB, 

SK, TJ, TT, UA, OZ, VN 

GS, IE, IT, LIT, HC, NL, PT, 52 

US 1994-177353 19940103 

CA 1995-3179913 19950103 

AU 1995-15998 19950103 



EP 1995-908003 



19950103 



//W 
0 0 



o o 



AB Various isothiazolidin-3 -one 1,1-diaxlde and 3 -axo-l,a,5-thiadiazolidinie 
1,1-diaKide dsriva.. e.g. I - CH3, (un) substituted KH| Rl - H, alkyl. 
(un)stibatitucad bansyl, indolyl alkyl , etc. 1 Y - non-steroidal 
antiinflaamatozy residue, H. protected amino acid, acylcagr. etc.], and 
their use to reduce or inhibit the activity of serine proteases, are 
claioed. The coi^tds. are useful as anti -infl amatory and onti -metastatic 
agents. For axavple, 4-benzylisothla2olidln-3-ane 1,1 -dioxide underwent 
N-alkylatieo with ClCH3SPh and Et3N in HeCH, followed by S-oxidation with 
tt-ClC6H4C(0)00E in CHSCia (90k), to give title ecB^Knind II. In an in vitro 
assay, II bad an apparent 2nd-ord«r Inaotivatlcn rate ooastant (kdbs/II] M-1 
s>l] of 960 against eachspsin O. A variety of eon^ds. wara prepared and/or 
tasted against eathapsin O. hnoan leukocyte elastase, aod/or proteinase-3. 

IT 139059-69-lP 

BL; SCT (Reaetant)) SPN (Synthetic preparation)! PREP (Preparation) 1 RACT 
(Reaetant or reagent) 

( intetmediate ( preparaticox of isothlazolidinone and oxothiadiazolidine 
dioxide dsrivs. as aerlns protaasa inhlbitoxa) 
BV 139059-69-1 CAPUTS 

CH 7-Qxa-4-thia-3,5-diagaBonanolo acid, 8,0-dittBClQrl-6-caco-a- (phsaylvathyl) 
iaecbyl eater. 4,4-diCKids, (aS)- (9CI) (CA INDEX NAME) 

Absoluts staraecihamiscry. 



0 0*0 
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ACCESSION NUMBER I 
DCCtMEZIT NUMBER: 
TITLE: 

•AUTHOR (8) : 



CAPUTS CaPUtlOHT 2005 ACS CO SIK 
1995:097916 CAPUTS 
134:117947 

Nltoleopeptldio bioconjugates containing a sulfomide 
bridge: linkage via the Mitsunc^ reacticxi 
Critcn. Maxvi Dawyater. Oeorgesf Aouf, Nourreddlnsj 
MODCaro, Jaan->LoalB| Ivbadk, Jean-Loula 
Labomtorla da Chlnla bio-organique, Uhiversite dss 
Soianees at Taetanlqiiaa du Languedoe, Montpellier, 



SODSCE: 



DOCWEOT TYPE I 



a«0fi5. Pr. 

Bkiel«oald» » nwlaocidBa (1995), 14(B), 1795-801 

oooBV: uuinssi issart 073a>a3ii 

IMdcar 
Xbglish 

OTHBt SanCE(S) I CUKB&CT 134:117947 

U Bw myatbamim of oonpds. eauaotins «9rot«oc«d 2* "^mafKyribeaaielmomi^m 
(T,dC,dO,dA) »ibh N-Boe rolfaaeyl derivB. of twtur&l odao sold mmxv 
(Vbm, Amp] was carried aac by Mitvunoba raaeclen, iwlng ragiospaelf ie 
covq>ling. Tha created liiJc was a priori xun-liydzolys«bl* in biol, 
Condi tioos. 

IT 139059-S9-1P 147715-94-4F 172945-94-7P 

BL: BCT (Seactaut) f SPV (SysclMtie pzvpavatien) ) PBSP (Prapancicn) f SACT 
(Baaetanc or raagaat) 

(preparation of nuolacpeptidie blocenjugataa eoxitalning mlfaiftida bridga via 

Micaundbu reaction) 
KB 139059-69-1 CAPUTS 

CB 7-C0ca-4-chia-3,5-diaauaananoic acid« B, e-diuethyl-G-oxo-a- (ptaesylvatfayl) 
tte'chyl eater, 4,4-diaxide, (3S)- (9CI) (CA IMDBir NftMB) 

Absolute ataraodhcniacry. 



0 0© 



147715 -94-4 CAPUJS 

L-Airpartio aoid« V- [ ( ( (1 . 1 -ditwtlvrlethia)^) eajftwayl } aHiao] sul f aayll - 
bia(l,l-diuethrl«tlirl) ester (SCI) (CA INDEX HAHE) 



Absolute stereocheniscjy. 



0 0- 
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1995:833174 CAPLDS 
133:336310 

Preparaciora of f luorcpropylthiazoline derivativa and 
beibicide 

MaJcino, Xenjit Suzulci, Hideaki > Hagaoka, Ta3ccahi| 
Viki, Todiioi Kosuoka, YoabiyuXit Banada, Toshiuaaa; 
BawoMkl, Tsutouii Vatanabo. saiigaondi I to, Yeiehii 



PATBIT ASSXGHEBO) i 



DOCtHQJT TYPE: 
UHOaAGE: 

FAMILY ACC. NTM. COOtlTi 
PATBIT IBFQSMATIOff> 

PATEOT HO. 



Nissan Chmieal Indistriea, Ltd. , J^^an 

per Int. Appl . , 34 pp. 

COD1SS: Pl^TlDi 

Patent 

Japanese 



KIND DATE 



APPLZCATION BD. 



W> 951B604 

W: BO, CN, CZ, 
SWi AT, BE, CS, 
' JP 07343445 

BP 739893 

B: AT, BE, CB, 

CH 1138331 

CN 1037349 

WU 74889 

EU 314648 

US 5763365 

CN 1308037 
PBICKITY APPLN. INFO. : 



&1 19950713 WO 1995 -JPll 

SIT, BU, SB, UA, US 

OB, DK, ES, SB, GB, OR, IB, IT, UT, MC, 

A3 19980919 JP 1994-310585 

Al 19941030 EP 1995-905334 

SE, SX, ESr FB, OB, GB, IE, IT, LI, NL, 

A 1996131B CH 1995-191163 



19960311 
19970338 
19980438 
19980609 
19990317 



HU 1996-1871 

US 1996-6(9380 
CN 1997-113763 
JP 1994-1047 
JP 1994-310585 
WO 1995 -JPll 



IL, PT, SE 
19941314 

19950110 

tE 

19950110 

19950110 

19960711 
19970616 
19940111 
19941314 
19950110 



BK 173945-94-7 CAPUJS 

CH 7-Cb(A-3-Uiia-a,4-diazanananoio acid« 0,8-dimet}7l-(-eKO-5- (phenylmetfayl) - 
1.1-dinsChylatbyl eatar, 3,3-diaxids, (5S) - (9CI) (CA INDEX NAME) 

Absolute stareoehenlstry. Botatioa (+) . 



— soaNacHH— ^ 



AB 1- (3- O-Fluoroprcpyl) -3-chiazolii^lideneamlnoaulfcaiyl] -3- {4, 6- 

dinethoKytriazin-a-yDurea {I; B - Q) (11) and interoMdi ates thereof I (B 
- E, S03NEa, S03NHCM«3, S03NB!C03Ph) are prepared A scleotive heibioide for 
beet ecntalns said coagjomid II as tha aotlva ingredisnt. Ihus, 5 g 



3-aminothiazole was dissolved in 15 vL DMF, followed by adding 8.8 g 
l.brcmo-3-flaoroprcpane, and the resulting mixtuza was heated at 80* 
for 7.5 h with stirring to give 5.5 g I.BBr (B « H) (III). 
3-Amino-4,6-ditBethaKytriazine (0.58 g) was dissolved in 100 ^ TBF, 
followed hf adding dropwise 0.53 g ohlorosulfGaq^l iaooyanate, stirring tha 
nixevre for 10 min, and adding a vixtuxa of 1,0 g III, 0.84 g Ec3N, Mid 10 nL 
THF, and tha resulting mixture was stirred at zoon taqierature for 1 h to give 

q II. II at 0.04 Icg^i* (postenargenea, foliar applieatlcn] controlled 
^90% 10 weeds, .e.g., A a aranthaa retraf laxus, Stell aria madia, 
Polygamin blumei, Chencpodiuu album, and Avena fatua, showed herbicidal 
activity superior to that of the known defluoro analog, and gave no damage 
to beet. 
168474-00-BP 

BL: BCT (Beactant) f SPN (Synthetic preparation)! PBEP (Preparation] ; BACT 

(Beactant or reagent) 

( intezmediate for preparati on of 1 - [ (f luoropro p yl ) thiazol iny 1 ideneaminosul f o 
nyl] -3-(dimetliai7triaziigrl)urea as selective heibicide for beet) 

16B474-00-B CAPUTS 

Caxbanio acid, [ [ [3- (3-f luaraprcpyl) -3 {3H) -tbiasolylidene] aminol sulf onyl] - 
- , phenyl ester (9CI) (CA INDEX NAME) 



1^3) 3-F 
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ACCESSICV KCHBEEi 
DOCTMBIT NDMBrai 
TITLE: 



(S)i 



CCKPOBATB SOUBCBi 
SOUBCBt 

PUBU 5HER : 
00CWE31T TYPE: 
LANOUAOB; 



CAPUJS COPIfBIGET 3005 ACS cn STN 
1995:817813 CAPUTS 
133:305974 

erte-3 oncogene inhibition by geldanomycin 
derivatives: synthesis, uechanistii of action, and 
structure-activity relationships 
Schnur, B. C. > Coman, M. L. i Oallaschun, B. J. « 
Cooper, B. A. i Dee, M. 7.} Doty, J. L. « Muzzi, M. L. } 
DiOrio, C I.i Bazbaooi, E. O. > at al. 
Pfizer General Besaaxeh, Oroton, CT, 06340, USA 
Journal of Madiolnal Chamistty (1995), 38(19). 3B13-ao 
CODEN: JHCMABi ZSSVi 0033-3633 
American Chsnieal Society 
Journal 
Biglish 

Ovaraxprassion of tha arbB-3 oncogene has been lin)ced to poor prognosis in 
breast, ovarian, and gastric cancers. Naturally ooeurring bansoqainoid 
ansanycin antibiotics hazbimycin A, geldanazaycin (GDM) , and 
dlfaydrogeldanatiQrcin were found to potently deplete pie5, the ezliiB-3 
oncoprotein, in hnnan breast cancer SKBB-3 calls in culture. Chemical 
efforts to modify selectively the ansa ring of QOM afforded derive, with 
greater potency in vitro and in vivo. Analogs deaonstratsd inhibition of 
pl8S phosphoeyrosina in call eulturs and in vivo after systamie drug 
admlnistratlcn to uu/bu nods mica bearing Fisher rat atabzyo calls 
transf acted with human ezbfi-3. PVinetional grovp modification in tha ansa . 
ring was perfozmed stereoeelectively and regio^»ecif ical ly without tha 
need for protection strategies. Essential functional groups that wsire 
reqpiired for anti-erhB-3 activity were tha 7-carbamate and the 3,3-dauble 
bond. Modification of tha functional groups at the other positions was 
permitted. Structure-activity ralationshlpa are daseribad for 1<5, 7-9, 
11-, 15-, and 33-st)ibstitutad galdanaxQ^ina . 
lS31i3-02-ep 10113>05-1B 1S9S«4*2S-4P 



BL: BAC (Biological activity or effector, except adtrarse) f BSU (Biological 
stUK^, unolassif iad] ) IBP (Pzopartias) i SPIT (Synthetic prepaxmtion) f TBU 
(Therapeutic use) i BIOL (Biological sto^) i PBEP (Preparation) j USES 
(Uses) 

(preparation of and eztkB-3 cneogene inhibition by geldananycin dsrivs.) 
RN 163113-02-8 CAPUTS 

CN Geldanomycin, 17-demetho3gr-17- (3-prapenylamino) 11- ({[(1- 
methyletl^l) amino] sulf onyl] carbamate] (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

Double bond gecoatry as described by B or Z. 




BN 163113-05-1 CAPUTS 

CN Geldananycin, 17- (1-azetidinyl) -17-demethoxy-, 11- ([[(1- 

mathyledqrl) amino] sulf onyl] oarbaaatal (9CI) (CA INDEX NAME) 

Absolut* starsoeihamlstry. 

Double bcod gsottstry as described by E or Z. 




RN 169564-35-4 CAPUTS 

CN Oeldonomycin, 17-drmiwthoiy-17- (3 -propaaylamlno) - , 11- 

{ ( (dlmethy lomino) sul f onyl] eazbamata] (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

Ooubl* bond gaomaery aa daacrlbad by E «r Z. 




(S) : 

COKPOUkTB SOOKCB: 
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ACCES5ICV HWBERi 1995:794603 CAPUTS 

Docman numbebi 134 : 30345 

TITLE: nxiolysia of axASolinaa: a Mlcccive nachod for 

th« dlr«ce ecnvenioai of pcpcids oacazolinAS inco 
chlasolinA* 

«ipf« Petan Millar, Chria P.| VankatrsmMi, Srikonch i 
Fritch, Paul C. 

Dapa r tnant Chamiatzy, ^Kiivaraity Plttabargh, 
PiCtabuT^, PA, 16360, USA 

Lattara (1995), 36(36), 639S-8 
TBLBATi ISSN: 0040-4039 
Klsaviar 
Journal 

TAGS: E^gliah 

A diract oxasolina -* Uiiazollna ccnversicai cko. be realized bf 
thiolyaia of oxazollnea with ESS in taethanol /tri ethyl amine, followed by 
cyclodehydracion with Burgess reagent. This protocol is high-yielding, 
^emos elective, and essentially free of zacenizaticn for 
C(5) •unsubstituted and tran8-4 ,5-disvibscituted peptide oxazolinas. 
Thioanida inteimadi&taa are obtained rag iosa lace ively, cfaus the chiolysia 
of oxasolinaa offara an alcaxnativa co tha chiacion of pepeidaa with 



29664-56-0 

BL; ACT (Raaetaat) t KACT {Baactant or reagent) 

(thiolyala of peptide oxasolinea into thiasolinaa) 
39664-56-8 CAPLUS 

Ethanaoiniuu, N,If-diethyl-H- ([(vathaaqfcaxbonyDaainol BttlfcsqrH ~« 
salt (9CI) (OA IHDEY KUffi) 
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CAPLUS COPlTBISaT 3005 ACS on STH 
1995:563309 CAPUJS 
133:315095 

Preparat ion of a - [ (he ta rocyclyl eaitocnyl ] aaino] - 
i-auino acida aod aaaloga aa fibrinogen reoapCor 



IBVSnQS(8) I 
PATQIT A8SZCBZB(8) i 



OOCtMGIlT TYPE: 



Clareatm, David Alani Baldwin. Jdhn J. i tiwarcen, 
Vigelj A^aw, Ban 
Marek and Co.. Ina., USUI 
PCT Int. MfV^" VP' 

ooDEVi pimoa 

Patanc 
Bigliah 



PA1 


'SHT BO. 






Kxn 


} 


OATI 




APPLICATICUf HO. 


DATE 


130 


9418981 






... 

Al 




19940901 




WO 1994-US18B1 






W: AU, 


EB, 


BO, 


BB, 


BY 


CA, CS, 


CZ 


FI, m, JP, KR, 


KZ, LK, LV, MO, 




MH, 


MS7, 


BO, 


BZ, 


PL 


RO, SO. 


SD 


SK, TO, m, UZ 






EW: AT, 


BS, 


CH, 


DE, 


DK 


ES, FS, 


GB 


m, IB, IT. U3, 


MC. HL, PT, SE, 




BF. 


BJ, 


CF. 


CO, 


CI, 


CM, GA, 


GB 


ML, MR, BB, SB, 


ID. TO 


CA 


3155133 






AA 




19940901 




CA 1994-3155133 


19940333 


AD 


94634 65 






Al 




19940914 




AU 1994-63465 


19940333 


A0 


680340 






B3 




19970734 










6B4B33 






Al 




19951306 




EP 19 94-909745 


19940333 




K: AT, 


BE, 


CH, 


DE, 




ES, PS, 


GB 


GB, IE, IT, LZ. 


UJ, NL, PT, SB 


HO 


71796 






A3 




19960338 




HU 199S-3038 


19940333 


CK 


1118139 






A 




19960306 




CU 1994-191348 


19940333 


JP 


0BS0707a 






T3 




19960730 




JP 1994-519330 


19940333 


JP 


3173793 






83 




30010604 








US 


5831341 






A 




19981013 




US 1995-495560 


19950801 


FX 


950391C 






A 




19950831 




FJ 1995-3916 


19950831 


BD 


950 3370 






A 




19951019 




BD 1995-3370 


199S0831 


PRIGBITT APPLB. 


IBFO. 1 










US 1993-30517 


A 19930333 


















WO 1994 -U51 001 


W 19940333 



OTBQt Sa(IRCB(S) : 



MABPAT 133:315095 




R(CH3)nZlZ3COZ3Z4CBlH6E8 [R - C(iHH)NH3, KBC(:NH)NH3, (allcyl )andno, 
heterocyclyl , etc. » Rl - H, alkyl, (di ) {al)cyl) aaino, NHS03R7, etc. > R6 - 
C03H, CB30H. P(0)(aB)3, etc. i R7 - H, alX(en}yl, (hetero)aryl, etc.j RB - 
H, alkyl; Zl > bond, 1IR7C0| Z3 ■ bicyclio heteroeyelylena} Z3 * bond, I0t4i 
S4 . H, (cyclolaUcyl, alleanyli Z4 - bond, CHB3(CH3)ni Z4 - CO{CBa)n idian 
Z3 . NR4( S3 - H, alkyl, (all^Darrli n - 0-7] wars praparad aa fibrinogan 
receptor antagoiiBta (no data). Thoa, tart-Ba 3,3-dihydrB-3-axo-l,4- 
triaBelo[4,3-a]pyridina-6-aaxboRylata (prapazatien fron tart-Ba 
6-ehloronlootinata giTaa) waa N-alkylatad fay 3-(H-bans7loKyearbaDyl-4- 
pipari^ilatliyl iodida (praparation givan] and tha ai^onifiad product amidacad 

(S)-BaSOaHHCH(CH3BH3)CraH (praparaticn givan) to give, aftar daprotaeticox, 

titla eeopoaiui I. 

163212-66-6P 

SLi BAC (Biological activity or effector, except adiraree) > BSU (Biological 
aciady. unelaaaif ied} t SPH (Synthetic praparatioi) i TBU (therc^peutie oaa) i 
BIOL (Biological atad^r) i PREP (Praparacicn) > USES (Uaaa) 

(preparation of a- [(hateroeyclylcaxbanyDamino] - a-amino acida 

and analoga aa fibrinogen receptor antaganiata) 
163313 -66- C CAPZ27S 



CN 3-Thia-3,4,7-triazaoecanoic acid, 5-caxbaKy-8-oKO-8- [4,5,6, 7-tatraliiydro-4- 
oKo-S- (3- (4-piparidiiqrl)*cfayl]pyzazolo(l,S-aJpyrasin-3-yl} 
l-(phaiiylm0thyl) eater, 3,3-diaKide, nflnsbydxoeshloride , (SS) - (9Ct) (CA 
JUDEX NAME) 

Abaolnta acaraodhamiatry. 




• hci 

IT 1632U-01-2P 163213-46-Sf 163213-47-6P 

RL: RCT (Seactent) i SPH (Synthetic prapazatloa) i PREP (Preparation)) RACT 
(Reactant or reagent) 

(preparation of a- [ (hatazoeyolyloazbonyl )amino] - a-amino aoida 
and analogs as fibrinogen raoaptor antagonista) 

BN 163313-01-3 CAPUTS 

CB 3-Thla-3,4,7-triazaoctanoic acid, S-cazboKy-S-oxo-S- [4 ,5, 6, 7-tetrahydro-4- 
OCO-S- (3-(4-piperidinyl) ethyl]pyrazolo(l ,5 -a]pyrasin-3-yl] 
l-(phenylmethyl) eater, 3,3-diaKida, (SS) • (9CI) (CA IBDEX NAME) 

Abaolnta ataraodkamistry. 




RN 163313-46-5 CAPUTS 

CN l-Piperidinacartxaylio acid, 4 - (3- (6, 7.dihydro-3 - 14- (uathoxycarbooyl ) -6, 6- 
dioKldo- 1,.8-dlaKo-lO -phenyl -9-co(a-6-thia-3, 5, 7-triazadec-l-yl] -4- 
eKfl|iyrasolo(1.5--alpyxazin-5(4H) -yl) ethyl] -, l.l-divathyladiyl aatar, (8) - 
(901) (CA IHDEIC HAMB) 

Abaolnta ataraodianiatry. 



PAGE 1-A 




RH 163313-47-6 CAPUJS 

CH l-Piparldinacarbcotylio acid, 4- (3- [3- (4-oaxbaxy-6, 6-dioKido-l, B-dicoso-lO • 
phanyl -9 -oxa-6 -thia-3, S, 7-trlasadeo«l -yl ) - 6, 7-dihydro-4-axeciyrazoloCl , 5- 
a)iqrzasin-6(4H)-yl}athyl]-, l-d.l-dinathylatliyl) aatar, (8)- (9CI) (CA 

tmaac bamb) 

Abaolnta ataraoe^Maiatry. 



PAGB 1-A 
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AVTBOB(S) : 



SOOSCB: 



PUBLZSHEX: 

fiocmsrr type: 



OTBQ SOIISCS(S} : 



133! 170063 

Sedictive oleavago as a routa to carbobydraca 
enolatea. .^jpl icatioma co ch« ayntheaiB of C-lin)ced 
di aaochari de s 

Binch, Hoyley M. r Griffin, Andrew M. i Schwidatsky, 
Sabine) Bamsay, Klciuwl V. J.; Oallac^er, Tinothyi 
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> 133:170063 



BzO-3h/^ O Br I 




AB Hie eaxbchydrata -derived «-breno ketcmes, e.g. I, undergo redncclve 

cleavage using either Zn-Cu or 06013-1)81 and the reaulciiq enolatea are 
tr^iped by carboifaydrate-b&sed aldehydes, e.g. II, to give C-disaocbarides, 
e.g. III. 
IT 29684-56-8 

RL: ROT (Reaetant) i RACT (Reactant or reagent) 

(syneheaia of C-1 inked disaecfaaridss via redootive C-glyooeidacion of 
sugar* broabkacco.* with aldehydas) 

RN 39se4-s«-a cuuas' 

CV Schanaainiua, V,H-di*tl:f 1-N- [ [ {■etboatyeajcbcayDaalaolsulfonyll inner 
Mlt (9CI) (OA tSBEX BAME) 



HaO-C-M — S-H*Et3 
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ACCESSION mifBER: 
SOCWSIT HOMBES: 
TITLE t 



1995:557336 CAPUTS 
133:314359 

Aaaamycin derivmcivs* 



aa oncioneogane and ancieaaeer 



UBGOASB: 

FAMILY ACC. HIM. OOUBTi 
PATBIT IKPORIUtiaV: 

PATEVr BD. 



Gallaschm, Randall Jaaaai Moyar, Mikel Panli Sefannr, 

Rodney Can^iren 

Pfizer Inc., USA 

PCT Int. Appl- r B3 prp. 

OODEK: riXW2 

Patent 

Bigliah 



KIBD SATZ 



WO 9501342 

W: CA, JP, US 
RW: AT, BE, CH, 

CA 3166330 

EP 70C516 



APPUCATZCV BO. 



WO 1994-IB160 



DB, DK, ES, FS, GB, G8, IE, IT, Lt7, MC, NL, PT, SB 



JP 005 06 356 
JP 3794343 
FI 9403100 
US S932566 
PRICRITY APPUr. IBFO. : 

OTHOt SODKCECS) : 



AT, BX, CH, SB, OK, 



199C0709 
19980903 
19941330 
19990803 



CA 1994-3166330 
BP 1994-816373 

I, m, IB, XT, U, 
JP 1994-503379 

FI 1994-3100 
US 1996-57eS71 
US 1993-SS065 
WO 1994-IB160 



19940616 
19940616 



19940630 
19960325 
A 19930629 
W 19940616 



133:3143591 MiRPAT 1331314359 




Me OMb I 



AB Title ccnpda. I CRl, R3 - Et R1R3 - bond} R3 - (un) aubstituted OH, NH2, 0, 
nSHj R4 B (un) substlcuted aminoi R5 ■ H, (un}a\ibstltutcd pbenaoyl] and 
Efaamaesuclcal ly aoecptable salts and j^rodsugs thereof were prepared as 
necplan and oneogene inhibitors (no data] . Thns, 4 , 5 -dihydvogeldanaayoin 
was treated with Me2CHl]H3 to give 73% 17-isaprcpyl«Blno-4, S-dihydro-17- 
deue thaxyg e 1 danao^c i n . 

IT 163113-02-8E 163113-03-9E 163113-04-OP 
163113-05-XB 163113-06-2F 163113-07-3P 

RL: IMF (Indostrial nonaf acture) » SPN (Sjnthecio prepamtiea) r TEU 
(Therapeueio use) i BZOL (Biological scud^) i PREP (Preparation) t USES 
(Uses) 

(preparation of geldanaaycln derive, aa antioncogene and anticancer agents) 
RN 163113-02-8 CAPUTS 

CN Geldanaayoin, 17-demethiQjiy-17- (S-propeaylaailno) -, 11- [[[{1 - 
methylethyl) amino] salf<myl]carbsnate] (9CI) (CA INDEV NAME) 

Absolute stereoduniscry. 



Double bond geonetry as described by E or Z. 




RH 163113-03-9 CAPUTS 

CN Oeldanamycin, 17-demetho}gr-17- ((3-f luoroetl^yDaKino] -, 

11- ([[(l-iaethylethyl) amino] sulfonyllcaibamate] (9CI) (CA INDEX NAME) 



Absolute atereocheniatry. 

Double bond geonetry aa described by B or Z. 




RB 163113-04-0 CAPUTS 

Ctf Oeldaaaayein, 17-((3-oy«noetl]yl)aBino] -17-dsnethcKy-, 11- [([{1- 
ttethyl et^l ) aninol sal f ooyl ] carbamate] (9CI ) ( CA INDEV NAME) 

Absolute stereoehenistry. 

Double bend geoneery as desoribed fay B or Z. 




RM 163113-05-1 CAPUTS 

CB Oeldananq^ln, 17- (1-azetidinyl) -17-deaethoxy-, 11-((((1- 

Bethyletl^l)aBino]Bulfeo.yl]earbanate] (901) (CA INDEX KKHB) 



Absolute stereocheaiistry. 

Double bond geometry m described by E oir Z. 




RN 163113-06-3 CAPUTS 

CN Oeldanamycin, 17- [ (3-cyanoethyl) amino] ■'17-deiaBthox.y-4, 5-dihydro-, 

ll-([((l-methylethyl) amino] aulfonyDcazbamate] (9CI) (CA INDEX NAME) 

Absolute Btereocheaistry. 
Doable bond geoiaetry as show. 




RN 163113-07-3 CAPUTS 

CH Geldananycin, 17- (1-asetidinyl) -17-deaethoxy-, 11- [([(4- 

asidcfdieayD'ninolsalfeoyllearbsiaatel (9CI) (CA INDEX NAME) 

Absolute scereoehaviatry. 

Double bond geometry as described by B or Z. 





PATBIT JkSSIGHm(S} : 
SOOSCB: 

LAHGUA6B: 

KBMILY ACC. WM, COONT: 
PATIBT ZBFQBKKTiaar: 

PATSHT BD. 



VB 534(993 
US 5177303 
US 52(0399 
ntlCKITY XPPLIT. INFO, i 

OIEEK SCQSCSCS) s 



COPyBKOT 3005 ACS aa STN 
1995:401307 CAPIJCJ5 
133:187364 

Preparacleo of rapomycin 43-BalCaiAtM as 

Fkilli, AmAdaof Sao, Wenlingi Sceffan, XelMrc J. j 
Vagsi, Keberc L. 

Jtaerlean Hcna Prodoeca Corp. , X7SA 

V.S. , B ifi. Ccmc.-in-parc of U.S.. 5,330.443. 

oeami: usxxah 

Patent 



19$40913 
19930105 
19931109 



MAKPAT 133:18736( 



APPUCATICU NO. 

xre 1603-65107 
US 1993-846637 
US 1993-917555 
US 1993-S46637 
US 1993-917585 



DATE 

19930519 
19930305 
19930731 
A3 19930305 
A3 19920731 



^OSOjRl 




f J 



ACCESSICH KGMBEB: 
COCTMESIT HOMBB: 
TlTLBi 



L 304 OF 316 CAPUTS COFOtlGaT 3005 ACS cc SIH 



PATENT ASSICaiESIS) : 
SOOECE: 

DOCIMBrr TYPB: 
LAtJOOAOBi 
FAMILY ACC. HOf. 



1995:313847 CAPUTS 
123:10680 

Prcparaticm of laeboa dipaptidaa having ImoMi 

lanikoeyea elastaaa (BLB) inhibiting activity 

Bant«in> Patar Bdbarti Thmaa, Koy«ton Martini 

Wazner. Patari Wolaniiif Donald Jofan 

Zanaca Ltd., UK 

PCT Int. J^pl., 46 pp. 

CQDEV: PinCDS 

Patent 

Btiglish 



PATEBT VO. 

KO 9331313 

W: AT, AU, BB, 
n, UL, UTr 
Rff: AT, B2, CB, 

BP, BJ, CP, 
AU 9340769 
EP 630383 
E3> 630383 



KISD DATE 



19931038 
L, OA, CB, 



AT, BE, CH, DS, 



JP 07505873 
TO 70430 
AT 149175 
ZA 9302697 
FX 9404803 
IR} 9403909 
PBICBITY APPU7. IHFO. : 



OIBER SOORCBtS) i 



DS. DK, ES, PS, 
CO, CI, CM, GA, 
Al 19931118 
Al 19941338 
Bl 19970236 

OK, Es, nt, 

T3 19950C29 
19951030 

19970315 
19931028 
19941013 
19941014 



APPUCATICW HO. 

ffO 1993-08794 
CZ. DE. SK, E5, FI, CS, 
BD. SZ. VL, PT, BO, EU, 
<a, GS, IE, IT, UJ. NC. 
W, ML, MS, HE, W, W. 
AU 1993-40769 
BP 1993-910157 



DATE 

19930415 
HU. JP. KP, 
SD. SS. SK, 
JIL, PT, 8S, 
TO 

19930415 
19930415 



OB, at, IE, IT, U, UT, MC, NL. 



A3 



JP 1993-518137 19930415 

TO 1994-3968 19930415 

AT 1993-910157 19930415 

ZA 1993-3697. 19930416 

FI 1994-4802 19941013 

NO 1994-3909 19941014 

GB 1993-8379 A 19930416 

GB 1993-8380 A 19930416 

GB 1993-14448' A 19930708 

OB 1993-17363 A 19930814 

GB 1993-17363 A 19920814 

OB 1993-17364 A 19920814 

WO 1993-08794 A 19930415 
CASBS&CT 132(10680) MAXPAT 133:10680 



AB Title coopds. [I> SI - (halo)alkyl. alkenyl, alkpiyl, Fh, napi^thyl, . 

NHC03B3, etc. I B2 « alkyl} war* prepared Ibas, prepared I (Bl ■ B-qoinolyl) 
gave 10.7 daye eurvival of pineih akin graft on mice (dose not given) l.p. 

IT 29664-56-8 

SL: SCT (ReactaBt) j SACT (Seactant or reagent) 

(preparation of rapanycin 43-sulf onatea aa iTmmmosappzessive ageacs) 
RK 296B4-56-B CAPLU5 

CN Ethanaminiua. N. N-diethyl -M- ( I (-methoj^cazbonyl ) amino] sulfonyl} -, inner 
salt (9CI) (CA INDEX NAMB) 




The title eo«q>ds. [Ij R . mibotituced sulfcnyl, etc. » Rl - Cl-6 alkylf R5, 
R6 > H, alkyl], useful as ELE inhibitors (no data), are prepared via oxidatia 
of the ales. II, N-sulfonylation of the oKcprop/lacetauides III. E.g., 
3- {3 -«nino-3-oa(o-6 -phenyl -1, 3-dihydro-l-pyri<^l) -N- (3-tsrt- 
bntylditMtliylsilylaxy-3, 3, 3-trif luoro-l-iSGprppylprotyDaestamids warn 
N-flulfooylated with benzyl sulfcnyl chloride, the resulting 
tert-butyldlMthylsilyl ether wae treated with BU4NS4F in THF-BOAo to glvw 
II (R - benzyl sulfonyl, Rl - ieo-Pr, R5 > H, R6 • phenyl], which was 
created with 1- (3-diiBBthylamincprcJpyl) -3-ethylearbodiiiaide-HCl in THF-EH50 
to give V Oi, Rl, R5, R6 same as above]. 
1S9290-58-1P 199290-62-7P 

RL: SPN (Synthatio prepazation) i PBEP (Preparation) 

(preparation of, as HIE inhibitor) 
159390-58-1 CAPUTS 

Carbamic acid, ( [ {1 , 2-dihydro-3-aKo- 1 - (3-oxo-2 - I [3,3, 3-trif Inoro-l -(1- 

ae chyl ethyl ) -2 -oxopropyl ) amino] e thy 1 ] - 6 -phenyl - 3 -pyridinyl ] amino] sul f onoy 1] - 

, methyl ester (9CI) (CA INDEX NAME) 




NH-S— NH-C-CKe 



159390-63-7 CAPUTS 

Cazbeaic acid, [ [{1, 2-dll7dro-2-0Ko-l- [2-axo-3-[ [S.SfS-trifluoro-l-d- 
wthylethyl) -3 -oxopropyl] amino) ethyl] - 6 -phenyl -3 -pyridinyl] amino] sul f coy 1] - 
, ethrl ester (9CI) (CA INDEX NAME) 



r 



•C-NH-CH-C 



it f 
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DOCUHBIT NUMBBt: 
TITLB: 

AUTra3R(S) : 

CORPORATE SOQRCB: 



HOCXJKtm TYPE: 



CAPUTS COPltRIGHT 3005 ACS on SIN 
1994(671375 CAPUTS 
121(271275 

Bloisosters of the diphosphate grovp in activated 
forms of antiherpes vims agents. A theoretical study 
Macchia, Harcof Kartinelll, Adriano; Parkin, Ami 
Rossello, Armando 

Istituto Chinica Famaceutica Tossicologica, 
Ubiversita Pisa, Pisa, 56126, Italy 
FazBSOO (1994), 49(5), 335-33. 
CQDEN: FBMCE81 ISSN: 0014-837X 
Journal 
English 

In order to identify potential bioisosterlc replacenents for the 
diphosphate -moiety, idiich is present in activated forms generated from 
antihezpea virus agents daring thair inhibitory aoticn. against herpes 
viniBss. 5<-phosphenoaosta'nidD (I) and 5 •-O-salfanoylearbanayl (II) 
derlvs. of idoxaridine were sTnthesized as analogs of idoKuridine 
5 < -diphosphate . In this paper we report on the antihezpetie activity of I 
and II. A theor. study is also presented in which both the conf omatieoal 
and the electronic characteristics of I and II are ccapared with those of 
the diphosphate metabolite of idoocuridlne, in order to verify the 
possibility of bioisosterism relatlcnship between the phos phcnoa eetswidn, 
the snlfsnayloariMinqyl and the dlphoaphate gvoi^. 
144872-46-8 

RL: HAC (Biological activity or af factor, axoept adverse)! BSU (Blelogieal 
study, unclassified) J FRP (Properties)) BICO:* (Biological stu^) 

(antiherpes activity and confonatlaial anal, of idooinridine 

diphosphate analogs) 
144073-46-8 CAPUTS 

Uridins, 2< -dMK7-5-iodo-, 5 • - [(«ninoTOlfaayl] cazbaaata] (9CI) (CA INDEX 



Absolute stereoohemlsery. 



L9 AHSRBt 206 OV 31C 
ACCESSION inJKBER; 
DOCOOST BUKBSt 



CAPUTS CaPXRIQHT 3005 ACS Cb STH 
1994:533534 CAPUTS 
131:133534 



AVTEOn{S) I 
COK]>aRATB SOORCSi 



Polysalfonyla&lnea. LVI. Oira««yl<mlnoculf oo^l 
IsocyanACa: «dditlco r«accions wich 0H-, SH-, and 
HH>fuxicciaDAlis«d taoleculttsi aolid^aCAte ■cructnrB of 
tf* {diaesylaainosulfoixyDtBethylnrAthAna 
Dalliihn, J. I Bl&scbAtte, A. i Jcaam, t. O. 
InaciCQC Asorsoaisch* AnAlytische Oicale, T«clmiach« 
QbiveraiCAac, Brumaehveig, 3S033, Oaznany 
Fhotfptuaru, Salftir and SilicoD and tb» B«lac«d 
Bleaenca (19»«), e«(l>4). 85-93 
O0DE3I: PSSUBC) ISSHt 104a*fi507 
DOCTMBJT TYPB: Joamai 
LANGUAGE: Ocman 

AB Additicn raaeciosis of (»teSQ3)ailS032ICO (1) with aUcanola, phmolm, or thiol* 
AffozdMl urathanaB (MaSOataVSOaHBCOaB (3f X - Ma3C, ClCHSCBa, I^CH2, Ph, 
4-ClCiBi) and thioor«chan«* (lteS03)aiI5031ISC(0) SB (B - EC, lfe3CH« MsSC, 
FhCSa. Ph, 4>C1CCH4}. Beaetim of 1 wleh nathanamlfoaiamida gava tha 
nov«l ur«a (HbS03) agS0a M HCC M H503MB . IT-ray atruotur* anal, of 3 (B - Ma) 
Acmm thAt thA criaulfoiylatad nicrogen acca tuia a trigonal -planar S3 
envi ranmeat and the •alfcxiylcaxi>aaate uoiaty diaplaya a 
■ayn-ayn-eenfomatiai. Tbs nola. ajr« linkad into chains by a weak 
iatanol . feydzogcn bond V-H* • • 0 
CS'"0 301 pnl CO an eaq/gam. aCoa of tha H-S03-V 
group. 

IT 145702-74-5 

EL: PEP (Propertiea) 

(crystal acructura of) 

BH 145703-74*5 CAPUTS 

CV a,4-0ichia-3,5-diaxahBXan-fi-oie acid, 3- (natfaylsalfcoyl) «0Clgrl «iCar, 
3,a,4,4.e«craaaii(b (»CZ) (CA IKDSX SXHB) 



ClCHa" CHa~ o- C— BH— j 



157171-39-4 CAPUTS 

3,4-Dithia-3»S-diagahoxan-<-oie acid, 3- (nach^laalfcnyl) phenyluaehyl 
•atar, a,a,4,4-caenuKida (SCI) (CA in)B BIHB) 



Ph"" CHa~"0~'C~KH~ 



if 

= S-Me 



157171-40-9 CAPUTS 

a,4-Dichia-3,S-diasahann-«-ole acid, 3- (necfaylaulfcnyl) - 
3,a,4,4-cacr«axl(k> (9CI} (CA UBtWt lOMB) 



pihaayl aacar. 



if 

0==!S-Ma 

if n f 




O 0 



IT 157171-37-49 157171-38-5B 157171-39-6V 
157171-40-9P 1S7171-41-0P 

BL: SPH (Synchacie pz«paxatian) f PBEP (PrepamtiGti] 
(prtparaclcn of) 
BH 157171-37-4 CAPUTS 

CH a, 4-Di thia-3,5 -diagahftxan-6-oio acid, 3- (inethylBulfoniyl) 

1, 1 - diva thy 1 achy 1 aatar, a.a,4,4-Catiaaxide (9CI) (CA IMDBf NAME) 




O 



KN 1S7171-3B-5 CAPUTS 

CM a,4-Dichia-3,S-diazahexan-6-oie acid, 3- (uathylaulfanyl) -, a-ehloroathyl 
aster, a,3,4,4-tetmaKid0 (9CI) (CA IHDEir BAMS) 




BH 157171-41-0 CAPUTS 

or a,4-Sithia-3,5-diazahejGBn-i-aic acid, 3- (maCfaylsalfonyl) -, 4 -chlorofAieiv'l 
aster, a,a,4,4-tatzaaxida (SCI) (Ck IBDEir UMB) 
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ACCESSICU NXKBES: 1994:133075 CAPUITS 

OCCOlEan NUMBEX: 130:133875 

TITLE: Praparatlooi of snlfamidBa frou aloohola and 

OBcyoarbanylsulfamide coapoonds 



DOCTHEarr type: 

LANGUAGE: 

FAMILY ACC. NIM. COUNT; 
PATBTT XHFOniATIOir: 

PATENT HO. 



Sendo, Yuji> Kii, Ma)coto> Nlahitani, Yasnhiroi Jria, 

Tadashit Niahino, Yutaka 

Sbionogi and Co. , Ltd. , Japan 

Ear. Pat. J^l., 31 pp. 

CODES: BPKlffiW 

Patent 

Ebgliah 



EP 557132 
BP 557133 

Bi AT, BE, 
CA aa03943 
JP 05394970 
JP 3543773 
US 5539103 
JP 04073986 
JP 3338513 
AT 147736 
ES 3094854 
aa 1053474 
ATT 467443 
AV 9470307 
US 5703343 
ON 1357068 
PBICBITY APPUT. 



KIND DATE 



Al 



APPLICATION NO. 



EP 1993-301335 



19930B35 
19970115 

DS, OK, ES, P&, OB, G8, IE, IT, LI, UJ, 
C 30010313 CA 1993-3303943 

JP 1993-331747 



B3 



B3 
Al 



INPO. ; 



19931109 
19941009 
19960733 
19940315 
20011317 
19970315 
19970314 
30000517 
199C0331 
19941013 
19971330 

aoooo6ai 



AT 1993-301335 
BS 1993-301335 
CB 1993-103439 
AV 1994-70307 



HC, KL. PT, ! 
19930819 
19930830 



19930319 
19930319 
19930330 
19940818 



A 19971330 US 1995-574663 19951319 

A aoooo6ai cn 1999-110351 19990034 

JP 1993-35366 A 19930331 

JP 1993-180930 A 19930708 

JP 1992-331747 A 19930830 

JP 1991-307973 A 19910830 

US 1993-939961 A3 19930814 

CA 1993-3076430 A3 19930819 

US 1994-304639 Bl 19940301 

I SC«BCE(S) : CASSEACT 130:1338751 MARPAT 130:133875 

The title ocxopda. SStlHSOailBlBa (Bl, Ba - H. allgrl' cycloalkyl, alkcnyl, 
allqrnyl, azialkyi, aryl. hacesocyclyl , hacaroeyelyl alley 1 batencyclyl 
aalaotad fron pyranosyl, furanosyl, piparidinyl, pyrrolidisyl, aeatidinene 
ring, eephea ring, pcaem ring, carbapanam ringj B3 ■ alkyl, alkenyl, 
alkynyl, aralkyl, batarocyclyl , he terocyclyl alkyl hetarocyclyl aalactad 
fron pyranoayl, fuzanosyl, ate), uaeful f or producing 'phy si ol . activa 
cenpda., «.g., bactericldea, (no data) ««r« prepared by reacting an alo. 
B3CH (£3 - as abotre) and an axyoarbonylaulfattida ee^pound B4C3CIIHS03BBlBa 
(SI, B3 - aa above, K4 • carboT^ protecting groiq^) in cha praaanoa of a 
trivalent P conpcund and an azodicarboxylie aeid darivaCiva Thua, 
H3NS03NHC03CMa3 (praparaticD given) and PhCS30H «ara Cvaatad with BnSP and 
di-Et azodicarboxylace In TB7 to give 73% Bai)SraH(caaPh) COaCMaS, which was 
treated with CF3C0aH in CHSCia-PhOMa to giva 90» BSBSOaMBCHaPh. 
148017-28-lP 15302B-11-6E 153028-12-7P 
1$3028-13-8P 153028-14-9P 

BL: SPN (Synchetio prapancion) i PBBP (Prepamclon) 

(preparation of, as inteznediate and preparation of sulfanida) 
148017-38-1 CAPUTS 

Cartmie acid, (aninosulfenyl) -, l,l>dimatfarlethyl eater (9CI) (CA INDBir 
HAHB) 



I? iT 



t-BuO-C— KH-S-KHa 



BH 153020-11-6 CAPUTS 

CH Carbauio aeid, {aminoaulfonyl) (4-nitrophenyl)nathyl aster (9CI) (CA 
INSSy NAME) 



f if 



BH 153038-13-7 CAPUTS 

CH Cazbamie aeid« (aninesalfonyl) a-propeayl eater (9CI) (CA INDBf NAME) 



H it 

HaM-jj— NH-C-O-CH3- CH= CBa 



BH 153038-13-8 CAPLDS 

CH Cacbanio aeid, ( (Fbasylaaiao)BalfoDyl] 1,1-dinaChylaChyl < 
(CA INDEX UKEl 



if r 



BH 153038-14-9 CAPUTS 

CH 5-lhia-l-azabicyclo[4.3.0]oec-a-ena-a-eaxbaKylie acid, 

7- ( ( ( ( (1 , 1 -diiaethylethoKy) eazbonyl] amino] sulfaoyl] anino] -8-4 
diphenylnathyl escer, (4B<Cran8)- (»CI) (CA INDEX HAMB) ' 

Absolute atereocheaiatry. 




CHPhj 



L9 ANSRiB 308 07 314 
ACCESSION HlMBEBi 



CAPUTS COPYEIOHT 3005 ACS on STN 
1994:134451 CAPUTS 
ia0:134451 

Subatitntad 3-OKO-l,3,S-Chiadia2olidine 1, l-dioKidas: 
a new class of potential naehani an -based inhibitora of 
human leideoeyca alascaaa and oachapain O 
Groutas. HillianC.i Eoang, Bangeai VankaCanman, 
Badhika 



nOCmBTt TYPB: 

Lun 
02 



Dep. am»., WieaUta scat* Tbiv., Wichita, KS. (7260, 

USA 

Biochenieal and Bieffeyaieal Baaaarc^ Coammioacioaa 

(1994), 198(1), 341-9 

CQDSS: BBKCASi ISSST: OOOC'SSIX 

Joomal 

aigliali 



AB A aeriaa of sabaticatad 3-fiico-l,a,S-thiadia2olldine Ll-dioacldsa (I, B - 
hansylf ai - B, Ma, banxyl, CBaCOa-cer&>Ba or CS2C02-'b«axyl) was prepd, 
and chair in vitro iahibitoxy activity toward fanman laokaeyce elaataow and 
oath«psin G waa inwatigatad. Thaae eeopda. inaotlvatad tba 2 ensymaa 
affieicncly and in a tima-dBpasdnt faahioa. 

IT U9059-$9-IP 

SLi KCT (Keacta&t) 1 SPN (S:^thatio prepazatioa) t PBEP {Praparatifln) 1 SACT 
(Kaaotane or raagent) 

(praparaticm and hTdroIyaia of) 
BH 1390S9-C9-1 CAPI08 

GV 7-tea-4-thia-3,S-diazanaDan0ic aoid, B,e-diaatl]Yl-<-axo-2- (phesylmaUiyl) 
nethyl aatar, 4,4-dioKida, (38) • (9CI) (CA XHDEY NAME) 

Abaoluca ataraochanlatry. 



WO 9310043 



ff: AU, BB, BO, 

ND, BZ, Pl>, 

an: AT, BB, CS, 

BP, BJ, CP, 
OS 5177303 
A0 9337844 
PSICBITY APfLH. IHPO. < 



I 19930914 VO 1903<USie63 19930303 
CA, CZ, 71, HCr, JP. TP. BB, KZ, LK. f», MET, MH, 
EU, SD, SX. UA 



DK, ES, ?B, 
:. Qt, GA, ( 
19930105 
19931005 



IB, IT, LD, MC, HL, PT, 



OnEB SODBCBIS) s 



HKSPAT 130ilOCC49 



J, ML, MB, SS. TD, TO 
US 1993*046437 
AU 1993-37844 
US 1993-846(37 
OB 1993-33760 
HO 1993 -USl 8(3 



19930305 
19930303 
19920305 
19931113 
19930303 



kOSOsBl 




>Q Ph 

■XV" 



AKSnSt 309 OF 31< CAPL17S COrVBIGBT 3005 ACS on SIN 
1994:106649 CAPUTS 
120:106649 

B^Muayein 43-aa].£anat8a and 43 -(n- 
caxboallcopcy) sulf amatca useful aa in 
antiinflammatory agents 



I»VE2}T0S(S) : 
PATBIT ASSIGNEE (S): 



Fail 11, Am«deo Arturot Kao, Wenling» Staff an, 
Jobni Vogel, Robert Lewis 
American Bene Prodacta Corp. , USA 
PCT Int. Afpl., 33 pp. 
CGEQEH: FIUCDa 
Patent 
Bagliah 



FAMILY ACC. NUM. CCOIT: 



KIBD SATE 



APPLICATION NO. 



The title coccpda. I (Rl > CI -6 aUcyl, alkei^I, alkyne, Ph nap^thyl , 

4- (idienylaza)phei]yl, etc.), which are useful in the treatment of 

transplantatiou rejection, autoimnme diseases, and diseases of 

inflanBiAticn, are prepared Thua, xapaii^cin was condensed with 

vethyl (earbcog^aalf a&oyl) triathylsBmcaiiuB insar salt, producing I (Rl • 

IiHC03Ha) , shich dsBaaucratad monaa plndh akin graft TMsa survival time of 

10.33 1 0.34 days. 

29«84-36-8 

BL: BCT (Beactant) « EACT (Bsaetant or raagent) 

( condenDati cn. of, with rapaq^in) 
39604 -56 '8 CAPLUS 

Schasaniniuu, H,lI-diatliyl-M- l( («athoKyoail>onyI)aminoJsulfoniyll inner 
salt (901) (CA INDBir XBMB) 



ff J 



-ir+Etg 



L9 ANSHER 310 OF 316 CAPUTS COPYBIGHT 3005 ACS on STH 
ACCESSIOir mMQER: 1993:520344 CAPU» 

DOCmSTT NOMBBt: 119:138344 

TITLE: Silver halida fhotograxbio «aterial apaetrally 



IHVB!ITOB(S) : 

PATHIT ASSiraiEE(S) : 
SOUBCE: 

DCCXWEaJT TYPE: 
LANGUAGE: 

FAMILY ACC. HUH. COUNT: 
PATWr INFORMATION: 

PATENT NO. 

JP 05093981 
PBICBITY APPIir. INFO. : 



sensitized by an azole -containing neroeyanine to 
improve sensitivity and wash off speed 
Yamauchi, Reiko) Kawashiva, Yasuhilcoi Tanalta, Harif 
Sudo, Susunu 

Xoaiahircku Photo Ind, J(^>an 
Jpa. Kokai Tckkyo Koho, 37 pp. 
CQDEH: JXXXAF 
Patent 



DATE 
19930416 



APPLICATION HO. 



JP 1991-356(88 
JP 1991-35((88 



The photog. material haa an Ag halide emulsicn layer apectrally sensitized 
by a coo^poimd I (B, Bl ■ H, substitute) B and Bl nay be corobined to form a 
ring) B3 ■ alkyl, aryl, alkenyl, alkynyli B3, B4 ■ eleecroa-attraotivs 
groupi ir - S, O, NBS, Se, CB6B7) BS-7 - H, alkyl, aryl, alkenyl, alkynyl) 
L, LI - methyne; at least 1 of the siibstituant VUS.t be NHS03NB8B9 (B8, B9 
- H, alkyl, aryl, CQR7| n 1, 3). The coagpenad inprovas apaotral 
sensitivity and remains little dye stain after processing. 
149248-79-3 149248-S4-0 14924B-91-9 

BLi TEM (Technical or engineered material uae) } USES (Uses) 

(photog. qwctral seasitiMr) 
149348-79-3 CAPUTS 

Cazbenlo acid, [([4-[3-oyano-4-[6- [(hajg^lsulfoDyDaaino] -3-prapyl-3[3E) - 
benzoxaselylidane] -1 -0x0-2 -butanyl I^irayl] anino] aulf onyl] - , vathyl ester 
{9CI) (CA INDBT NAME) 



BH 149248-84-0 CAPLUS 

CN Cazbaic acid, [ [l3-botyl-2- (3,3-dioyaxio-3-propeiiylidsna) -3,^-di^ydro-5- 
benzothiazolyllanino] sulfonyll -, methyl eater (9CI} (CA INDST NAME] 



if il ""T 



r 



,CH~C^=C~CH 



BH 149348-91-9 CAPUDS 

CH Butanole acid, 4-tlt3- [3-cyano-4-l4- tl((mBthcoqrc«rbonyl)™in»l «ilfonyl]a 
no] phexyl] -4 -coco -3 -bntcnyl idene] -3 , 3 -dihydzo-3 - ( 3 -propynyl ) - S • 
benaoselenaBolyl] amino] sttlf amy 1] methyl eater (9CI) (CA INDElf HBME) 



PATIST ASSI(aiEB(S) t 
SOUXCBi 



CAPUTS CaPYBiaar 3005 ACS en STB 
19931473617 CAPUTS 
119:73617 

Preparation of N- (cocoalkyl ) -5- (acylamino) -fi- 
oKopyrimidin-l -ylaoetaaidas as elaatase inhibitors 
Bemstein, Peter Reiser ti Edsards, Philip Dukei Shaw, 
Aadrewi Thomas, Boyston Martini Veale, Chris Allanj 
Haxnar, Peten Volanin, Donald John 
tmpmriml dMnioal Indastriea PLC, UK 
Ear. Pat. J^l., 64 pp> 



DOCtHBIT TYPBt 



Patent 



MTBvr so 




DATE 






DATS 


JSP Sa8S33 


'ai 


19930334 


SP 1993'*307309 




19930813 


EP 528(33 


Bl 


3000101 8 








S: AT. BS, 


CH, OE, 


ES, FB, G 


B, OB, IT, U, UJ, 


MC, HL, ?T, SE 


AT 197043 


E 


30001115 


AT 1993-307389 




19930S13 


CA 307C33« 


AA 


19930316 


CA 1993-3076336 




19930814 


CA a07«a3C 


C 


30040931 








HD 9303197 


A 


S993031C 


BD 1993-3197 




19930814 


«7 93ai01C 


Al 


19930318 


AU 1993-aiOK 




19930814 


AU 658436 


B3 


19950413 








E(7 61733 


A3 


19930301 


HU 1993-3640 




19930814 


ZA 9206147 


. A 


19930438 


ZA 1993-6147 




19930814 


VS 5354558 


A 


19931019 


US 1993-930560 




19930814 


JP 0538694 C 


Aa 


19931103 


JP 1993-360490 




19930817 


PRICK ZTY APPUr. IBFO. 


: 




m 1991-17(41 


A 


19910815 








OB 199a-0378 


A 


19930416 








ta 1993-14447 


A 


19930708 



OIBBt SOaKCE(S) t 



4 KCHaCOUHCHBlOCOCPa 



I PhCH^OaCiaH 



(Ij K • H, alkanoyl, aUcaxyoarbaaiyl, etc. S6 ■ (cyclo) allcyl. 
) BIO - alkyl] were prcpurod Ibtta, BzEB{B3CH:Ca3 (pvsparttCiw 



AB Title coopds. 

(hecero) aryl i 
given) 

waa erelacandn»ad with EcOCBiC(C03Et) 3 and clw product eamrert«d in 4 
steps to pyrlmidinyl acetate II whidi was ccndensed with 

Me3C£DCH(JJH3)CH{OH)CF3 Co give, iifcer nidation I (BIO - CHMeS) (IIIi B - 
PhCH303C, B6 - Ph). Ill (a . MB3CH02C, B6 - 3-thienyl) save statistically 
significant (sic) inhlbitien of Isnnan nentrapiiil elAstaae- induced lung 
hsaorrluige in homstsn at 3.5 ngAs orally. 

IT 148747-30-2^ 

BLi SPIT (Synthetic preparation] t PBEP (Preparation) 
(preparation of, as elastase Inhibitor) 

BM 148747-30-3 CAPUTS 

CH Caibaaio acid, [ [ (1, 6-dibydro-6-axo-l- [3-cko-2< [ [3, 3, 3-trlfluoro-l- (1- 
aethylethyl) -3 -oixoprcpyl) amino] ethyl] -3- (a>thienyl) -5- 
pyrlmidinyl} aBinolsalfonyl]-. uschyl ester (9CI} (CA INSEir lOMB) 




F3C~^CH~HrC^CHa 



L9 aasum aia of 316 caputs coptbiott aoos acs en sin 



AOCESSIOH HWBm; 
DOCIMEIIT ZIUMBIS: 
TITLE: 

IHVBITQBCS) : 
PATSBT A8St(aEB(8) : 



DOCIMSIT TfPBt 



FAMILY ACC. SIM. 0001 
PATBIT IBFOBIUTIOiri 



1993:473435 CAPUD5 
119:73435 

Preparation of 3 - (pyrrol idlnyl chlo) oarbapa rw i 
antibacterials 

Hiahitani, Tasuhiroj Irie, TadaAli Wdiino, Tataka 
Shionogl and Co. , Ltd. , Japan 
Pat. tppl., 56 pp. 



PATENT SO. 


Kim 


» DATE 


APPLXCATiar NO. 




DATS 


EP 538678 


Al 


19930334 


EP 1993-307547 




19930818 


EP 538678 


Bl 


30010533 








S: AT, BE, CE 


. OB, 


DK, E5, FH, G 


B, OS, IE, IT, LI, 


W. MC, ML, PT 


US S317016 


A 


19940531 


US 1993-939961 




19930814 


AU 9331090 


Al 


19930335 


AU 1993-31090 




19930818 


AV 653373 


B3 


19940018 








PT 538678 


T 


30010830 


PT 1993-307547 




19930818 


ES 3159377 


T3 


30011001 


ES 1993-307547 




19930818 


CA 3076430 


AA 


19930331 


CA 1993-3076430 




19930819 


CA 3076430 


C 


19971333 








NO 9303356 


A 


19930333 


NO 1993-3356 




19930819 


no 301371 


Bl 


19971030 








CA 3303943 


C 


30010313 


CA 1993-3303943 




19930819 


CB 1071438 


A 


19930438 


CH 1993-111069 




19930830 


CS 1033357 


B 


19960710 








AU 667443 


B3 


19960331 


AU 1994-70307 




19940818 


AU 9470307 


Al 


19941013 








CS 1113333 


A 


199S1313 


CN 1995-104834 




19950431 


CH 1034571 


B 


19970416 








US 5703343 


A 


19971330 


US 1995-574863 




19951319 


OS 3036434 


T3 


30011130 


CB 3001-401385 




30010033 


PBICBITT APPUT. ISFO. : 






JP 1991-307973 


A 


19910830 








JP 1993-35366 


A 


19930321 








US 1993-929961 


A3 


19930B14 








CA 1993-3076430 


A3 


19930819 








US 1994-304629 


Bl 


19940301 



OIRBt SCURCE(S) t MABPAT 119i7343S 

01 For diagmCa), ••• printad CA Imub. 

AB Title coqpda. (I i Bl - B, allcyl; Ka-K4 - B, (siibatituted) alkyli 

protecting gxxiapi B3B3, B3B4, B3B4 « atone to font, (xmaatd. ) (subatitutedj 
cyclic groiqjs; XI - H, protecting group) )C2 • H, protecting group, 

alkali- or alkaline earth metal) Y3 - H, proteoting group), war* 
thus, {1B,5S,6S) -6-£(lB) -l-hydroxyethyl) -a-oxo-l-m«tlqrl-l- 
oazbapanaB-3 -oarboj^Iio acid p-nethoxybensyl escer in MeCn woa stirred 
with (P!hO}3p(0)Cl and (Ma3CH)aBBe ac -3S* to roon tmperatnra) 



2- milf amoylaisinowechyl -1 -tert-butaxycarbonyl -4 -VMrcaptC^rrolidlne and 
(Me2CH)2IIEt were added and the mixture was atirred 33 h at rooa tenperature to 
give 60% coupling product, which was stirred with A1C13 in CBacl3/lfeN0a to 
give title ccopound II (B4 - H) . I have 3-8 times thxi activity of imipanem 
or meropenen against Pae-udomcnas aeruginosa. An injaetion fomilation 
containing II waa prepared for treating bladder infaetion oausad by 
5t«9>hylococcus aureus. 

IT 148017-54-39 148017-60-lP 

BL: BCT (Beactant) I SPN (Synthetic preparation)! PBEP (Prsparaticn) i BACT 
(Beactant or reagent) 

(preparation and deprotection of, in preparation of antibacterial) 

BH 148017-54-3 CAPL05 

CN l-Aaabioyelo{3.2.0]hept-3-ene-3-carbootyllo acid, 6- (l-hydroatyethyl ) -3- ( (l- 
(( (4-nethaxyFhenyl}met2iaxy]carbanyI] -S- (7- (4 -methoxyphenyl ) -3, 3-dioKido-5- 
OKO-6-axa-3-thia-2,4-diaEahept-l-yl] -3-pyrrolidinyl] thio] -4-aethyl -7-coco-, 
H-wbtbaaiyftuaxyliiaathfl ester, (4B- (3(3S*,SS*) ,4 a,5P,6p(R* 
)])- (9CI) (CA ZBSBX NAME) 

Absolute stereocihcaiecry. 




BN 148017-60-1 CAPLX7S 

CN l-Azabicyclo[3.3.0)hepc-3-ene-3-oaKbGKylic acid« 6- (1-faydroKyethyl) -3- [Cl- 
( [ (4-methoxyphenyl)methQ3qrl carbonyl] -5- [ (tetrahydro-6- [( ^4- 
methaxyphenyl]nethaKy] caibonyl] •l,l-dlcKido-aH-l,3,6-thiadiazin-3- 
yllmsthyl) -3-pyrrolidinyl] thio] •4-mathyl •7-axD-, (4-iMthoBcypihsnyl)tMGhyl 
aster, [4X-(3(3S*,5S*| ,4 «,SP,6P(B*)11- (9CI) (CA ISDBT 
HkMB) 




IT 148016-96-OE I4e016-97-lP 148017-01-OP 
148017-2e-lP 

BL: SPN (Synthetic preparation)) PBEP (Preparation) 

(preparation of, as interoadiate for pyrrol idinylthlocartoapenea 
antil>aetarial) 
BN 148016-96-0 CAPLUS 

CN 1 -Pyrrol idinaoarboxylie acid, 3-(7-(4-'nathoKypibanyl) -3,^-diQxido-s-oxo-6- 
eKa•^-thia-3,4-diaMhapt-l -yl) -4-({triphanylnsthyl)thio] 
(4^chG07Tbeoyl)vathyl aster, (3S-cis)- (OCX) (CA ISDBX NUO) 

Absolute stereoebaniscry. 




BN 148016-97-1 CAPLUS 

CN 1- Pyrrol idinecarboxylio acid, 4-narc<q>to-3- [7- (4 -methoxyphenyl) -3, 3- 

diGKido-5-aKO-6-axa-3-thia-3,4-diasahapt-l-yl]'-, ( 4 -nathcotyphenyl) methyl 
astar. (3S-ols)- (9CI) (CA XNDSX SIMB) 



Absoluts searaodhamistry. 



r 
r 



■cHa— BE— j|— : 



BH 148017-01-0 CUUJ8 

CK l-PTrrolidinaeaxboocylio acid, a-(({[[(l,l-dlMthylathaic7)e«cfcan7l)aminolB 
lfaayl)amino]iiuich7l) -4- 1 (triphcnylnethyl) thlo] (4-iiicrcviMflyl)nBtbyl 
eat«r, (as-cia)- (9CI) (CA IBDSir BUS) 



uaoi7-a«-i OkPUDs 

C«xb«aic «eid, (nlnoaulfcmiyl} - 
KMIB) 



l,l-dlv«tl)yl«chyl ester (9CI} (CA IVOBX 



IT 140017-71-4 

RL: ftCT (Keaetaut) i HACT (ReaetanC or reagent) 

(x«aetia of, in praparatien of pyrrol idlnylchiooaxtwaApeiun utibaecarial) 
R» 148017-71 '4 caws 

CB aH-l,2,S-ThiadiaEiiia-a-caxba)grlic acid, Mtrabydra-t- [ [4^re^pto-l- {{(4- 
UB thcKyphai^l ) natheacy} earbenyl ) -3 -pyrrol idinyl ]u«cl]yl] - , 
(4^tliaxyplMnyl)iutlqrl ascar. 1 ,1 -dicocids, (as-ei*)- (9CI] (CA IKDE3C 
HAMS) 

Abaoluca >t«raodicni ■ try. 




148017-C6-7 

SL: RCT (Xaaetant) i XACT (Xaaetant or r««g«ntl 

(rBaecion of, in praparatien of pyrrolidiiiyltliioeaxbapaiun antlbaetarial) 
148017-C(-7 CAPUOS 

1 -Pyrrol idiMcaiteagrllo aoid, 4-aato«pto-3> 17- (4'««tliaiOT)waiyl) -3. ^- 
difS(ido-S•oKo-S-aRa-a•thia-a,4•diaMhapt-l-yl) (4-nBChaaqn;ft>«Byl)ttBthyl 
mrntmr {9CX) (CA XBDBC mMB} 




AUTHOR (S) s 
CORPCBATB SOORCB: 



DOCWOIT lYVEt 



CAPUTS COraiGBT 3005 ACS on SHI 
1993:355377 CAPUTS 
118:355377 

TTsa of chloroaulfonyl iBocyanata aa a trifvnetiaoal 

raagent: inaercioa of an actiraCad BulfaBoyl gxaap, 

applieacion to bioooleculaa 

Dawyntar, Georgaai Mcntero, Jam Louis 

Lsb. Chin. Bio-Org., ttaiv. Kenqtalliar-II, 

Mantpelliar, 3409S, FT. 

Caiq>tes Rendoa de I'Acadania daa Seicneaa, Saria II: 
Meeanlc(ii«, Pfayaiqiie/ Chlmi«, Sciencas de la Terra at 
de I'Uiivera (1993}, 315(13), 1675-83 
CODE»i CRAMSDi XSSNi 0764-4450 
Journal 



' 116:355377 




CazboKylaulfanldea S03C3HHS03BBR' . frott 1-pot double sncleopllvilio reaetioa 
en C1S03NC0, react under Nitsuxiataa canditiona to give aulf amoyl • inaertod 
dariva. Thia approaeth allows the aelective linkage between 
aulcifimcclonal ooap da . and an efficient ayntheaia of aulfamoyl analoga of 
biooola., a.g. , aulfamate -bridged oligonucleotide analog I (SI - trityl, 
K3 - PhCH3, R3 B BB) . 
147715-93-5 

RL: RCT (Seaotaat) » RACT (Raaotant or reagent) 

(al]qrlatlsn of, eith geraniol, under Mltaundba oonditiana) 
147715-95-5 CAPUTS 

Caxbaaio aeid, ( [(4-wUiyl phenyl) amino) sulfeaqrl) -> 9H-f luoren-9-ylMthyl 
eater (9CI) (CA XNDSr BAME) 



c=f=o 

r 

IT 147715-94-4P 

RL: RCT (Reactant) f SPH (STiicheclc preparatioa) > PSSP (PreparaCicxi) i SACT 
(Reactanc or reagent] 

(preparation and coupling of, with thynidina, under Mitaunoibu condlticna) 
XN 147715-94-4 CAPUTS 

Ca L-Aapartie acid, IT-t (((l,l-dittetfayleches(ylmA(B7l1*Bino)<ralfa7l') 
biad.l-dimethylethyl) eater (9CI) (CA JKDSX JSOMSi 

Abeolute etereoehsaiatry. 



'U9059-69-1F 147000-79-0? 

RL; RCT (Reactant)} 5PN (Siuthatte pxeparatioi) ) PSBP (Preparacicn) j RACT 
(Reactant or reagent} 

(preparation and ragioepecif lo banzylation of, under Mitsuncbu condltiona) 
139059 -C9-1 CAPUTS 

7-QKa-4-thia-3,S-dlazaaQnanoio acid, e,8-dimatkyl-$-a3CO-3- (pheaylvethyl) -, 
vaChyl eater, 4,4-dlaKide. (3S}- (9CI) (CA XHSBf lOHB) 



Abeolute atereooheaiatry. 




ca Cazbomie Mid. ( ((ptMnrlmttthyDaminolsnlfenrl) 1.1 -dinathrlathyl cstar 
(9Cn (C& IBDBC lUMS) 

I 

• S ff 

t-BuO-C-lB-S-HB-CHa-Pli 



JP 339(845 


Ba 


30030703 








AT 151424 


B 


19070415 


AT 19»3-11135( 




19930703 


ES 3103014 


T3 


19970S16 


SS 1992.1U3$C 




19930703 


US 5833415 


A 


19960C04 


US 1994-373979 




19940713 


PSIOBITT JlPnS. IHTO. < 






JP 1991-1C4347 


A 


19910704 








US 1993-e9»C9 


A3 


19930C10 


OlSBt SOOSCBiS) 1 


HUPAT 


llS:3337t7 









OI 




14771S>S4-2P 

BL: BCT (BeACCont) t SPH (Synthatio pxvpunacion} j PBEP (PrspKraCicu) j KACT 
(Be&ctanc or reagent) 

(pr«p«r*cicBi and ragiospaoif io edtloroedq^laeiaa of, undar Nitaunobu 

ecoditiona) 
147715-84-3 CAPUTS 

Coxbonio acid, ( (oyaldbaj^laainojaalfaaayl] 1 , 1 -dinachylathyl aacar (9CI) 
(CA ZHDSir NUfB) 



I c 
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ACCBSSKW NOIBEB: 
DOCTMEHT BUMBSt: 
TITtSs 

IBVBNTOB(S) : 
PATBTT ASSiaHEE(S) : 



D0CWE3IT TYPE: 
LAHGCTASB: 

7JMILY ACC. HIM. COWI: 
PATQJT INFOBiaTIOB: 



PATENT NO. 



EP 521524 
EP 521S24 



US S360798 
JP 05ieS4C7 



CAPUTS 



1993;a337«7 
110;3337C7 
Pr«p«r«tion 
A&tiblocica 
Saado, Yujii Kii, Makote 
Shionogl Saiyaku X. X., : 
Ear. Pat. J^q^tl.. 31 pp. 
CODEH: EPnmW 
Patent 
Engl i ah 



(pyrrol idinylchie)earbe^iunu aa 



DATE 



APPLICATION NO. 



ai 19930107 EP 1993-111356 
31 19970409 
CH, DE, DK. ES, fS, GS, OS, IT, U , UT, MC, 
A 19941101 US 1993-09«((9 
A3 19930737 ' JP 1993-17CU5 



L. PT, SB 
19930610 
19930703 



Title coopda. [I; Bl « H, aDcyli S3 - H, bydroxy-proteotive grcup; B5 - H. 
eaztM3xy-proteotiv« grcnq^i R6 ■ pyrrol idinylthlo group 01> B > 
(nbsticuted)aulnoi B3 ■ H, imino>prot«etlve group, etc.) Z - alkylene] 
idiara prepared Thtie, H- (p-nitrbbensyloxyearbaayl) -L-hydroxyproline «aa 
oomrarcad in 0 etepa to BOB (BB • pyrrol idtnyl Chi o group {2S,4S) -03, B3 ■ 
C0aCHaC6H4(K03)-4] whidh waa eoncksnaed with I (Bl - Me, B3 - H) [II| B5 - 
CB2CfiH4(ND3} -4, Bfi - OS03CF3] CO give, after daprotection. II IBS « H, BS 
- (as,45)>Q3, B3 - H] . The laccer prevented infeccloa of «ica by 
Scopthylocoocua aureua Steich and Paeudononaa aaruginoaa SB34 «C 0.99 and 
0.58 vg/kg, re^. (rcuce of adeulniatratioa not given). 
147117-7S-0V 

XLt XCT (Xaaeeant) t SPN (Synthacie prapazaeicD) i PXBP (Praparation) i BACT 
(Beaotanc or reagent) 

(preparation and reactiati of, in preparation of antibiotioa) 
147117-78-0 CAPUTS 

1 -Pyrrol idinecarboxylio acid, 3- [8-(4-iBethaxypheii7l) •4,4-diaxidD-C-a3C0-3,7* 
diaxa'4-thia-3,5-diazaoet'l-yl] -4- { (triphai^Ivethyl) chio] 
(4-nitzapluayl)aatl]7l aatar, OS-oia]- (9CI) (CA IHDBJf NAME] 




1^ 1^ ^ 

CH3~0^MH-jJ-NH-C-O-CH3 — |j ^ 
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PATBIT ASSIGIIEB(S) : 
SOURCE : 

DOCTPiEarr type: 

LANGUAGE: 

FAMILY ACC. NTJK. COUNT i 
PATS2IT INFOBMATIONt 



1993 :3137S3 
118:3137&3 

Preparation of rapanycin 42-8ulfen.aCes and 
43- (N'carbalkoxy) aulfanatea uaeful in 
innunoauppreaaive agenta 

Failli, Amedeo A. i Xao, W«ilingf Steffan, Boberc J.i 
Vogel, Boberc L. 

American Eoae Prodoeta Corp. , USA 

U.S., « pp. 

CODEN: USXXAM 

Patent 

Ebgliah 



PATQ7T NO. 



KIND DATE 



APPUCATICai NO. 



DATE 



US 5177303 
US 5360399 
ZA 9301490 
VO 9318043 

Wi AXT, BB, 
NO, BZ, 
SW: AT, BE, 
BF, BJ, 
AU 9337844 
US 5346893 
PBICKITY APPLH. XBFO. 



A 19930105 US 1993- 

A 19931109 V5 1992- 

A 19940903 ZA 1993- 

Al 199309K VO 1993- 
BO, BR, CA, CZ, 71, HU, JP, BP, 
PL, BO, BU. SD, SX, UA 
CH, DE, DK, ES, TBL, GB, (», IE, 
CF, CO, CI, CM, GA, GN, ML, MR, 
Al 19931005 AU 1993- 
A 19940913 US 1993- 

t US 1993- 

US 1993- 
GB 1993- 
WO 1993- 

MABPAT 118t3137S3 



846637 
917555 
1490 

■usiets 

KB, XZ, 

IT, LU, 
SH, TD, 
37844 
65107 
84(837 
'917855 
33780 
-USie63 



19930305 
19930731 
19930302 
19930303 
LK, HS, MN, MB. 

MC, NL, PT, SE, 
TO 

19930303 
19930519 
A3 19930305 
A3 19930731 
A 19931113 
A 19930303 



osoaBi 




AB Title eoepda. I (Bl - Cl-4 alkyl, CI -6 aDtenyl, CI -6 al)cynyl. PhS, 

naphthyl, quineliayl. S303CBH vbarain B3 - CI -8 alJcyl) or chair aalta are 
praparad A aelntioD of n^aayoln in pyridine waa craatad at 0* with 
danayl ehlorida and atirvad at rooa taq>aratiira for 34 h to give I (Bl • 

danayl) 



(II) . II and I dsoemscrated high iraaumosuppreaaiva aocivicy both in vitro 

and in vivo. 

29684-56-8 

BL: BCT (Reactanc) > BACT (ReaccanC or reagent) 

(reaction of, with rapanyein) 
39684-56-8 CAPLUS 

Ethanaminiua, N,N-diethyl-N- (( (aeCha]g^zbGDyl)«aiao]«olfaiqrl] inner 
aalt (9CI) (CA INDEX KftME) 



i J 
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AUIBOS(S) I 
CORPORATE SOORCEi 

SODRCE: 

DOCVMBIT TYPE: 

LANOOAGB: 

OIBEB SaDBCE(S) t 

OX 



1993 :1933S7 
110:193357 

Stareoapacif io aynthaaia of peptide analoga with 
allo-thraonlna and D-allo-thraonina xaaiduaa 
Wipf. Patari Millar, Chria P. 

Dep. Cheu. , tbiv. Pittiburs^, Pietibors^, PA, 183(0, 

USA 

Journal of Orgaaio Chaniatxy (1993). 88(6). 1575-8 
JOCB&Hi ISSN: 0033-3363 



118:193357 



Bigliah 



3C^Nj^C0a» 
PhCEjOaCNB 



AB Cyelisation of threonine or D-thre«nlne containing peptidaa with Bvrgaaa 

reagent leada, after mild acid/base hydrolysia of the intaraadiaca peptide 

oxazoline, e.g. 1, to the corresponding al lo- threonine and 

D-allo- threonine aeouenoea. The inveraics of conf iguratlooi ac C{ fi) 

of theae p-hydroKy-a-«nino acids ia highly regio- and 

ateraoapaeif io, and no apinari sacien at C( a) oceura. lliarafera, 

thia aachodol. allenfa tha direct prepamtisn of alhr and O-alhr peptide analoga 

frcB readily available L- or D-Thr eentaiaing ae^anta, withoae cha naad for 

aayu.. aynthaaia or reaolncicoi 

IT 29664-36-8 

BL; RCT (Beactant) i BACT (Beaecant or reagent) 

(agent, for atereoaelecciva cycllsaticn of threonine* and 
allothreonine-ecxiCaining peptidaa to souzolinaa) 

RN 39684-56-8 CAPLUS 

CN Ethananiniun, N,N-diechyl -N- [((vathoiTeaxbcnyDaaliio] aulfonyl] -. iimar 
aalt (9CI) (CA INDEJT NAME) 



f J 



L9 Mtsam ai7 of 3ii 

AOCESSICn znKBSBi 




CAPUTS caraLicm 200s Jkcs ca sth 

t993il»3305 CAPLDS 

Sr&thsBi* of Chi ml sulfahyd«ntoi&s. St«reoehenieal 
•■paec* «nd ngioBpaeif ie prataetleo 
Devyacsr, Ocorgasi Aoof, .Itourraddioai Cricn. Maroi 
Maatero, Jmii Lcmis 

Lab. Chlu. Bio-Org., TJbiv. Mcncpelliar Il-Sei. T«eh. 
La&suedDC, Mcsit:p«l li«r, 34 095, 7v. 
T*trahedraa (1993), 49(1), 45-7S 
OOOm: TETBAB) XSSV: 0040-4030 



11B:193305 



AB Th9 citle oo^xls. (S) - and (S) -I (R - CB3?h, (S) •CH3CEMeSt) ware pr«p«.r»d 
froa ClS0aHHC03CHe3 by two ccnvergent. pathways. Thua, C1S03HH002CM«3 im* 
cr«at«d with alanina EC ester, followed by benzylacion vmder Micsuaobu 
condibicms and deblo^ing Co give EtoacCBMeIIES03BHCB3Ph (II). II was also 
obtained fxon ClS0aSHC0aCMe3 by reaccien wich I<hCH3NHa, followed by 
L-laecace and deblotdcing. EtO3C(aMeHHS02II8CB3CBHsEc (III) was pnpazed frt 
ClSOaiIHCQ3CHe3, DL-alanine, and (S) -mxSSCBMeEc. II and III eyelized to 
give I wichoac raceniaacion. 

IT 147000-72-4P 

BL: KCT (Beacbonc) i SPH (Synchecio prcpanticn] i PEEP (Prapavaclen) i SACT 
(fteactant or reagenc) • 

{pr^aracian and benaylaticm of) 
HN 147000-73-4 CAPUTS 

CH 7-Cbca-3-chia-3,4-diasan£aianeio Aoid« 5-n«ttayl-S-aaio-, Itlodlnechjlediyl 
ester, 3,3»dic»ida, (S)- (9CI) (CA IHDS]r KAMB) 

Absolute scereodhenisczy. 



,0 V . ■ 



147000-73-5E 147000-78-OP 

XL: KCT (Seactant) I SPN (Synchacic prepaxncicn) i HtSP (Prspamtion) i BACT 
CBeaccant or reagent) 

(preparation and reaecion of, with lactate) 
147000-73-5 CAPUTS 

7-C0Mi-3-chi*-a,4-di»wmnnanoio aoid, S-nBUirl-4-0Ba>-, l.l-dlwchyletlqrl 
ester, 3,3-dlaxide (SCI) (CA QlDSir BAMB) 



If 

rr 



147000-78-0 CAPUTS 

Cazbaaic acid/ ([ (flienylnecbyl) amino] sulfooyl] 1.1 -dlnatfayleChyl ester 
(9CI) (CA XBDEir HAMB) 



iT f 



t-BnO-C— Bff- S-NH- CHa -Ph 



L9 ujsvm aie o? 3i6 

ACCESSION HUNBER: 
DOCWEVT WMBEB; 
TITIB: 

INV£MTOR(S) ! 



PATENT ASSICHE8(S} i 
SOOBCB: 

DCCWBIIT TYPSi 
LUraOftOB! 

FAMILY ACC. ITOM. COUHT: 
PAimr INPOBMATIOll! 

PATENT NO. 

JP 04335971 



CAPUTS COPYBtGBT 3005 ACS on STH 
1993:147555 CAPUTS 
118:147555 

Preparacien of subscienced 

(pyra«ol inyloarfacpyl ) aalnosalf TnsmlHes as hexbieides. 

Hakino, Kenjii Morinoto, Katsuyulcii AkiysM, Shigealtii 

Sasuici, Hidealcii Nagab](a, Takesihit Snsulci, Xoichii 

tbiwamaki, Tsucodod Wacanabe, Shigeoni . 

Nissan Chemical Indascries, Led., Japan 

Jpn. Xokai Toklcyo Xobo, 84 pp. 

CODENt JlQtBAF 

Patent 

Japanese 



BIHD DATE 
A3 19930035 



APPLICATKK NO. 
JP 1991-34S3 



DATE 
19910114 



PRICSITY APPLN. INFO. : 



JP 1991-34C3 



pOaMe 
MeN— SOaNBCO- 



The title ccmpda., e.g., 1, are prepared Scirring a mixture of 
3-ttethyl -5 -phenyl -IH-a-pyrazoline and MaS02HMeS02KC0 in CH3C13 ac room 
ten^ratnre for 15 h gave I, which at: 0.63 kg/ha showed 100% Inhibitiom of 
Borippa indiea. 

146402-50-8P, Phenyl t ( (ethyl (oethylsul fonyl ) amino] sulf enyl] earbau 
ate 146402'51>9P, Phenyl ttetho3qr(methylevilfanyl)amino] eulfonyl] 
carbamate 146402-52-OP, Phenyl [ (mechaxyaachylaulno} sulf aayl] car 
bamace 

BL: SFN (Synthecic preparation) i PREP (Praparacicn) 

(prcparaclon and ccndensatlcn of, with pyrazoline derivative) 
14C403-50-8 CAPUTS 

3,4-DiUiia-3,S-dlasahexan-S-oio acid, 3-echyl-. phenyl ester. 
3,3,4,4-Cecraaxide {9CI) (CA IHDEir HftME) 



If 

OS=ss— Me 

pho- e-NB-|-i»- Et 



146403-51-9 CAPLDS 

5-Qxa-3-thia-3,4-diasahaptanoic aeid, 4- (metfaylsulfonyl) - 
3,3-diaKide (9CI) (CA INDDf NAME) 



pbenyl eater. 



O O O 



BN 144403-53-0 CAPUTS 

CN a-Cdta-4-thia-3,5-diagahexan-4-oio aoid, 3-wthyl-, phenyl •■tar, 
4.4.dieKids (9CI) (CA IHDElf NIMB) 



PhCr- C-KH-^N-Me 
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D0CWE3IT NUMBHl! 
TITLE! 
AUTHOR (S) : 
CORPORATE SOURCE: 

SOURCEi 



DOCTMENT TYPE: 

L«NGOa0B: 

OTHES SOaRCE(S) : 



119:81407 

Tocal synchesis of wesciellamlde 
Wipf, Peterj Miller, Chris P. 

Dep. Chem. , tJblv. Pittsburg, Pittsburg, PA, 15 
USA 

Journal of the American Chemical Society (1993), 

114(37). 10975-7 

CODEN: JACSATi ISSN: 0003-7863 

Journal 

Biglish 

CASREACT 118:81407 



The cytotoxic cyclcpcptide westiellamide (cyclcscazoline) (It n ■ 3) wis 
prepared by cycloCrimerizaticn of a dipepcide oxazoline. Thus, 
Z-Val-Thr*CNe (Z « PhCH302C) was converted to Che corresponding 
eis-escaaoline II (R • Ma, Rl ■ H) hy CzeatmenC with Burgess zeagent 
(M«03CHS03BBC3). Subsequent mild aeidolytle ring opening, followed by I 

O acyl mhitz, gave allo-thrscniM dipeptide Z-Val-aTbr-CHs, iriiieh 
cyclieed cleanly to the desired eraas-cetaaol ine II (B « H, Bl - Me). 
Sequential removal of boch N- and C- terminal pzoteetive grcHV* and 
cyclizaclon wich Ph303PN3 (DPPA) gave the tide ooBpounrt I (a - 3) and 
ring -enlarged cyclopepcide I (n > 4) in 304 and 35% yields, reap. 
29684-S$-8, Burgess reagenc 

BLi BCT (Beaocanc) i BACT (Baaocanc or reagsncl 

(oyollsacloi hy. of valyl chxecnine and -allethraenine dipepcldes, 

oxaaolinss fm) 
39 484 •54 -8 CAPUTS 

Ethaaaminium, N.H-diethyl-N- ( [ (aaeboaqroazbonyl) aaino] sulfonyl] -, inner 
sale (9CI) (CA IHDEir NUfE) 



I J 

Itoo-C^N — j-N+Eta 
0 
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DOClMSaiT NUMBDtt 
TITLE) 
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CCRPQBATE SOURCE: 



1993:80475 CAPLUS 
118:90475 

^ Polysulfcnylamine. IDtXlV. (D ime syl amino) sulf any 1 
isooyanace: prepared on, eol id-state structure, and 
addition reaction with alcohol e 

BlaschetCe, A. i Dalluhn, J.i Proehl, H. H. ; Jones, P. 
O.I Bubenitschek, P. 

Inst. Anorg. Anal. Chea. , Te<^. IBiiv., Braunschweig, 
3300, Oeramy 

I^GNtphorus, Salfnr and Silioon and the Belated 
Elaasnts (19921, 70(1-3), 91-? 



DOdMOTT TYPBt 

OIEES SOURCE (S) 
MB Xti« Citla 



10«a*C907 

CASaZ&CT 118:60475 

(MttSO3)21]S0a»:o (I) la obtained by Uia r«&cciaii of 



ClSOaiOO with AgH(SOaM«)a i& Ctae. it is ixi«tanbazt«ciualy «nd cot^laCsly 
bydrolyscd by «XOan «*t«r to foxu C03, mA*, S043* and (M«SOa)a27-. Tha 
•ddieioa of alea. to tha iaocyanate functicn of I laada to H^aubatitatod 
orathuaa (}teS03)aBSrai2B003B (S - Ma, Et, CBHea) . Tha bending paramatara 
and ehtt oanformatiaoAl prapertiaa of the vol. are diaeuaaed and coBparad 
iriCh thoae of the knoan alaotrcn-dif fracticn atnieeaza of C1S021IOO in tha 
vapor phaaa. 

145702- 74-Sr 145702-75-6ff 145702-7C-7P 

SL: SPH (S]^chatic pxvparacioa) f VKBP (Prapuatioi) 
(praparaticn of) 

145703 - 74 -S CAPW5 

a,4-Ditbia-3,5-di«Mhaxan-C-oie acid. S-iaacI^laolfoagrl) -* aetJDyl aatar, 
a,3,4,4-C«traoxida (9CI) {CM. JSDgX JSOOm 



145703 -75-« CAPUDS 
a, 4 -Di thia*3,5 -diazi 
3,a«4,4-cacraoxi<b (9CI) 



.fi.eie aoid. 3- {natfaylaulfoBif D - 
(CA USDKX ItUfB) 



athyl est«r> 



145703-76-7 CAPLOS 

2,4-Oichia-3<5-di&zahexau-6-oic acid. 3- (ustfaylaul fonyl) - 
eater, a,3,4,4-tetracKide (SCI) (C& IKDElf HAMB) 



1 -netlqrl«cltyl 
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118:33531 



TITLE t 
AVTBaR<S> : 



OIHBt SCnBCB<S) i 



Synthesia of analog of 5-iodD-a' •daon^ridina-S' - 

diphoaphata. 

Jemings, L. Jcbni Haochla. Mazvoj ParklOf Ann 
St&ithXline Baec^um Phara. , Oraat Burgh/G^oa/Surraya 
KTia StQ. UK 

Jooroal of tha Cbamical Society, Parkin TranaaetieBa 
1: Organic and Bio- Organic Cheniatxy (1973-1999) 
(1993) , (17) , 3197-303 
CODSB: JCPBB4I ISSU: 0300-933]r 
Jonxnal 
B&gliah 
■ CASftEACT 110:33531 




AB The ayntheaia of three typea of diphosphate analoga of 

5-iodo-3' -decKyaridine-5 ■ -diphoapba.te (It B - CB) ia reported. Kcutea are 

described to the S ■ -phoaphcooacetaiaido, the 5* -H-phosphcmosalfamcyl and 

the S< *O-8ulfaiD0yleazb«aoyl deriva., X (K - 11BC0CH3P (O) (OH)a (II), 

0S03IIIBP(0) {QH)a (III), OCfONBSOailHa (IV), reap.] starting fron 

5*iodo-3 '-dacogrvidina (ZDU) . Zn the courae of the synthesis of III, the 

5>-sulfanayl derivative Z [R ■ 050311E3 (V)], and analog of IITIT 

5 * -vouphoaphate vaa prepared The antihezpea virua activity of II, IV, and 

V is reported. 

IT U«72-46-8f, 5'-0-(SulfaBioylcarbaaflyl) .5-iodo-3' -deoxyuridine 

RLt BAG (Biological activity or effector, except adverae)} BSV (Biological 
•tvdf, unolasaif lad) i SPH (Synthatie pvepavacicn) f BIOL (Biological 
mtvdy) I PKXP (PrvparatioBi} 

(preparatlctt and and viral activity of) 

KV 144073-44-0 CAPUOS 

CB Uk-idina, a< -dso^-S-ioda-, 5<< [(amlnosalfoiiyDoazbamate] (9CI) (CA IHX»» 
HJMB) 

Absolute atereodunisery. 



144872-59-3P, 5 ' -O- (SulfanoylcaibaBuoyl) -5-iodo-3 ' -daojqniridine 
S'-O-locnsoate 

BL; XCT (Beactant) t SPN (Synthetic praparaticai} t PBBP (Pzwpazatioi) i SACT 



(Beactant or reagent) 

(praparation and debenzaylaticn of, iododa o jqfuridine diphoarphate analog 
frou) 

BN 144073-59-3 CAPUJS 

CN Uridine, a < -deoKy-S-iodo-, 3<-beu2oate 5 • • ((aninoaulfcnyDcailMmata] (9CI) 

(CA IHDE)C taM£) 

Absolute atereocheaiatry. 
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1992:511279 
117:111279 

Preparation of arylaninosulf ooyl carbamate a aa 
cholascarol acyl transferase (ACAT) inhlbitora 
Pieaxd, Joaeph Aznandi SliakewiCf Drago Boliart 
Wamer-Laabarc Co, , USA 
PCT Int. J^l., 43 pp. 

coDEK: pinoa 

Patent 
Bagliah 



XIBD DATS 



190 9300693 

W: AU, CA, JP 
RW: at, be, CB, 

US 5354715 

CA 3094007 

A17 9109509 

AU 451155 

JP 0S501704 

JP 3404193 

EP 593439 

EP 593439 

R: AT, BE, CE, 

JP 3000319179 

JP 34(0730 

AT 344171 

ES 3301040 

ZA 91O0B1O 

US 533(490 
PBICBITY APPLH. IBPO. i 



Al 



19930539 



DE, DK, ES, FS, G8, 

A 19931019 

AA 19930500 

Al 19930611 

Ba 19940714 

Ta 19940334 

B3 30040106 

Al 19940430 

Bl 30030730 

OE, DK, ES. fR, G8, 

A3 aoooiiai 

B3 30031117 

B 30030015 

T3 30040314 

A 19930506 

A 19940009 



APPLZCATICH HO. 

VO 1991-USBai5 

OR, IT, LU, NL, 
US 1991-747031 
CA 1991-3094007 
AU 1991-09509 

JP 1993-500931 

EP 1991-930340 

CB, IT, LI, LU, 
JP 3000-170307 



onm sooBCB(8) t 



KUPAT 117illia79 



AT 1991 

ES 1991 

ZA 1991 

XJS 1993 

US 1990 

US 1991 

JP 1993 

WO 1991 



930348 
920340 

8B10 
75063 
-610487 
■747031 
•500931 

•useais 



19910019 
19911105 
19911105 

19911105 

19911105 

;,, SE 

19911105 

19911105 
19911105 
19911106 
19930(10 
A 19901107 
A 19910019 
A3 19911105 
A 19911105. 



£BHS2 CSM»2 
lO— ^ ^— OaCNHS02»H— ^ y 



RlXCCINRSOaKR3R3 [If - S, 0} R - E, CI -6 alkyl , FhCH2( SI > (substituted) 
Ph, (substituted) naphthyl, BO (CH2)«CB6B7(CH3) t herein t, w > 0-4 with 
Che proviao that t + « j> 5| R6, R7 . H, Cl-6 al)cyl] when B6 . H, B7 
- BOi BO - (aubatiCutad) Ph. Cl-6 alkoxy, PhO, EO, (CB3)sO wherein s > 0-3 
and 0 - 5-(-ttenberad heterocyolyl, Cl-ao hydrocarbyl > B3, R3 - B, 
RB(CHa)wCH6R7(CH2) t, Cl-ao hydrocarbyl , (substituted) Cl-S alkyl, (CH3)sO, 
(substituted) Ph, etc.] useful for treating hype rchole sterol enl a and 
atherosclerosis, are prepared 2, 6,4 - (He2CH) 3 (HeO)C6Haoa<3IHS03Cl (preparation 
giwn) in THF was added to 3, 6- (Me3CS) aC6H32]E3 and excess Et3H in IHP to 
give the citla eenpaund Z. Z in vitro inhibited ACAT with IC50 « 15 |IM 
and ac 30 vg/ks in rata gave a <diolastazol laval daez«aae of 77 ng/dL. 
142790-67-8B 143131-71-9P 

RLs SPH (Synthetic preparation)! PREP (Preparation) 

(preparation of, ae anticholesterettio) 
143790-67.8 CAPUTS 

Cazbeaic a6id, ( { [3, 6-bis(l-iaiaChylethyl)phcnyl] amino] sulfoaqrli 
(l,l>i3M<<-bexphanyl)-3'-yl cater {9CI) (CA INDSf HAME) 




143131-71-9 CAPUTS 

Cacbamic acid. { (dibutylamino) sulf onyl] - , 3, 4-bia(l-mch7lathyl)plLaByl 
eater, sodium salt (9CIJ (CA ZNDBK HAME) 




• Ha 

92049-97-39 92049*98-49 92049-99-5P 
142790-24-7F 142790-29-8? 142790-26-9P 
142790-27-Or 142790-2S-1P 142790-29-2P 
142790-30-SP 142790-31-(S I42790-32-7P 
142790-33-8P 142790-34-99 142790-3S-0P 



142790-36-lV 142790-37-2F 142790-38-3P 
142790-39«4» 142790-40-7r 142790*41-SP 
142790-42-9P 142790'43-OF 142790-44-lP 
142790-45-2P 142790-46-3F 142790-47-4P 
142790-48-5P I42790-49-6S 142790'50-9P 
142790-51-OP 142790-52-lE 142790-53'2P 
142790-S4-3P 142790-55-4S 142790-SS-5P 
142790-57-6P 142790-5S-79 142790-59-8P 
142790-60-lP 142790-«t-2P 143131-6a-4P 
143U1-69-5P 

RL: SPH (SyxLLhetic preparatioa) ) PSBP (Prepaxation) 
(prepar&cica of. with antieholeatcmie) 
RN 93049-97-3 CAPLUS 

CS Cazbfluie acid, ( ({dwarlaninojaalfooYl) -* a.G-biall-vetl^letliyDFlieiiyl 
escer (9CI) (C& IllDBC KMB) 



MaO-C-MH-JB-p 

i-Pr ol 



RH 143790-25-8 CAPUTS 

at CaztMaic acid. { [[3. S-biad-wtJiylaChyDpheayllaainDlsulfanyl] dadecyl 
aatar (9CI} (CA IfiDBT SAHB) 



II s 



o — c-ua-js-Hi 



Ifc- (CE2)ll-0^C-HH-S— HH 



RV 93049-98-4 CAPLVS 

or CaxbMtie aeld. ( (phaaylaaiao) aul fonyl] 3,4 -bia (1 , 1 -divatbrlathyl )ihmc}rl 
eacar (9CI) <CA IBDBC NAME) 



RN 143790-34-9 CAPUTS 

CH Cazbaaie acid, [((S.a-dipiMBylatl^Dflmiiiolaalfcxiyll 3.4-bia(l,I- 
dinaCihrlacb7l)-4-«atluuiyT>uayl aacar (9CI} (CA IHDSX HAME) 



$ I? 



p C-BH-S-H 



RH 93049-99-5 CAPLVS 

CH CaxtMuio acid, [(pfaasylamioojaulfaaiyl} -, 3,«-bia(l,l-diwtfaylathyl) -4- 
ttBCbylphamyl astar (9CZ) (CA ZNDBir NAMB) 



if r 

or- C— KH— ^ HH- CH3- CHPha 



ES 143790-37-0 CAPUTS 

cut Cazbomlc acid, [ [ [2, fi-biad-wthyleCl^DFbeayllaniiio] ■ulfanyl] 

3,(-bia(l,l-diaaCliylactayl)-4-ttac}uwyFheayl aacar (9CI) (CA JSDBX 1 





if I? 

r 




BN 143790-34-7 CAPUTS 

CH C&xbamie acid, [ ( 13, <-bia(l-inathylechyl)FiLenyl]aninol sulfaayl) -, mathyl 
as car (9CI) (CA IDDBT HAME) 



RH 143790-39-1 CAPUTS 

CH Cazbamic acid, [ [(diphenyl methyl) amino] sulfonyl] 2, 6 -bia (1,1 - 
dinathylathyl] phenyl eater (9CI) (CA INDEX HAME) 



iT I? 



■ O C-HB-S-N 

XT 



RV 143790-39-3 CAPUTS . 

ON Cazbamie acid, [ ([3, S-biad-mathylaCtayDphanyllamlnoIaulfaoyl] • 
a,<-bia{l,l-divachylatfayl)phaiiyl aatar (SCI) ' (CA ZNDSY SAME) 



RH 143790-30-5 CAPUTS 

CH Gaxbanie acid, [ t(3, 3-dislieiLylathyl)aaino] aulf oayl] -, 3,6-bla(l,l- 
divathyl ethyl) phenyl eater (901) (CA INDEX HAME) 



p C-NH-S- 



RH 143790-31-6 CAPUTS 

CH Carbaulc acid, [ (bia (phanyluatbyDoniixo] aulf oayl] -, 3,4-bia(l,l- 
diaathylethyl) phenyl aster (9CI) (CA INDEX HAMS) 



RH 143790-33-8 CAPUTS 

CH Carbamic acid, ( (dibatylaaino) salf oi^l] -, 3, 4-bia(l-nethyletlgrl)fAianyl 
eater (9CI} (CA IHDEV H»«E) 



I? if 

p £r-HH-S-H(Bu-n)3 



RH 143790-34-9 CAPUTS 

CH Caxbnio add, [ tbia(phaiiylnatlgrl}aKiiio] aulfoayl] -, 3,S-bia(l- 
vathylathyDibaiiyl •mfr (9CI) (CA INDEX NAME) 



If if r"'" 

C— NH— S-H-CHa- Ph 

-i \ 



RH 143790-35-0 CAPXXI5 

CH CaibaRio acid. ( (IH-banaiuidaaol -3 -ylamino) aol f onyl] - 
a,6-biB{l-nadiylathyl)pheayl aatar (9CX) (CA INDEX N 



p — c-NH— s— : 



iT If r"" 

H-CHa— Ph 



SN 143790-33-7 CAPUTS 

CN Carbamic acid, ( (diphexiylamino) aiilfcoyl} 3,S-bia(l-ttaClqrlathyl)phetqrl 
aatar (9CI) (CA INDEX NAME) 



RN 143790-34-1 CAPUTS 

CN Cazba&ic acid, { [(3,a-diptienylathyl)aBino] aalfonyl] -, 3,fi-bia(l- 
vathylathyDflMaiyl aatar {9CI) (CA INDEX NAME] 



i if 

p-C-NH S-NH-CH2— CHPh2 



RH 143790-37-3 CAPUTS 

CH CaitMBle aoid, { ((3, S-bia(l-n»chylathyl)phaiiyl]amliio]aulfciiiyl] 
3,4-bl8(l-«sthylac}]yl)pbmyl aatar (9CI) (CA INDEX NAME) 



or CActwio acid, (ffdiphonrlBsthyl) amino} ml fonyl]-, 3,6-bia(l- 
.wthylcckrDpbeay) aaccr (SCI) iCA VnOX mMB) 



sv ua7»o-a9-4 caputs 

CV CftziMBlc «cid. tC{dliiMD7lBBCliyl)attiiio)BalfcByll 3. 6 -bis (1,1 - 
diMthylathyl) -iHWtLylphanrl Mtar (9CI} (C& IXDEtf NMB) 




it if 

0— C~HB~ BH" CBPh.2 



Mb Bu-t 



fiN 143790-40-7 CAPIjtTS 

CH Caibamlc acid, [ {(3, S-bisd-aBthyUehrDpbaiyllaniiio] aulfoDyll -, 
3,«-biB(l,l-dinathylctl7l) -4-nttthylplijen7l «acer (9CI) {C& IIIDEir 1 



Pr-i t-Bti 



HN 142790-41 -B CAPUTS 

CH CArbamic acid, 1 1 (ai 3-dipheaiylechyl ) amino] BulfcaylJ - , 2,6-bia{l,l- 
diiaetliylethyl) -4 -aethylphanyl ester (9CI) (OA IMDBir NAME) 




-CH2~CHPha 



Ha Btt-t 



XN 143790-43-9 CAPUJS 

as Cattoanio acid, [ (dibueylaBino) aalCcnyl] -. 3, 6-bia(l,l-diMthylat]^l] -4- 



vathylphtfoyl eater (9CI) (OA IHDBIC BSKB) 

if f 




Mo Bn-t 



SH 143790-43-0 CAPLDS 

CH Cazbaaie aeid, ((dipaacylamiaolanlfanyl) 3,C-bia(l,l-dlutliylethyl) 
nachylphanyl eater (SCI) (OA IBDSir BMIS) 



cj. if if 

^J^Jl^ O (CH2)4-Me 



KB 143790-44-1 CAPUTS 

CH Caribaaio acid< [ [bia (l-net±ylethyl) amino] Bulfaz^l) 3,fi-bi8(l,l- 
diwethylethyl) -4-m«thylpl»enyl eater (901) (CA IHDBT HAMS) 




f if 



-J-H(Pr-i)3 



Me Btt-t 



RV 143790-45-3 CAPLD5 

CH Cazba&ic acid, [ (dibeaqrlanino) aulfcmyl] a,S-biB(l, 1-diwthyletlqrl) 
nethylphenyl eater (9CI} (CA IHDEjr NAHB) 




11 O {CH3)5-He 



Me Ba-t 



BH 143790-4C-3 CAPUTS 

CH Caxbauio aoid, [ (hexyloil&o) aalfonyll -, 3, S-bia(l, l-dinetbyletfayl) -4- 
wtbylFheByl eater (9CI) (CA XHDEX NAME) 




M* Btt-t 

BV 143790-47-4 CAPLTO 



CN Carbamio acid, ( (metljyl (a-phenylethyl) amino] aulfcciyl] -, 

3,6-bia(l,l-diwthyletl]yl)-4-uathylphei)yl eater (SCI) (CA IXDBf NAME) 



^Or-C-KH-jpH-CHa-CHa-Pb 



8N 143790-48-5 CAPLU5 

CM 3-Thia-2,4 , B -triazancnaaoic acid, 4- [3 -fdiiaethylaminolprcpyl] -S-iaBChyl 
3, 6-bia(l, l-diuethylethyl) -4-mechylphenyl ester, 3, 3 -dioxide (901) (CA 
IHSE^r NAME] 




f if 

•jp jl- (CH3)3-Illie3 
O (CH3)3~IMea 



143790 -i9-« CAPUTS 

Cazbamic acid, { (metbyloctyl amino) aulfcoyl] 3,fi-bia(l, 1-diiMthyletlqrl) 
nethylpbeayl eater (9CI) (CA INDEIC HAME) 



BH 143790-50-9 CAPUTS 

CH Cazbaaio aoid, ( (bia t(tetrahydrs-3-fttranyl)mathyl]aaino] attlCooyll 

3,6-bla(l, l-divachyletlqrl) -4-iBethylp3»xiyl eater (9CI) (CA INDEV HAHB) 



ri "Vy" 

\ y — cHa-H — jpHB-j-cr-*^^ 

O 0 _l 



KH 143790-51-0 CAPUTS 

CH Carbamio aoid, { (dioctyl amino) aalfcnyl] 3, C-bia(l, l-diuethyletl^l) -4- 
nechylpheny) eater (9CX) (CA INDEir HAMS) 




it it 

0-C-BH-^|I- (CH3)7-M< 
O {CHa)7-M« 



BH 143790-53-1 CAPUTS 

CH Cazbamic acid, [ (didecyl amino) aalfenyl] 3, 6-bia(l, l-diuethylethyl) -4 
vetbylpbenyl eater (9CI) (CA XBDEX BAKE) 



T if it 



II rr'"'"- 

\L O (CHa)9-|le 



BH 143790-53-3 CAPUTS 

CH Cazbamic acid, [ (bia (l^tlgrletbyl) amino] aulfonyl] 3,S-bia(l- 
methyl ethyl )idienyl eater (SCI) (CA IHDBIC HAHB) 



p C— MH— S-"] 



BH 143790-54-3 CAPUTS 

CH Caxbanlo aoid, [ I ( 1 -methyl ethyl ) (pAwnylmetliarl) amino] aal f onyl ] - , 
a,fi-bia(l-«echylethyl)phanyl eater (9CI) (CA IHDE^f HAHB) 



It If r"'" 

p— C-MH-S-H-Pr-l 

u 



BH 143790 -S5-4 CAPUTS 

CH Caibamio acid, [ (hoxylsnino) aulfonyl] 3, C-bia(l-uethylethyl) phenyl ( 
(9CI) (CA INDBV HAMS) 



it i 



O C— HH— S— HT- (CHa ) 5 - 

■ 



BU 142790-5C-5 CAPLXTS 

CB C&itxcilc acid, [Idloctylaaioo) •alfonyl] a.C-biad-uachylacbyDiiieayl 
••C«r (9CI) ICA lum HWB) 



s s 



KB 143790-57-6 CAPUTS 

or Cftxbnie acid, { (cyeldbsxyKl-MtliyUthyDaaino} •ulfcnyl] 
a.C-biaCl-Mthylatl^Dphenyl «at«r (»CI} (CA INDSX HUffi) 



W 143790-58-7 CIPUVS 

CK CaxiMmio aeid« I (mBtl]7leatylanlno}«af(»yl] 3, C-blad-uaCliylatliyDpbaiiyl 
eatar (9CI) (CA IIDBX UMS) 



p C-SH- 



l-^^N- (CH3)7-Ma 



XH 143790 -5B-a CAPUJ8 

CH Cazbrnio aaid, ( {dilMxylaaino}aalfcaiyl) 3,C-bia(l-nac]iylachyl)pli«nyl 
aacar (9CI) <C& IHDSf NAME) 



it i 

* VX^^^ * O (CHa)5"Ka 



SN 143790-60-1 CAPUTS 

CH Caxbamie acid, [ {dipen^lamiap)attlfaQyl] 3,6-biB(l-vatl)ylathyl)plu»yl 
aatar (9CI) (CA ZBDBf HAKE) 



II 

p C— HH- 



J— p (CHa)4~N> 
O <CE3)4~Mi 



IH 143790 -41 '3 CAPUTS 

CH Caxbuie acid, (((3,4,C-eriMCha)(yphaayl)flaino]attlfoByll dodaoyl 
{9CI) (CA XUDBT HAMB) 



A: 



I i 

-^HH*-C-or- (CHa) 11 —Ha 



BH 143131 -(8-4 CAPUTS 

CH Carbaaio acid, { [nathyl [3- (3-pyridiiiyl)achyl|«ii>o]aulfeoiqrl] -. 

3,6-bia(l,l-diaBthylatlgrl) -4^(^1f^«T1 aacar, ncnchydzodiloride (9CI) 
(CA ZHSEir HUfE) 



9 HCl 

SH 143131-49-5 CAPXJtXS 

CH Cazbamic acid, {(natJiyl [3- (a-pyrldinyDathylJaainolaulfai^ll -i 

3.4-bia(l,l-din»chylathyl) -4-uathylphaayl eater, aodiua aalt (3:3) (»CI) 

(CA immr kme) 



^^^|— CH3-CHa-H-|-MH- C-O^l^^^^ 



#3/3 Ha 
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0- — NH*- 




AB XlS03NBasO2HR3C0R Qt - pyrinldinyl amino group Ol Bl - (aubatitufcad) alkyl, 
alkanyl, alkynyl; sa « H, (oyclo)alkyl , alkanyl, alkynyl; B3,S4 - B. 
allcyl} B5,B6 • H, {aubaticuced) allcyl, alkaxy) , known be ibio idea, ware 
prepared Thua, 3-amlno-4, 6-dinachaxypyrimldlne waa condansed wl ch 
MaS02NMeS02CaB (Ij R - OBt) to give I (S - 0, R4 • H. R5 . R6 - CMa) . 

IT 1410S7-54-7 

RL: RCT (Saactont) i BACT (Baastaac or raagttt) 
(reactloa of, in praparation of haribloldaa) 

BH 141057-54-7 CAPUTS 
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Abaoluta atereochemistry. 




IT U90S9-CT-SB U»05»-(e-0P 13»05»-70*4P 
U9059-71-SP 



SL: SPH (Synthatio prBpu«ti<n) I FRBP {Pr«pmtiaa) 
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Sn 1390S9-(7-9 CAPUTS 
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(9CXt (Cft IBDBt HIHB) 

Afaaoluc* atsnoebsBlBUy. 



ic y 0M« 



BH 139059 >60-0 CAPUTS 

CH 7.Qu.4-thU-3,5.dUB«)cnunole aeid, 3- (2- (nath7lthle)«chrl) -4,4-diaxido-C- 
OKO-, UAChyl Mtar. (8)- (9CI) ICA IBDBlf UKB) 

Ahaolllt* aCvreoclieniBCry. 



BV 139059-70-4 CAPUTS 

CN 7-QxA-4-thla-3,5-dUg<inan«noie acid, 2,8,8-i:rin0thrl-C-' 
4,4-dlaxide. (3S)- (9CI) (CA IBDEir HAKB)- 

Abaoluce atereochcniacry. 



.-At-. 



EN 139059-71-5 CAPLOT 

CN 7-flBm-«-tJiia-3,5-dia8«noamnoic acid, S,S-diTaachyl-a- (1 -nathylethyl) -C-csio- 
, nathyl «ac«r, 4,4-diaKide, (3S)- (9CI) (CA ISDEX HhMSl 

Absolut* •carvodumiatry. Kotation (■»') . 
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MeaHSOaJKOMe) SO2JlHC01^|^[^ 



Tltla ecnpdt. 0SO311HC( :X}0 (I; 0 - KB1S03KB2S3, l]BlSO3N(0Sa)B3, •to. t Bl - 
H, (oubaticutad) Cl-6 alkyl, C3-7 eyeloalkrl, (subaticuced) Ph, 
(aubatituted) CH3Ph, aco.) S2,B3 - E, Cl-6 alkyl, C3-6 alkenyl, C3-6 
alkynyl, (subaticuted) Ph, {aubatitutadj CHSFh; or HB3R3 - 5-7 nenbarad 
■acuracad hataroeyclyl, etc. i K • O, S; O . (aubacituted) 3-pyr»zolin-l-yll 
vara prepazad aa aal active herbicide a. Thua, MaaKSOSHHOfte was ccndenaad 
with ClSQ31IBC03Ph to give Me3irsO2»(0Me) SOai]HC033Ph. Thia aaa diaaelvad in 
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137831-07-3P 137831-08-46 137831-09-SP 
137831-10-8P 137831-11-95 13783 1-12-OP 
137831-U-lP 137831-14-25 U7831-15-3P 
137831-16-4? 137831-17-55 137831-18-6? 
137831-19-7? 137831-20-05 U7831-21-1? 
137831-22-2? 137831-23-35 137831-24-4? 
137831-25-5? 137831-26-65 137831-27-7? 
13783 1-28-8 P 137831-29-95 U7831-30-2? 
137B31-31-3P 1378S4-16-1? 

BLt SFN (Synchatio preparation) t PSBP (Preparatien) 

(preparatioD of, aa Incaratdiata for aalaetiva hazbioidas) 

135531-03-3 CAPUTS 

3,5-Dithia-a,4,4-triasalMptai)olo aoid, 4 ^uatbooiy-C -netliyl - « phenyl aster, 
3,3.5,5-tatraaxldi (9CX) (CA IHDEir HAMS) 



sr 



137830-73-0 CAPUTS 

3,S-I)ithla-3,4,6-trlasahaptanoie aoid, 4 , 6 -dinathyl - , phanyl astar, 
3,3,5,S-tetraoxi<te (9CI) (CA INDEir KUffi) 



PhO- C-KH-S-M-Me 



137830-74-1 CAPUTS 

3-Qxa-4, 6-dithia-3,4,7-Criazaoctan-8-oio acid, 3,5-dinatbrl*'' phenyl 
ester, 4,4,6,4-tetraaxida (9CI) (CA INDEX NAME) 



iT r 

0=S-H-Ma 

II if I 

PhO- C-HH- jpH-Me 



137030-78-5 CAPUTS 

3,5-0ithia-a,4,6-trla2aheptazioic acid, 4 -ethyl -6 -i 
3,3,5,5-tatraaxldB (9CI) (CA INDBX KAMB) 



Btfayl-, phenyl < 



if itri? 



138531 -OS-4 CAPUTS 

7-tea-3,S*dichia-a.4,l-trlasaDetanoie aoid, 4-*thyl-4-Mthyl> 
astar, 3.3,5,8-tatvaaiiide (9CI) (CA IBDBf HAMS) 



it it 



:piMaa 



137e30.7»-4 CAPUTS 

CailMDle aoid, ( (athyl (l-pymlidlaylaulfongrDniao] nilfonyl] - 
aatar (9CI> (CA UDBT mtMB) 



n 



BV 137030-80-9 CAPUDS 

CH 3,5-0ithia-3.4,S-criauocitaiwio •old, 4-«cliyl-«-nachyl-. phenyl < 
3,3,5,5-t«cr«axid» (9CI) (CA IHDSX BUfB) 



iTT 

0=S-H-Et 



r 

if f I 



137830-01-0 CUUJ8 

3,5-Dithia-3,4,C-ciias«lMpt«nole Mid, t-sthyl-C-phrayl*, 
3,3,5,9-tccraeacidB (9CI) (CA INDEir EBKS] 



137830-83-1 CAPUTS 

3,5-Dithia.-a.4,6-criAS«ootanoio acid, 4, i-diathyl-, pbenyl aac«r. 
3,3,5,S-C«traoxidB (SCI) (CA IHDBir HUfS) 



iT 

o=s-irec3 

it n 

PhO- C-MH-j|-K-Et 



137830-03-2 CAPUTS 

3, S-Dith.ia-a,4, S-trlazaheptAnoic Acid> 6 -uethyl -4-prapyl phci^l aatar, 
3,3,5.5-Cacr«oxida (9CI) (CA INDEX NAME) 



T" 



PhO^ C-Hr»S-»-Pr-n 



137830-04-3 CAPUTS 

3,5-Ditliia-3,4,i-trlazaheptAnoic acid. « ^cfayl-4- (l-nat^lathyl) pha&yl 
aatar, 3,3,S,S-tecz«Aida (9CI) (CA IBDBir SAME] 



iT 

0=S— HHe2 

iT S I 

Vbjor c-HH-s-ir-pr- i 



EH 137830-85-4 CAPUTS 

CN 3,5-Dlthia-3,4,6-CriAsahcpc«noic acid, 4 -butyl -(-mathyl-' pbaayl < 
3,3,5,5-Gatraaxlda (OCX) (CA ZNDEir KftMB) 



rNMea 



PhOr* C-BH-S-l^BTi-n 



BH 137830-0(-5 CAPUTS 

CK 3,5-DiC)iia-a,4,C-criasahepC«noie acid, (•Batl7]-4- (a-natlgrlpRiIVl) - 
phonyl aacar, 3,3,5.5-catraoxida (9CI) (CA JHDBir NAME) 



T 



PhO^C^HH^S—ir-Bu- i 



BH 137830-87-0 CAPUTS 

or 3,5-Dithia-3,4,<-cciazahepcaaoie acid, (•uecliyl-4- (l-nAChylpniyl) - 
Ftuaayl aatar, 3,3,S,5-tatraoxidB (9CI) (CA INDEIC HftKB) 



I ff 

-CH O O 



H-.S-NH-C-OPh 



137830. 8B-7 CAPUTS 

3,5-Dlthia-2,4,6-triazalieptAnoic acid. 4 -cycloprapyl-fi-iiiathyl- , 
aatar, 3,3,S,5-cacmaKid0 (9CI) (CA INDEX lUME) 



phenyl 



137830-93-3 CAPIiOS 

3,5-Ditbia>a,4,6-trlazaheptanoic acid, C-uethyl-*- (a-propanyl) - 
eater, 3, 3,5,5 -tetrttcxide {9CI) (CA INDEX NAME) 



pbiesyl 



T 



137830-89-0 CAPUTS 

3,$-Dithia-a,4,t-tri«aalMptaxioio aold, 
phenyl aatar, 3, 3,S,S-tatraaxida (9CI) 



.-(oyclopropylsMthyl) -CnMCliyl- 
(CA INDEX HUa) 



= S-HMe2 

I r r 

CHa-ii-|— ] 



137830-90-1 CAPUTS 

3,5-0ithia-3,4,C-cri«sah«pt«noio acid, 4-eyolap«ntyl-<-nachyl- 
aatar, 3 , 3 . 5 , 5 -tacmoKida (9CI) (CA INDBC NAME) 



r 



137830-93-4 CAPUTS 

3,5-Dithia-a,4,4-triazaticptanoic acid, (-macliyl-4- (a-prcpynyl) - 
aatar, 3,3.5,5-tatraaKidB (OCX) (CA INDEX NAME) 



S IT 



137830-94-5 CAPUTS 

3,5-Dithia-3t4,C-trlasahfptanoie acid, 4-(a-UBChfiKyathyl) -6-nathyl- 
fhanyl aatar, 3, 3.S,5-tatraaxida {9CI) (CA ZBDSX NAME} 



if 

rNMaa 
it f 

N-jpHH-cr-OPh 



137830-91-3 CAPUTS 

3,5-Dlthia-3,4,6-triazah«pc«noic acid, 4 -cyclohsxyI-<-nathyl-, phanyl 
eatar. 3, 3,S,5-tetzacaiida (9CI) (CA INDEX NAME) 



= ^N1 



PhO" C~ HH- S — CHa ~ CHa— «• 



137030-9S-C CAPUTS 

7,fl-Piw3'ehia-a,4-dia«aivinaiinic acid, 
nachyl*. phanyl aatar. 3,3-diaxldB (OCX) 



> - [ {dinatbylaainB) aul faoyl] -5 - 
(CA INDEX NAME) 



t; 



f if 



BV 137831*00-S CtfUTS 

or 3,5-DitliU-a,4,C-criazalMpi:uoio Acid. Ciutlqrl-4'- (a-wttaylpliAiirl) • 
lfa<-CB»CH3-0-CM« phaiyl aster, 3, 3,5pS>CtttraaxidB {»CI) (CA IBDSX KUffil 



KV 137830-»«-7 CULOS 

CV 3,S-filthi&-3,«,C-trias«hepcaiu>ie ACid, l-U-cfalQioecfayl) -C^clqrl-' pbenyl 
«st«r, 3.3.5,S-cacnksKide '(9CI) (CA XHDBT HJWB) 



ff 



iiM«a 

it ill 



KV 137830-97-8 CAPUTS 

CV 3,S-Oithla-2,4,C-tri«a^li^tuioie acidr (3,a,3-trif IttDxoatlqrl) * 

phsnyl MCer, 3,3.5,S-tatraaxidB (9CI) (CA tSOBX BAMB) 



0=S— HMaa 
PhO- C-HH- J-H-CHa— CP3 



BN 137830-98-9 CAPUTS 

CB 3,5-Dieliia-3,4.C-eri«s«hcpt«aoio acid, A'{cymauathyli -i-VBtb^l-, i^Maiyl 
•■car, 3,3,5,5-t«CmOKid8 (9CI) (CA IIDBr KIMS] 



r 



PhO^C-BH-S-H-CHa— CM ■ 



BN 137830-99-0 C&PIiJS 

CV 3,5-0ithia-3r4,6-kriaz«hcptanoie acid, fi^misthyl-i-plienfl-, phea^l ascer. 
3,3,S,5-cetr«u3Kid» (9CI) (CA IHDBX NAME) 



0=S-MMaa 

I it s 

or*" 



BH 137831-01-7 CAPUTS 

CN 3,5-DlChia-3,4,6-triazahepc«noic acid, «-uetlqrl-«- l3-nacliy^lpb«syl} • 
puajl aacar. 3, 3.S.5-c«br«oxida (9CI} (CA XHDEir SAKE) 




SV 137831 'Oa-S CAPUTS 

CB 3,5-Dicbla-a.4,i-triaMhapcaiicia aoid, 4- (4-Bachaa(yFhexiyl) -C-uatlxrl- 
pbenyl aater, 3, 3.5,5-tecraaxlde (9CI) (CA UDEX NUIB) 



it 



I it i 



BN 137831-03-9 CAPU» 

CN 3,S-I)lthia-3,4,fi*trlaxaIiept«nole acid, 4>(3-nBthcs(.ypheii7l) -S-nstl^l- 
pheayl aacar, 3, 3,S,5-tacr«ggcida (9CI) (CA INDEX HAME) 



jCl ff It 

I 

OS=jpKMaa 



SN 137831-04-0 CAPUTS 

CN 3,5-Dit]iia-3,4,6-criaz«heptanoic acid, 4- (a-iMChcKyptbAZiy^l) -$-natlqrl- 
pheayl astar, 3, 3,5,S-t«traaxlde (9CI) (CA INDEy NAME) 



rNMea 
i I 

N-jjf-Hff-C-OMl 



BN 137831-05-1 CAPUTS 

CN 3,5-Dithla-a,4,6-triazahi^canoio acid, 4-(4-ehlon3Kihan7l) -(-mathyl- 
pbaayl eater, 3, 3, 5, 5-catraaxida (9CI) (CA XNDSX HAMB) 



f 

. C^S— HI 

I if r 



BN 137831-0<-3 CAPUTS 

CN 3,5-Dlthia-3,4,6-trlasahepcajioie acid, 4-(3-c3Llorofben7l)-C-«ethrl-, 
phenyl aater, 3, 3,5,5-tatraoxida (9CI) (CA INDEX NAME) 



phenyl eater, 3, 3,5, 5-tetraoxlde {9CI) (CA INDEX NAME) 



a' 



rSHo2 
it if 

N-||-NH-C-OPh 



SN 137031-08-4 CAPUTS 

CN 3,S-Dithia-a,4,C-eriauhaptaneia Aoid, 4-(a,C-dlohlorophauyl) -C-MChyl-, 
phenyl eater, 3, 3, S,5-tetraaxldB (9CI) (CA INDEX NAME) 



f I It 

6:t" 



NMaa 

it it 



BH 137831-09-5 CAPUTS 

CN 3.5-Oithi«-a.4,C-eri«aahapt«Boie acid, C^tlqrl-4-(plwi7lB«t]iyl) -, phenyl 
aatar, 3,3,5,5 -tatraooade (SCI) (CA INDOT HUtB) 



T" 



PhO-C-HH-^B-CHa-Ph 



BN 137831-10-8 CAPUTS 

CN 3,5-DiChla-a,4,4-tria2ahepcanolo acid, 4-athcaqr-S-vethyl-, phenyl eater, 
3,3,5,S-tatraaaclda (9CI) (CA INDEX NAME) 




0 



BN 137031 '07-3 CAPUTS 

CN 3,5>Sithia-a,4,«-CriaBahiptaaDic acid. 4-(a-dhlerai«ian7l) 'C-Mthyl*, 



itrff 




o o o 



BH 137031-11-9 CAPUTS 

CN 3,S-Dichia-a,4,C-trlaz«heptaDOlc acid, (-«etlqfl-4-prc9>aKy, phenyl eater, 
3,3,5.S-t«traaKida (9CI) (CA INDEX NAME) 



fPr-n 



ItoaH- J-H- J-HB- C-OMi 
O O 



BB 137831-13-0 CIFUJS 

CN 3*5-DitbU-a.4,S>tri*Mhq»t«wio Mid. fi -4 - (3 -pvafniqrlajqr) - ' Fh»yl 
•star, 3,3.S.5't«CXMKid> (9CI) (CA ISDBC BIHS) 



I I? it 

H3C= CH- CH3— Cr- B-S-HH- C— OPh 



RN 137831-13-1 CIPUFS • 

CH 3.5-Ditliia-a,4,C-crl«z«lupfcaxiiOie acid, S-UBtlqrl-4- (l-uUgrlachoKy) 
phenyl ea««r, 3, 3. 5. 5-MCraouclcfa (9CI) (CA IBDSir BUS) 



It I r 



BH 137B31'l«-3 CAPUTS 

CH 3,5-DithlA-3.4(6-triasalMptuioie Mid, i'Wtliyl-4- (a-prefynylaa^) pbtanyl 
•scar. 3.3.S,S-tatrmacida (901) (CA INDBT NAME) 



if 

Meall-S=0 

it II I 

PhO- C- HH-|| - H- O- CHa C » CH 



BN 137831-15-3 CAPUVS 

CN 5,7-DiQM-3-thla-a,4-dia8aoetaaoie acid, 4 - { (diiwcliylaniiio) ral fcraylj - 
|:faeii7l ascer, 3,3-dicKida (9CI) (CA IHDBT HBHE) 



r 



137831 -16-4 CAPUTS 

5-Qxa-3,7-dithia-a,4-diaBaootaiiPia acid, 4- 
phnyl aatar, a,3-dieKidA (BCD (CA IBDSir : 



: {dlnschylaaiiio) ■Ql fooyl] - 



C^S-BMaa 



f f 



r 



137831-17-5 CAPLDS 

5 -Qxa- 3 • chia -a . 4 -diaaahapca&adioie aei d, 4 • ( (dinaCfaylaminQ) aol f onyl ) - 
7-wch7l l-pfaaayl astar. 3,3>diaxi<te (9CI) (CA tHDZX BAMB) 



I? 

0=S-HM«2 

if n . IT 

PhO-C-MH— jpH-0f-CH3~C-0MB 



137B3l<-ie>S CAPUTS 

3,5-Oichia-a.4,4-eriaa«h«ptaaoio acid. <-vaelqrl-4-Fli«&coqr-> pti«ny>l 1 
3,3,5,S-tatr«eacids (SCI) (CA IBSmf HAMB) 



If it rs 

— C-BH-^— H j|— H 



137831-19-7 CAPU^ 

3.5-Ditliia-aj4«6-briazaheptaiioie acid, 4-ustliyl-4- (pheuyluethoxy) - 
ester, 3,3,S,5-tetzaaKida (9CI) (CA XBDB( HAMB) 



phenyl 



PhO— C— KH- j|— B— CK3 - Ph 



BN 137831 -aO<0 CAPUTS 

CB 3.5-0ithia-3,4,C-crlasaheptaiioic aoid, 4-athcgcy-C-Qethyl-t 4 •vatfaylplwsyl 
ester, 3,3,5,S-tacmoKidB (SCI) (CA IBDEV B9M8) 



I? I? i7 

H-aH-J-jT-jpHH-C-C^^ 

O OBt O 1!^^ 



SH 1378 31-21-1 CAPUTS 

CH 3.5-Dith.ia-a,4.<-triazah«ptaaoio aoid, 4 

aster, 3,3.8,S-eaemoKidB (9CI) (CA IHDBT 



iChflKy-C-iaathyl-, SnMCliYlpihaayl 



if f if XX 



BB 137831-33-3 CAPUTS 

CB 3,S-Ditliia-3,4,4-triazah.epcaa0lo add, 4-eChcKy-6-nethyl-, 3 ^matlqrlEiuu^l 
eater, 3,3,5,5-tetraaxida (9CI) (CA XNDBT HMfB) 



0 o 



KN 137831-a3-3 CAPUJS 

CH 3.5-Dithia-a,4,C-criasah^tanoio acid. 4-ethcsqr-(-Mthyl-, 

3, C-dinathylpha&yl aster, 3, 3,5,5-tatraaxida (9CI> (CA IHDBX HAMB) 



I? jrif 



BH 137831-34-4 CAPUTS 

CH 3,S-I)ithia>a,4,i-triasalicptaDeio aeid, 4-ethaKyC-«acl 
eater, 3, 3,5,5-tetraaxida (9CI) (CA IHDST HAMB) 



4 -wathexyphenyl 



if frr 



BN 137931-35-5 CAPUJS 

CB 3,S-Dlthia-a,4,6-triazaheptaiioic acid, 4-ethcB(.y-(-nach.yl 4-chlorc:phenyl 
ester, 3. 3,S,S-tetxaoKida (9CI) (CA IIDEir NAME) 



s itrff 



SH 137e31-3«-6 CAPUTS 

CH 3,5-Ilithla-3,4,6-triazahepcanoio acid, 4-echaxy-C-wchyl-, pihanylveckyl 
•acer, 3,3,5,5-cacraaxide (9CI) (CA IMDEy HAMB) 



BH 137931-37-7 CAPUTS 

CH 3,5-0ithia-3,4,6*triazaheptanolo acid, 4-etliGKy-6-twtliyl-. butyl eater, 
3,3,5,5-tetraaxide (9CI) (CA IBDBX BIMB) 



n-BnO— C— SH-; 



If r rf 



BB 137831 -38-t CAPUTS 

CH 3,S-Dichla-2,4,<-criaBaheptaaoio acid, 4-ethacyC>«Bthyl- 
1,1-diBathyletlqrl •mtmv, 3,3,S,5-tacraaKida (9CI) (CA IHI 



it rif 

MeaH-jj-H J-HH-jJ-OBu-t 

0 0 0 



BH 137B31-a9-9 CAPUTS 

CH 3,S-Dithia-a,4,<-triasaheptaaoie acid, 4-athfBqr>t-nBthyl-, nstfayl eatar. 



itrff 



137631-30-3 CAPUTS 

3,5-Cithia.-3,4,C-criaz«heptAxioio acid, i-AChcocy-S-nacbyl 
2,3,3-crifluoroethrl ester. 3. 3,5, 5-c«br«oxide (9CI) (CA mDEV KUffi) 



ffru 

MeaH-j-B— jj-HB-jp CT" CH3- CFj 
0 0 0 

KH .137B31-31-3 CIPUIS 

3,3,a-tricdtlaroethyl evCer, 3, 3»5,S-uCr«cgddB (9CI) <CA IHDBir BftMB) 



8 ri? 

jpJJ ^lIH-jpO^CH2-CCl3 



BH 1378S4-1C-1 CAPUTS 

CV 3,5-DicliiA-3,4,S-eri«salMpeanole aoid, l-oyolobacyl-C-nBChyl-, jdiniyl 
eater, 3,3,5,5-tatnuscide (9CIJ <C& IHDBT SBME) 
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jpM*Bt3 




DOCtMStrr TTPSt 



327 07 316 CAPUTS COPmCST 2005 ACS on SIN 
1991(493292 CAPUTS 
115:92292 

Sulfanidosulfonylurea darlvativsa and haxbieldsa 
Maklno, Kenzi; Horinotb, Xatauahii Akiyana, Shigaakii 
Suzuki, Hideaki; Suzuki, Boldbii Ntevanaki, ~ 
Watanabe, Shigeond 

Nissan Cbamioal Indaatriaa, Ltd. , Japan 
PCT Int. Aipl., 249 i^. 

CODBN: pixma 



7AMILY ACC. NOf. COOUTi 
PATSMT IKPOBMATIOHj 



axglish 



PATENT NO. 



KIND DATE 



WO 9106546 

W: ATT, BB, CA, 
HW: AT, BE, CH, 

JP 03279365 

JP 04129269 

JP 3010709 

CA 2042355 
. CA 2043355 

AV 9065325 

AXr 627946 

B> 452500 

EP 452500 



Al 19910516 
HU, KB, BO, 5U 
DE, DK, ES, FB, I 
A2 19911210 
A2 19920438 
B3 30000231 
AA 19910426 
C 19951114 
Al 19910531 
Sa 19920903 
Al 19911023 
Bl 19970312 



APPLICATION NO. 

WO 1990-JP1351 

I, OS, IT, UT, NL, 
JP 1990-153346 
JP 1990-230960 

CA 1990-2042355 

AV 1990-C8325 

EP 1990-915183 



DATE 

19901019 



19901019 
19901019 
19901019 



BB 9006967 
EtT 5B471 
HIT 208614 
KO 109078 
AT 150030 
BIT 3088583 
PBICSITY APPUr. : 



CmOL SOOBCBIS) I 



AT, BE, Ca, DE, DK, ES, FK, GB, 



19911217 
A2 19920330 
B 19931338 
Bl 19941130 
S 19970315 
CI 19970827 



IT, LI, UT, HL, SE 



BB 1990-6967 
BU 1989-74 



MABPAT 115:92292 



KO 1990 

AT 1990 

BtT 1990 

JP 19B9 

JP 1989 

JP 1989 

JP 1990 

JP 1990 

JP 1990 

JP 1990 

JP 1990 

JP 1990 

WO 1990 



•147774 

-915183 

-4695706 

-381330 

-382764 

•314901 

■89629 

•76526 

-156439 

-96020 

-156439 

-96020 

•JP1351 



19901019 
19901019 

19901019 
19901019 
19901019 
19891027 
19891030 
19B91204 
19900404 
19900326 
19900614 
19900412 
19900614 
19900412 
19901019 



Ma3HS09N(CHa) SOaNHCONH- 



0« 



5S03KHCXNR1B3 (X - 0, S> E - substituted sulfamidoi Bl - H, alkyl, 
alkenyl, alkynyl; 52 > substituted 2 -pyrinidinyl, 1, 3, 5-triazin-2-yl) were 
prepared. Thus, Ma2NS02NBOM» was treated with ClS02NBC02Ph, followed by 
2-aaino-4,6-dissthoKypyrimidina Co give the urea I. At 0.04 kg/ha 
praamrgonoa I gave >90t inhibieiou of ag. Cyparoa nieroirla. 
135531-03-2C U5531-0S-4P 

BL: BCT (Beactant) f SFN (Synthatio pr^jantlA) | PSSP (Praparation) j SACT 
(Beactant or reagent) 

(preparation and reaotion of, with — ino d l ma t h c a^ i yrl ttidina) 

135531-03-2 CAPUTS 

3,S-Dithia-a,4,6'triazah«ptanoio aoid, 4-natho3qr-t^thyl-, phmyl eater, 
3,3,5,5'tatraaxide (9CI) (CA INDEX NAMB) 



if II m 



135531-05-4 CAPUTS 

7-Qjta-3,5-dithia-2,4,6-triazaoctanoic acid, 4-ethyl-6-nachyl phanyl 
eater, 3, 3,5,5 -tetraoxide (9CI) (CA INDEX NAME) 



iT r 



f f I 



B(S): . 
CCKPORATS SCnKCE: 
SOURCE; . 



loaoxbant aaaay 



I 228 07 316 CAPUTS COPYBIOBT 2005 ACS on SIN 
ACCESSION NUMBER: 1991:467349 CAPUTS 

DOCTMBIT NDMBEKi 115:87349 

TITIfi Devalopctent of an enzyoe -linked in 

for the haztoicids bentazou 

Li> Olng Xiaoi Hammoek, Bruoa H. t Seiber, Janaa N. 
Dep. B itemol., tAilT. Califoxnia, Davis, CA, 95616, USA 
Joomal of Agriottltiml and Fbod Chemiatzy (1991), 
39(8), 1S37»44 

COOEN: JAFCAU) ISSN: 0031-8561 
Jouxiial 
Ekigliah 

AB An BU SA usthod for the haxbieida bantascn was devalued. The appzeaeh to 
bapccn ayndiaaia addraasad tha problem of tha pzeaenoa of an ioniBable NH 
were vaad to indaoe polyclcmal antifaodiaa toward 



benCAZoo Aod icm deriv*. ia rabbit*. Cbe immmogen vith a h^t«nie i 
ac tha vaifaiuuidde UB of benCAsan protridad «p«cific emd aeasitive 
antibodies to bentasA deriva. Iba ancibodiaa againac meeinylaCad XU 
liakad to bantazcn chroagh tha BH dioaad vary low afflniCf to bancasen aad 
Ita deriva. Tha third immogen with a haptanie apaear at tha araoatie ring 
of baatason failed to indoca bentazom* specific antibodies. Thm 
•ensitivity and specificity of tha resulting assays ware investigated vith 
different coobinatiana of bentazm darivs. as inmmiogens coating 
antigena. Solid^ph&ae extraction and darivatisatioa were cBployad to increase 
aaaay aenaitlvity. Detection liolts for 17-ethylacad and N-nsthylatad 
bentazon ranged froB 0.01 coO.l MM (3-34 ppb of bancaz« aqalvalanc) in 
aasay tnffer. Gas cbrcoatog. (GC) was used aa a eo^ariaon Caat CO 
validate tha EUS& pzxx:adara for B-nath^lboitaBan. thm eorralation 
batmen data f na OC and ELlSk analyaaa waa 0. 95 with a alopa of about 

BL: SPN (Synthetic preparaticn) t PBBP {Preparation} 

(preparation of. bentazcn deteminaticn by BLISA in relatiooi to) 
(5403-49 >B CAPLDS 

lH-a,l,3-BenBOtbiadiazlna-l-eazbaxylio acid, 3,4-dihydro-3- (l-uathylattagrD - 
4-eaux, 3-flMChylpro|)yl aster, a^a'dimida (»CI} <C& IIOBT 1UM8) 



L9 ANSnOl 339 OP 316 CAPUTS C0P1SIOT 3005 ACS CD STB 



ACCESSKBl mjKBES: 

DooHarr uokbess 

TITLE t 



PATEZrr ASSiailEB(S) : 
SOUKCE: 



POCtMEST TYPBs 



FAMILY ACC. BTJM. COUSTj 
PATOrr IHPOEMATION! 



CAPLCS 



1991:81865 
114:81865 

Preparation of qainolinas, qaiuaaolinaa and analoga t 
aatinuBcarinie aganca 

Micbaletti, Soaanaria;' Sooda, Henri Hicoi Tuzeoni. 

Marco; Sagrada, Angeloj Donatti, Arturoi Scihiavi, 

Battista Oiovaimi 

Istituto De Angeli S.p.A., Italy 

Bar. Pat. Jtppl., 39 pp. 



Patent 
Bigliah 



patbht ho. 



KIND DATS 



9 383607 
EP 383687 
EP 383687 

Ri AT, BS, 
CZ 377886 
US S1068S1 
IL 93357 
C& 3009300 



t 19900816 

I 19911304 
19951337 
DK, E5, Fk, ( 

< 19930317 
19930431 
19940731 

i 19900006 



APPLICATICH KO. 



BP 1990-830040 



I, <jSi, IT, u, va, 

CZ 1990-335 
US 1990-474187 
IL 1990-93357 
CA 1990-3009300 



DATE 
19900305 



19900134 
19900303 
19900303 
19900305 



BD 9000543 


A 


19900807 


KO 


1990-543 


19900305 


HD 173500 


B 


19930913 








BO 173500 


C 


19931333 








MO 9049004 


Al 


19901035 


kV 


1990-49006 


19900305 


AU 633733 


B3 


19930531 








EV 54110 


A3 


19910130 


BU 


1990-671 


19900305 


JP 03197463 


A3 


19910830 


JP 


1990-35889 


1990030S 


. ZA 9000935 


A 


19911030 


ZA 


1990-835 


19900305 


OD 397815 


A5 


19930133 


SS 


1990-337600 


-19900305 


PL 163403 


Bl 


19931331 


PL 


1990*303643 


19900305 


AT 133140 


S 


19940115 


AT 


1990-030040 


19900305 


eS 3081964 


T3 


19960316 


SS 


1990-830040 


19900305 


FI 966BC 


B 


19960430 


PI 


1990-553 


19900305 


71 96686 


C 


19960813 








EU 3040534 


CI 


19950735 


au 


1993-5011539 


19930508 


m 310348 


B 


19950338 


HU 


1994-48 


19941131 


PKIGBITY APPLN. INPO. i 






IT 


1989-19316 


A 19890306 


OTHIB souses (S) t 


MUPA 


T 114:81865 










AB The title coo^xls. I (S - E, CI -6 allcyl ) Bl, B3 - E, halo, CI >6 alkyl , 
alkoxy, alkylthio, alkoocycarbazxyl, etc. > S3 > H, Cl-6 allcyl, aryl, 
aralkyi, or it nay be absenti A - CO, CS, SO, S03} Z is N idxen B3 ia 
absent and tha ZD bond Is single; or Z is C; D « CO, CE3CH3, CB4B5 when 
tba ZD beod ia aingle, or 0 ia CB idxen tha ZD bond ia dknible; B4 - H, Cl-6 
alJqrl' axyl, aralkyi, OB, etc.; B5 - B« ]f ia O, KB or it is abaent; Y • 
(CH3}nllR6R7, 0. etc.; n > 3 or 3 1 B6, B7 - H, CI -4 alkyl, aralkyi; or tdiexi 
B7 is H, CI -4 alkyl, B6 nay be Cfi8(:KK); B8 - H, CI -4 alkyl, amino] were 
prepared Beaotien of 1, 3, 3, 4-tetrahydro-3-oxo-3-quinolinacarbaxyl ie acid 
with carbooiyldiiaidazole, followed by treatment with a mixture of 
endo-8-nethyl-e-azabicyclo[3.2.1]octan-3»ol and HaH in DMF, gava 
tatrahydroqiiinolina II (T > endD-B-mathyl-e-azabicyclo(3.3.1]occ-3-yl} 
isolated aa the valele acid salt. In an in vitro receptor binding test 
using rat cerebral cortex (Ml) and 3H-pirenzepine, the cot^crund 
H- {endo-8-ttathyl-S-azabicycloC3. 3. IJ oct-3-yl) -l,4-dihydro-a(E) -3-oxo-3- 
qtiinazol ineearboxamide exhibited a KD value of 1 nM; its value in an M3 
aasay (heart hcmogeoata) was 60 nM. 

II 1317B0>a9-7P 

BL: SPH (Synthetic preparation); PBBP (Pzeparation) 
(preparation of, as antivuaearinio agent) 

SH 131780-09-7 CAPLDS 

CB 3H-3,l,3-Bansotliiadiazine-3-cazbaBqrlie acid, 1,4-dihydro-, 

e-nethyl-B-azabicyclo(3.3.1]oat-3-yl eater, 3,3-diaKida, ando- (9CI} (CA 

iKDBir mm) 

Belativa atereoehcmiatzy. 
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ACCESSION BUMBEB: 
DOCWBIT NOKBm: 
TITLE: 



DOCtMBHT TITPE: 



OTHES SCnSCS(S) : 



CAPUTS COPYHIGHT 3005 ACS on STIT 
1991:5864 CAPUTS 
114:5864 

Stereoselective tbemal rearrangement of 
ayn-7- (1,2-butadianyl) -1 -natlqrU>icyclo [3.3.1 ]hept-3- 
ene [syn - 7 - ( 3 -ma thyl al Ivajfl ) -1 -nethy Inorboxncna] 
Duncan, James A. f Bandridca, Robert T. ; Ewong, Kacy S. 
Dep. Chem. , Lewia and Clark Coll., Poz-tland, OR, 
97319, USA 

Jorurnal of tha Aoiarioan caiemieal Society (1990), 

113(33). 8433-43 

CODEH: JACSATi ISSN: 0003-7063 

jouznal 

Bagliah 

CASBSACT 114:5864 



Me I Ma 



III Me IV 



The ayntheale aad eep. thaxnal rearrangement a of tha racemic 
diastareoiaanerle title coiq>ds. I and II are daacrlbad. Botb I and II 
rearrange to give ethyl i dene tetrahydroma thy 1 indenas III and IV with 
greater than 90t ataraoaelectivlty. Epimar I gives predaninantly (E)-III 
aad (Z)-IV, whereas II gives predominant Iv (Z) -III and (B) -IV • ooaaiateat 
with either a aix-electron [ 03s x3s * aSs] Cqpe or 
ei^t-eleetrai [ oaa * *2» * (K3a ♦ K3a) ) sngBwated Cope 
proceaa. SteraodieB aesignBanta wera based cn SOB differeaoe 



29604-56-6? 

BL; SPN (Synthetic praparaticn} i PBBP (Prsparation) 

(preparation end dehydration bp. of nathylbioyelohaptanol ) 
39684-56-6 CAPLUS 

Bthana&lnluB, U, H-diethyl -H- ( [ (BathaMycazbaayl }aadn0l ml fonyl) - 
aalt (9CI1 (CA tXOSSX HKMS) 



If J 

jpH+Eta 



L9 ANSWJE 331 OF 316 
ACCiSSION NWBEB: 
SOCXMBKT NUMBES: 
TITLE: 

AUTHOR (S) : 

CGBPGEBATS SOURCE: 



CAPLUS COPYRICar 3005 ACS on STH 
1990:591514 CAPLUS 
113:191514 

Thermal daconposition of organotin aulfamataa: 
pot aynthaaia of vinyl tributyl tin < 
Ratiar, Max; Kbatmi, Djaiwl; Duboadin. 
Minh. Qao The 

Lab. Chim. Org. Organonet. , Uhiv. Bordeaux I, Talence, 
Fr. 

SOUBCE: Synthetic Counnieatiana (1989), 19(1-3), 305-91 

CODEH: SmCAVf ISSH: 0039-7911 
DOCTMEHT TYPE: Joamal 

LBNOOAGE: Biglish ^ 

OIHEX 50DBCB(S} : CASREACT 113 : 191514 

AB Reaction of BC0CHB1B3 (R - Me, Et, Me3CH, Ph, CKe3| CBR1B3 - Me, Et, 
MeSCE; R1R3 « (CH3)5] with BuSSnl^Cl followed by traatnant with 
Et3H+S03B-C02Me formed EtSN+H [Bu3SkLCR(OS0air-CQ3Me)CHBlR3] whldh underwent 
thermal elimination at 70* in C6E6 to give BuSSnCK :CR1R3 in 43-954 
yields. 

IT 29684-56-8P 

RL: RCT (Reaetant) i SSV (Syatbetie prsparation) i PREP (PreparatlcB) ; RACT 
(Reaetaat or reagent) 

(preparation and reaction of, with organotin alca.) 
RH 39484-54-8 CAPLUS 

ca Btbananlalva, ll,H-dietkyl-H- [I (■etfaoxyeazboayl)aBino]eulfanyl] *. inner 
salt (9CI) (CA IHDBlf SIKB} 



if J 



L9 AHSna 333 07 316 CAPUIS CQPYRIOaT 3005 ACS cn SXS 



AOCESSIOV mMBERi 



SCURCB: 

DOOWniT TYPE! 
LAHOUAGE: 

FAMILY ACC. NIM. COUtlT! 
PATSn IBFORHUIOH: 

PATENT HO. 



EP 363040 
BP 363040 

Bl AT, BE, 



CAPLUS 



1990:591383 
113:191383 
Preparat ica 
haxbicides 

Gates, Peter Stnarti Jenea. 
Schering Agroahenicals Ltd, 
Bar. Pat. ,^1., 13 jp. 

CQDSHi Bpnom 

Patent 

Bigliah 



(pyrinidiagrloxy) (thio)sulfonaailldes as 
Orahm. Peter 



KIND DATS 



APPUCATICH HO. 

EP 1989-309515 



A3 19900411 
A3 19901107 
DE, ES, FR, GB, OR, IT. U, LU, HL, 



SATE 
19890919 



US 50a4C93 

SX 8904e4» 

JP 031495S7 

mj 53069 

BU 2030B4 

DD 3*4 79 9 

SD 17S043t 

FI 8904C9a 
mOKITT APPLU. IBTO. : 
omS SOtJRCX(S) t 
01 



A 19910419 

A 19900405 

A3 19900608 

A3 1990063B 

B 19910S3B 

AS 19901128 

A3 19930733 

A 19900405 

MUPAT 113:191383 



OS 1989-414153 
DK 1989-4849 

JP 19B9 -357191 
HV 19B9-S1S9 

OD 19B9 -333374 
SU 1989-4743313 
PI 1989-4693 
08 1988 •33388 



19891003 
19891003 
19891003 
19891003 

19891003 
19B91003 
19B91004 
19881004 




IIHSO3CP3 



Titl« oaapda. I [A - B, HSC, B5 - H, halo, cyano, (■ubBticutad) alkyl, 
alkoxy or amino, R1003C, KIO . H, {•ubBCituted) alkyl, or S5 - 

(nbsticucvd) azyloxy or hec«rocyclylooqr> If - O, Si T - U, ft9C, E9 - &IO1 
SI - (sobstitutad} aUcyl, alksxxyl, alkynyl, cyeloalkyl, aryl, 
hecarocyclyl , bcnzdhacaroeyclyl or amlnoi B3 - B. (mibatittttad) alkyl or 
caxboxylie ac^l or B1038'i B3, S4 - H, halo, (rabatitocad) alkyl, alkcncy, 
cyeloalkyl or osuiio, or h«t«rocyclyl < R6-&8 - B, halo, eyaao, 

(arubatltutad) alkyl, alkcoty, «cc.] and their salts am preparad 
3' -Chloro-6' -(4,6-diiaBChaxy-3-pyrimldlnylaxy)-l,I,l- 

trifluorooechaneaalfcaanilida K salt (praparaclon given) was scirrad vith athar 
•nd H30. and HCl added to pH - 3, to giv« the sulfcKUOiilide XI in 
pr««B«s<3«noa base XJ at 0.3S kg/ha ««• lOOt affaeeira against Oallm 
aparine and Chryaaathenm aegatum and poatoaarganea against C. aagatu and 
Abut i Ion theephraati . 
l30ie5-77-2P U0ieS-78-3P 

IL: AOS (Agrioul cural use); BAC (Biological activity or effector, except 
adverse) > B5U (Biological study, unclassified) 1 SPN (Synthetic 
preparacicn) t BIOL (Biological study) » PBBP (Preparation} 1 USES (Uses) 

(praparatlon of, as hesbicids] 
130185-77-3 CAPUTS 

Caxbaaio acid, [[(3-^lo»-(-((4,4-diBat]iyl-a* 

pyrivldizgrDeotyliibanyllaminolsulfGBiyll-, uscbyl aster (9CI| (CA XHDOC 
lOMB) 




130185-78-3 CAPUTS 

Cazbonic aeid« ( [ [3-ahloro-«- [ (4,«-dlmat]u»7-3• 
pyrimiditIyl)aKy)pluDyl]amino] sulfanyl] methyl astar (9CI) (CA ] 




KB~JS~ MB" C~ OMe 



1,9 AHSRBl 333 OP 314 

Accsssicer NWBES: 
00CWE2IT BUMBSi 
TXTIS: 



OTBBt SODRCB(S) : 



CAPUTS - CQpyRIGBT 3005 ACS en S1V 
1990:478964 CAPUTS 
113:78964 

Devalofttsnt of a nm acyl anicu aqoivalant for tha 
prepar&tieoi of aasked aetivatad esters, and diair use 
to prepare a dipeptida 

Hmnoto, Hisao) Kiibota, Yasufviaif Yonamoto, Toahlnori 
Pac. Soi., Tctudcu Obiv. , Sendai, 980, Jipan 
Journal of Organic Cbaxoistry (1990), 55(15), 4515-14 
OODEN: JOCEAHi ISSN: 0023-3343 
Joozsal 
Bigllsh 

CASBS&CT 113:78964 

US* acyl anion eqaiva. , the protected tydroocynalcnitriles S0a(CB)3 (I, B 
- CEHeOEt, SiMe3CMe3) have been developed as uaskad activated ester 
equivs. Alkylation or allylation of I (B - CHMeOBt) proceeded in high 
yields under nild basic or neutral conditions, rasp. Treataant of tha 
tosylivina 4-ltoOC6B4(a:VSOaCCK4lfa>4 with I (B - CSNsOBt) gave the 
dipeptida 4-MeOCCH4CBRlllB3S03CCB4lte>4 (XI, Bl • CQ-Oly-OMs, B3 - CH3CMs) 
via the a-anino acid II (Bl - C(CH)30CBMeOBt, B3 « El having a 
nasked activated functionality. 
296B4-96-e 

BL: RCT (Reactant) ; RACT (Reactant or reagent) 

(agent, for dehydration of nalcndiaiaides to laaloncoitriles) 
39484-54-9 CAPIAIS 

Bthananlnim, V, B-distliyl -H- [ [ (wathoxycaxbonyl ) anino] sol f enyl] - , inner 
salt (9CI) (CA IHDXir BAHZ) 



T" 



ANSHES 334 OP 316 CAPUTS COPYBIOTT 3005 ACS on SFS 



ACCESSION XnMBER: 



TXTlBs 
XBVBITOBtS} : 
PATDTT ASSiaHEB(S): 



OOCTMBIT TYPBi 



1990 !45813« CAPUTS 
113:58134 

Process for preparing nitriles 
Claremm, David A. 
Merck and Co., Inc., USA 
U.S., 7 Fp. 

CODWi usncAM 

Patent 

Biglish 



FAMILY ACC, MTM. COUNT: 
PATHR IHFOSMATIQH: 



US 4908453 
PRIORITY APPUI. IHFO. ! 
OTB£S SOUBCE(S) : 



KIND DATE 

A 19900313 
HABPAI 113:58136 



APPLICATION NO. 



19871331 
19871331 



salt (9CI} (CA INDEir HaMB) 



The title cocpds. RCN (R > naphthalenyl derivative, nonadi enyl ok i rone, 
cyonobutanoate , butylglycinate, pyridinyl) are prepared by selective 
dehydration of RCQNH3 with B102H-S03N^ (Rl) 3 (Bl - CI -4 alkyl, PhCH3, 
PBCB2CH3) -. To a stirrsd solution of lovastatin aaids in anhydr. CB3C13 1 
added lfB03a}-SQ3H+Bt3 oirar 3 h to givs lovastatin nitrila. A sinilar 
prepared ecopound eezulcninonitrile I has been found to have inhibitory 
activity against Factor Ifllla. 
29684-56-8 

RL: RCT (Reactant] » BACT (Reactant or reagent) 

(dehydration agent, in preparation of nitriles) 
29484-54-8 CAPLDS 

EthansninitA, H,N-di ethyl -N- ( [ (BsthoxyoaxbenyDttnino] sulfenyl} -, innsr 
salt (9CI) (CA IBDEir NIKE) 



if J 



B(S) > 
CORPOBATB 60DBCB: 



L9 AHSHfX 335 OF 314 CAPUTS COPYBIOHT 3005 ACS en STH 
ACCESSION NIMBEB: 1990:179340 CAPUTS 

DOCXWEHT NUMBER: 113:179340 

TITlXt BydrostannatioBi of nethyl (cazboBcyaulfaBoyl) triathylau 

onium hydroKids innsr salt: a new routs to 
tributyltin isocyanata 

Ratier, Maxi Khatnl, Djansli Dtiboudin, J. Oeorgesi 
Minh Dao The 

Lab. Chin. Org. Organcoet. , Vbiv. Bordsavx I, Talanes, 
33405, Fr. 

Synthatio Covaiunicatians (1989), 19(11-13), 1939-37 
CODEN: SYHCAVf ISSN: 0039-7911 
DOCTMSIT TYPE: Jounial 
LWOIUaSi bgliah 
OTBES SOaBCB(S): CASBBACT 113:179340 

AB BeactloD of Bu3SnB with Et3H4^S03H-C03Me in C6H4 gavw lOOt BaSSnNOO irilidh, 

^en treated with PhMgBr in Et30, gave 100% Bu3SnPh. 
IT 29684-56-8 

RL: BCT (Beactant) 1 BACT (Beaotant or reagent) 

(rsaetion of. with tribntyltin hydride, tributyltin isocyanata fra&} 
BN 39C84-SC-8 CAPUTS 

or Ethansainiua, N,N-diatfayl.V- (( (nathoxycaibcnyl) anino] sulfonyl] inner 



t 336 07 316 
ACCESSION NWBEB: 
00CW£21T NOMBBtt 
TITLE: 



PATiZrr ASSZaBEB(S) : 
SCHTBCE: 



DCCUUNT TYPE I 



CAPUTS COPYRK^ 3005 ACS cn SIN 
1990:150337 CAPUTS 
113:156337 

Iliiadiasolopyrimidines and 

sulfonylthioursidofyrimidinas, herbicides containing 
then, and sulfonsnidas as tJwir inteznediates 
Makino, Kenjii Sato, Toshiakij Korinoto, K&tsuyukij 
Akiyana, Shigeaki* Suzuki, Koichi} Nawaaaki, Tsutonai 
W&tanabe, Shigeood 

Nissan Chemical Industries, Ltd., Japan 

J^. Kokai Tckkyo Koho, 36 pp. 

CQDEN: JXnCAF 

Patent 

Japanese 



JP 01313384 
PBIOKITY APPUf. INFO. 1 

ofSBsa. 8aaBCB(s) t 



KIND SATE 

A3 19890838 
MftBPAT 113!lS8337 



APPUCATION NO. 



BlSO3»B3S03li^^N^^ir^R4 j 

BlSOaBBaSOaMECSHB— f X 

N«( 



the title thiadlazolcpyrimidines (I| IT - CH, H) Rl • (substituted) alkyl, 
(substituted) alkenyl, (substituted) alkynyl , (substituted) allcynyl, 
(substituted) cyeloalkyl, etc. 1 B3 - H. (substituted) allcyl, (substituted) 
alkenyl, (substituted) alkynyl, (substituted) cyeloalkyl, etc. > R3, R4 - 
(halo}al](yl, (balo)alka9ty, halo, (halo) alkyl thio, memo- or dialkylaaino) , 
the title su 1 f coy 1 chiourel dopy rini dines II, and their sulfanamide 
intermediates R1503NR3SO2NB3 are prepared Treatment of MeS02NMeS02NH2 
(preparation given) with 4,6-dimetha;7-2-isothiocyanatopyrimidine in Me3CO in 
Che prManee of X3C03 gavs ZX (Bl . R3 - Ms) B3 - B4 - ftoOi V • CB) (III), 
which mas treated with BBS in MsOB to afford I (B1-B4, If - sans as abovw) 
(IV). XIX at 0.8 g/ar« and IV at 0.4 g/are gave kin ooitrol of 



Cypenxa oicroiai* and Korippa indlo* *nd no daaags to idieat. mofbmm. «Bkd 

com crops. PormalAtlcn exoaplea ara given. 
IT 125987-93-lV 129987-94-2P 

BL: BCT (Reaotant) t SFH (Synchetio prepoxvtlcxx) ; PSEP (Prsparacioa) i RkCT 

(Seaetaae or rMgeac) 

(prep&ratioa and raaetlcn of, in prep«raciesi of harbieidsa) 
BH 135987-93-1 CAPUTS 

CS 3,4-Oichia*3,5-diac«hexan-(-oio acid. 3-xMChyl-, l.l-dlvatliylachyl «atar, 
3.a.«,4>tacraoxid« (SCI) (CA INDET N&MB) 




o 



BIT 1359e7-94-a CAPUFS 

CS Caxbaaie aeid. [ (mechrlaBino] mlfonyl] l.l'diuathylechyl aatar (9CI) 
ICA IHDEX IBMB) 



CH3CB3SM*, Bl • Ha) . Afcar bydrogenolyaiv, cha rabulcing naoo-subscicncad 
mil f OQimidas wara cyclised nndar alkallaa ooDditiosis Co prodoca 4-aubatitacad 
l,l-dia«>-l,3,5-chiadiasolidin-3-oiuia Z (B - aoae) . Tha 
thiadiasolidin-3-oaiBa I were evaluacad as swaatemsra and found not to ba 
aetiva. 

IT 121U2-89-0F 121142-90-3S 121142-91-4P 
121197-68-4P 

BL: BCT (Baaetaat) i SPB (Synchatio pnpamcien) i PBBP (Praparatlon) i BACT 
{Beaccant or raagenc) 

(preparati<m and eatalytio fc ydi - o ganolyta of) 
RS 131143 -B9-0 CAPUTS 

ca Glycine, N- [ [ I (plianylnethaiqrleaAcBirll aadno] aalfonyl) -r atl^l aatar (SCI) 
(CA IBDEX UAMB) 



EtO-C-CH2-'»H-j-»H-C-0-CH3-"Wi 
O 



BH iail43-90'3 CAPUTS 

CB Vh«Bylal«nln«. H- [ ([ (id>ai7lnethaK7)eazten7ll«aino] ■alfcnyl] nathyl aatar 
(9CI) (CA IHDBC BUIE} 



r s 
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AOCESSIOV NOIBERt 
DCCCHHar WMBa: 
TITLE: 



AUTEOB(S) : 
CGBPOBATB SOOKCE: 
SOOBCSt 



OIHm SODKCB{S) I 
01 



1909 1515733 CAPUTS 
111:115733 

A general aynthaeia of 4-«absticucad 
1, 1-dlcotO'l, a, 5-thiadiazolidin-3-anes (terivad fm 
ci-s&lno acids 

Millar, Gaorga W. i OuBole, GruiC B. 

MitraSaeat Co., Mt. Proapaet, IL, 40054, USA 

Joaxnal of Orgaalo OwmiKzy (1909). 54(18), 4471-3 

(Xamt JOCEAHi ISSHi 0033-3343 

JoDxnal 

Sbgliah 

r 1111115733 



rr 

Ph— CHj— ^ O 



if if 



131143-91-4 CAPLITS 

Hethianine, H- ( { ( (pbenylnathoKy) eaLzbanyllaBino) aulfaByl] aatliyl ( 

(9CI) (CA IKDEX HAME) 



-jpuB-c-o^cHa-Ki 



MaO-C-CH-CHa- CHa-SMa 



131157-68-4 CAPUTS 

Alanine, [ [ [ (phexiylTutbcoqr)oattenyl] aaino] aalfoayl] - , vethyl aatar (9CI) 
(CA INSBX HAKE) 



AB The reaccica of C1S03IIG0 with PhCHSOH followed by in situ traatment with 
raoanic a-aino aeid aatara yialdad oarbobanto^g^'-proteetad 
nilfoainldea PhCHaoaCHBSOaKBCHBCOaRl (B - H, Bl - Et( B « Me, OSPb, 



|IH-jplIH- c-o-c^a*" 
-JH 0 
(j-CH. 



—IT" (CHa ) s ""MH"" (T* cHa~ cHa~c"ir~ ( caa ) t^sar ^CHa~CH3~c~B~ 



AHSniX 230 OP 316 CAPUTS COPYHIGHT 3005 ACS on SIN 



AccEssi aa KUMBES : 



TITLE: 

PATEm ASSIQIEE(S) : 
SOURCE: 

DOCTXENT TYPE; 
LANGUAGE i 

FAMILY ACC. NUM. COUHTi 
PATBIT IKFOBHATION: 

PATENT HO. 



1989:478599 CAPUTS 
111(78599 

Preparation of V-aeyldaaferriooca&ina B darivacivaa 
Patar, Hainridij Moaxfcar« Hiaosliila 

Ciba-Geigy A. -O. . Switc. 
Bar. Pat. J^l.< 18 pp. 

cooEii: Epnom 

Patent 



KIKD DATE 



EP 300966 
EP 300946 
EP 300946 



19890135 
19890607 
19931014 



APPLICATICM NO. 



EP 1988-810480 



IT ITT _L 

- |-MH- C ^ 0^ CHj- CHa— J- 



ANSHER 339 OF 316 CAPUTS • COPYBIOTT 2005 ACS 
1989:1936(5 CAPUTS 
110:193665 

Preparation of polyathylei 
Patar, Hainriohj Moazkar, 
Ciba-Oaigy A. -O. , Swits. 
Ear. Pat. J^l., 33 pp. 
CODBXti EPnCDV 
Patant 



TITISt 
IllVBnQB(S] t 
PATOn ASSIGB)EB(S) i 

SOOKCE: 



le glycol carboaataa 
ThsoFiiila 



D0CU4QIT TYPE I 
LANGUAGE: 

FAMILY ACC. NIM. COUHT 
PATBTT INFQBMATIGH: 



Gail 





B: AT, BE, CB, 


DE, ES, nt, 08, OB 


, IT. U, UT. HL; SS 


PATEHT NO. 


KIND 


DATE 


APPUCATIOH HO. 




DATE 




AT 81500 


E 19931015 


AT 1988-810480 19880713 




















ES 3053771 


T3 19940716 


ES 1988-810400 19680713 


EP 


300969 


A3 


19890135 


EP 


1988-810484 




19880715 




US 4954634 


A 19900904 


US 1988-331953 19880720 


EP 


300969 


A3 


19901319 












CA 1333431 


Al 19941011 


CA 1988-573657 19880731 


EP 


300969 


Bl 


19950118 












DK 8804107 


A 19090134 


DK 1988-4107 19880733 




Bt AT. BE, CH, 


SE, ES 


, IB, ca. 


OR, IT, LI, UT, NL, 


SE 






JP 01040454 


Aa 19890310 


JP i9ee-iei»7S i9SB073a 


ES 


3044794 


T3 


19950314 


ES 


1988-810404 




19880715 




JP 3543958 


B3 19941016 




US 


5185360 


A 


19930309 


US 


1988-331860 




19880730 




V3 S049489 


A 19910917 


us 1990-468513 19900133 


no 


8803346 


A 


19890134 


NO 


1988-3346 




19880731 


PBIOBZTY APPUT. INFO, t 




CH 1987-2792 A 19870733 


NO 


171684 


B 


19930111 
















EP 1988-810480 A 19880713 


NO 


171684 


C 


19930431 
















us 1988-331953 A3 19880720 


CD 


381810 


AS 


19900833 


CD 


1988-318188 




19880731 


OTHl 


ES SOURCE (SI 1 


MABPAT 111 178599 




IL 


87184 


Al 


19930404 


IL 


1988-87184 




19880731 


AB 


UIH(CH3)5K{0}n)CCCB: 


ICHa CraiB(CHa)SN(0]Ca)C0CH3CBaC(aiH(CH3)5N(0]r3|Ae (Ii X - 


DX 


8804109 


A 


19890134 


DK 


1908-4109 




19880733 




organic aoyl groupi n, TC2, n ■ H, organic aeyl group) (II) uaaful aa 


FI 


8803470 


A 


19890134 


FI 


1980-3470 




19800733 


Chelating 






FI 


93351 


B 


19941315 












agenta in creating diaeasee aaaociatad with exceae Fe{III) (no data) wara 


FI 


933S1 


C 


19950337 












prepared by creating I (Y - BlSaS3Sii 


kl of n, X3, )n - ailyl, the 


AU 


8819390 


Al 


19890137 


AU 


1988-19390 




19080733 




reat - acyli Bl, B3 


■ CI -8 hydrocaxbyl 


1 B3 - SI, chloro) (III) with en 


AU 


417677 


B3 


19911305 












organic aeylating agent followed by daallylation. A au^enaicn of 


JP 


01047749 


A3 


19890333 


' JP 


1988-181976 




19880733 




dsafarrioBCOBlne B in pyridine waa treated oirer 10 vin with MeSSiCl and the 


JP 


08013795 


B4 


19960314 












mixtura waa etlrrid for 3 h at room temeratura Palnicoyl ehlorida waa added 


HU 


47539 


AS 


19890330 


EU 


19B8-38BS 




19880733 


ova] 


r 






HU 


301517 


B 


19901138 












10 ttin and the mixture waa stirred 19 1 


h at roam tetuperatura - Mum was added to 


ZA 


0005336 


A 


19890339 


EA 


1988 -5334 




19800733 




give H-paliiitayldeaferriaKBBine B. 




US 


5338993 


A 


19940712 


US 


1993-947097 




199ai037 


IT 


121898-e3-lP 






US 


5434057 


A 


19950613 


US 


1994-334936 




19940408 




BLi SPH (Synthetic preparati<xi) > PBEP 


(Preparation) 


PBIORITY APPIH. INFO. : 






CB 


1987-3794 


A 


19870733 




(pi>eparAtian of. 


aa aelecciva chelating agent) 










US 


1988-331840 


A3 


19880730 


BH 


131858-83-1 CAPUTS 














us 


1993-947097 


A3 


19931037 



Poly(axy-l,3-athanadiyl), a- (l0,31,^3•trihydraxy-3,3-dloxido• 
l, 11,14,33.35, 33-haxaoxo-3-thia-3,4, 10,15, 31.34. 33-1 
yD-a-lq^droRy- (9CI) (CA INDEX HAME) 



OTHBt SOUBCB{S) : 



MABPAT 110il93465 
ta B0(fa2CB30} nZHB (CBa ) SN«S1 ) COCH3CBaOaBB (CHS ) 5N( 0B3) COCSaCHa 
(CBa)SN(aB3}Ao (B - Cl-4 alkyli Bl-3 - H, aeyl graap, Z - -C0{NBS03)n 
0 or 1) I n - average value %9] , nsafnl aa chelating and diaepioatie 



agcnea, mxm prqparad Adding 194 nL ItoSSiCl to ec.5 g deaferriasumina B (I) 
vethaaeaalfonat* in a L pyridioA «c zoea ces^racozv, ■cirrina 3 h, «udding 
dropwlM an aoylaCing Molucion [prcpAr«d fttn 73. t g polyvchylcna glycol 
nono'Ke otbar (ool . weight 560) In 1 I. VhMa and C6 nL 20% RJte ■olucion of 

13 

at 70*], and •tirring IC h «t rocD. tenp«z«tuz« gave & I polyaocyvchylen* 

cubou* (ID «itli Mlixbility in Bao ast, DKSO 40», ItoOB 10», and CSZCla 5«. 

Stirring 300 g II in 3.5 L H30 with 115 g F»(acae)3 in a L StOAe at zoon 

teq>«ratar« for 3 h gaw a II eaq>lax eoataining 4.90* Fa. 

121858-83-1? 

HL: PREP (Preparation) 

(preparation of) 
13185a-e3-l CAPUTS 

Pol7(agqr-l,3-aChanadiyl), «- Ue,al,33-trillydxtM7•^,3•diaxids- 
l , 11 , 14,aa,a5, 33 -haxnoow-a-cUa-a, 4, 10, 15, 31 .ac, 33-haptaasaCatxmfcrlaaant 'l - 
yl}-«-lqrdzwy- (9CI) (Cm IHOBX BUS) 



PAGB 1-A 

jUj-H- (CH3)5~HH~C-CB3-CH3-C-W- (CH3)5~MH-C-CH3-CH3— C-U 



— 0-CH3— CHa — ^ — a 
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CAPUTS COraiOHT 3008 ACS ax STff 
1»09:8S5S« CAPLVS 
110!8SSfi6 

Becording material ccncainlng leueo ^a 
Baroda, Toru 

Ptiji Photo FiluCo., Ltd., 
Jpn. Sokai Teklcyo Zoto, 13 pp. 
CODEH: JXXICAF 
Patant 
Japanasa 



JP 0351379 
PBZCKITT APPLV. INFO, t 
OIEBl SOaBCB(S] I 



nBD DATE 

Aa 19881010 
MAXPAT 110:05566 



APPUCATIOar HO. 



JP 1987-05534 
JP 1987-05534 



19070407 
19070407 




Iba recording nacarial ooiitain.a I {Bl. aa - alkyl, cycloallcyl, arallcyl i 
S3. K4 - H. halo, allcyl, cyDloallcyl, anOlcyl, alkojcy, acylaainoj as . H, 
al)cyl, allcaxycarbaBiyl, azyoocycaxlionyl , oryli 26 - H, alkyl, aryl, aralkyl, 
aoyl) S7 - H, halo, alkyl, allcaocy, OB, amino, (dilaDcylamino, acylani&O. 
ma, CS, oarbaaoyl, aalfakoyl, aryloaqreaxbenyl , al)coxyeazbcxiyl , 
allcylvalfanyl. axylanlfonyl, alkyl anlfoiylaaifte, arylaolfarlamino, axyli 
n - l-4» and S7 nay ba diffarsnt for n - 3-4). TSxua, a praaoiua-aflnaieiva 
reeording sheet oontainad I (Kl, Xa ■ Stti 23, S4, R6, K7 ■ Bf X5 > Bt, n • 
1) . The ahaet nhowad hig^ ooloration d. , had hi^ eoloration qpaad, and 
formed 1 ight-reaiatant inagaa. 
118994-76-6 118994-77-7 
BL: USES (Vaaa) 

(recording natariala eantaining) 
118994-7C-6 CAPUTS 

^iro(lH-3.1.3>banseCliiadiaaina-4(3H),9<-(9B]xant2ianal -3-earba>grlic aeid, 
3',C'-dib»tai7-, vatfayl aatar, a,3-di<sd<b (9CI) (CA IBDSX IONS) 




110994-77-7 CAPUTS 

Spiro[lH-a,l,3-benzochiadiasina-4(3B),9>-C»Blxantlw&a] -S-earboiqrlic aoid, 
3< ,C<-dibataagr-* 1 , 1 -dinathy latliyl eater, a,3-dioKida {9CI) (CA IVDZK 
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DOClMaiT NUMBSS: 
TITLE: 



AUTHOR (S) : 
CCBPGBATE SOURCE: 



CAPUTS CaPmiOHT aOOS ACS on SIN 
1989:33899 CAPLVS 
110:33099 

An efficient cheoosalectiva synthagia of nitrilaa fron 
primary amides 

Claremca, David A. » Phillips, Brian T. 
Msrcdc Sharp Dohma Res. LUb., West Point, PA, 19486, 
USA 

Tetrahedron lactars (1988), 39(10), 3155-8 

CODEU: TELBAYt ISSN: 0040-4039 
Journal 
English 

CASREACT 110:33099 
isalaetiva vathed for cha prsparaeien of nicrilaa from primary 
anidaa ia daaoribad abioh utilicaa MaOaCV-S03IT4lt3 (Burgaaa reagent) aa 
the dehydrating reagent. Aaidaa dehydrated include uavinolin amide, 
cerulenin, aiui nicotinamide. 
29684-56-8 

RL: ROT (Reaotanc) i RACT (Seactanc or reagent) 

(dehydration by, of primary .amides to nitriles) 
39604-56-0 CAPUTS 

Ethaaaatinium, H, V-diathyl -N- ( [ (mathoxycazfocnyl )amino] sul fea^l] -, inner 
salt (OCX) (CA IBDEV HKMB) 



DOCIWHIT TYPE: 
LANGUAGE i 
OTHER SCWRCE(S) : 

I affieiant t 



S J 



OIEES SOURCE (S) ! 



CASREACT 109:170300 



lOsNRlRa 



Additico reaction of HOCEaCBSR (R - CI, Br) with ClSOaSCO gave 
RCBaCB303CSHS03Cl, lAich reacted with BNRlRa (Rl • B, R3 - Ph, C6a4H03-tt, 
C6B4CK-0, C6E4Ph-p,- CHaPh, CBMaPh, furyl, pioelyl, cyelahasgrl' adanantyl, 
pentyl} Rl - R3 - Ph, Et, CB3CH3Clf Rl - Ph, R3 - Hei Rl . CB3CO£t) to 
give 39-93% RCH3CB303CNHS0aNRlR3 (I). Intranol. cycloeeodansatian of I 
with Et3H gave 60-93% H-sulf atayloecasol idinones II. Ifechylation of I (R - 
d, Rl - H) with CBim gave ClCH3CBa03CmfeS02NBRa (III» R3 ■ CHMePh, 
fuzyl, cyolohaxyl, adamantyl) and ClCH3CBa03Cl»faS0aNMeR3 (ZV| R3 . Ph, 
C6B4IID3-B, C6B4CN-0, CHaKi) . I-IV wara taatad far coioostaclc activity 
against LI310 laulesBia, bat did not Axm any activity. 
116943-S3-4P 116943-95-66 116943-S7>eP 
116943-60-3P 

BL: BAG (Biological activity or af factor, exoapt adverse } » BSU (Biological 
8C\idy', uDolaaaif ied) I SPN (SyntheCic preparatien) i BIOL (Biological 
study) I PREP (Preparation) 

(preparation and anti laukaaio activity of) 
116943-53-4 CAPUTS 

Caibsmlo acid, [ ( (1,1' -biphaxqrH -4-yl«aiao)oulfenyl] a-oUoroathyl i 
(9CI) (CA IBDBir KIMB) 



ff if 



HH-S-KH- C- 0^CH3- CHaCl 



116943-S5-6 CAPUTS 

Cacbanio acid, ( {(S-pyrldinylnathyl) amino) aulfonyU -, 
(9CI) (CA in>By KAMB) 



3-diloroatfayl estar 



L9 
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CAPUTS CCa^-KRIGaT 3005 ACS on SIN 
1900:570380 CAPUTS 
109:170300 

Chlorosulfcnyl isocyanate derivatives; synthesis, 

structure, and biological activity of 

((3-haloathoxy)carbcnyl] sulf amides 

Agoh, Baxnadettai Dawynter, Oeorgesj Moncero, Jean 

Loalsj Laydat, Alaint Imbaoh, Jean Louis 

Lab. Chim. Thar., TJbiv. Abidjan. Abidjan, Cota 

d'lvoiza 

Bulletin ds la Soeiata Chimlqaa da Franca (1987). (5), 
867-73 

OODEirt BSCFASi ISSHt 0037-89(8 
Joamal 



f if 

CB3~lia~^llH—C~"0~CH3""CH3Cl 



116843-57-8 CAPUTS 

Cazbamic acid, [{pantylamlno)sulfcsiyll - 
IHDBX HAHB) 



lathyl i 



s s 



'CH3C1 



11C9O-C0-3 CAPUJ8 
CutMinlo aeid, [ (bia(2-^lan»th7l)«Biiio]sulfaiqr>l *' a>bn 
I9CI) (CA IBDBr KMB) 



CF^s^HB- C- Or-CHa- CHaBr 
CI CHj^CB'j"!^ CHa— CH3CI 



B7708-05-2P 87708-07-4E 87708-21-2? 
ll(943-Se-» 11S943-59-0P 

BL: SPH (Syutheclo prspamcicn) j PBEP (PrepAraciaa) 
(preparation, antileuksaic activity, and iacraiaol 
ruictioai of) 

877OI-05-3 C&PbUS 

Caibnie «eid, ((plieayl«aino)«ulfoaiyl] 3 -brouMChyl «at«r (9CI) 



cycl occndesBat ion 



ClCHa" Ca3~ 0^ C~ MH-jpHPh3 
O 



. 11S943-59-0 CAPUTS 
Cflucfoamlc Mid, ({utliylplieiirlaBlaojanlfoiirl] - 
{CA niDBir HMfS) 



S-cbloroathyl aatar (9CX) 



if n 



Cl CH3*"CH3~ 0~ C~ HH*"S 



116943-52-3P 

BL: SPV (Synthetic pr«para.tiaa) j PBEP (ProparaCiczi) 

(preparation, antileokonio aoclvi^, and nachylaticn of ) 

ll<943'S3-3 CAPUTS 

c&zt>aaio acid, ( I (3-c7«nophaayl)<niao] •ulfoo.yll a-dilovoacliyl < 
(9CI} (CA IKDSr HMB) 



if f 

BrCHa— (^3— O-C— HH~^lIHPll 



BV 87708-07-4 CAPUTS 

CN Ca:dMiBiio acid, ( (diathylaaino) aalfonyl] -, 3-dhloraacfayl eacar {9CI) (CA 
INHBC HAMS) 



if if 

CICH3- Ca3~CnC-lJH-J-KKn3 



SH 87709-31-3 CAPLDS 

CB 7-C0ui-3-thl>-3,4-dia««neaiaBOic acid, C-oxo*, S^cUoreathyl aatar, 
3.3-dlaKida (9CI) (CA IHDQC KBMB) 



If If If 

CI CB3~ CH3- Of-C— HH- jpSB- CH3~ C-OEt 



If r 

-jpHB- C-O- ca3— CHaCl 



aa 



87708-04-18 87708-0C-3S 87708-08-5P 
116943-51-2S 116943-54-5P 11S943-56-7P 
116962-34-6P 

BL: SPH (Synthetic preparatioa) 1 PBSP (Preparation) 

(preparaelGU, a&tllaukanle aocivlty. intrMBol. oyelcceadenaation, and 
aatkqrlation of) 
67708-04-1 CAPUTS 

Cacbanio aoid, ((pih«xqrlamino)aulfosiyl} -, 3 -cUoroachyl aacar (9CI) (CA 



CI CH3~ CH3~0~ C- HH-S-HHPli 



8770 B- OS -3 CAPLUS 

Cazbamic acid, ( [ (phenylve thyl } anino] aul f onyl] • 
(CA IBDEX KAMB) 



3-ehloroethyl eacar {9CI} 



BN 116943-50-9 CAPUTS 

CS Caxbamio acid, ((dipfaaiiylamliio)aulfcaayl] 3'>cbloroetbyl aatar (9CI) (CA 
IHDEX iOMB) 



If if 



ci CHs— CH3— cr~cr~HH— s— HH— CH3— Ph 



SN 07708-00-S CAPLtTS 

CH Caxbaaio acid, [ (eyclaha3cyl«mino)aulfooyl] -, 3-oUoroatliyl 
{CA IMDE^ HAME) 



~ j^BH~ C~ CT" CB3~CHaCl 



116943-51-3 CAPLOS 

Cazfoanio aei d, ( [ { 3 •ni trqpbanyl ) amino] aalf cnyl ] - 
{9CI) (CA INDE9f lUMB} 



a-eihloroatlrrl aatar 



if I 



AirSffEB 243 07 316 CAPUTS COPYSIOHT 3005 ACS en SIN 



AGCESSICH KQKBSB: 
DOCIMBT 

Tins I 

AUIBOS{S) I 
CCKPOSATK : 
SOOSCB: 

DOCmaiT TYPE: 

LAlfQUAGE: 

OTBiS SOUKCE(S) i 



1908:167700 CAPUTS 
108:167700 

Stereoepeclf ic ayntheais of cia-pyrechroida uaing a 
oarbaniooiio synthon.. II. Acceaa to oia-<fliryantha n io 
and cia-pyrethxio darivaclvea 

TrancSc-KaumAim., Michel; Kieadh, Micbal) Kaiq)f, Bubert 

Inac. Chin., CNRS, Straaboarg, 47008, FT. 

Tatrohedran (1987), 43(S), 853-8 

CQDEH: TETBABt ISSN: 0040-4030 

Journal 

French 

CASBSACT 108:147700 



HE- S— NT- C— O- CH3- CH3CX 



RN 116943-54-5 CAPLUS 

CN Carbonic acid, [ I (l-phenylethyl}«»ino] sulfonyl] - , 3-chloroethyl eater 
(9C2) (CA IHDQC HAHE) 



iT if ? 

Cl CH3'~ CH3 ~ O" C~1IH~ 1 



BN 116943-56-7 CAPLOS 

CN Cazbaule acid. I (trieyclo|3. 3. 1. 13,7)dee-l-ylaBino)aulfaE7l] - 
3-ahloroatfayl aatar (9CI) (CA XMDElf KAMS) 



CICH3-CH3- 



if If 



BN 116963-34-6 CAPUTS 

CN Cazbamic acid, ( ((a-furuylmetfayl) amino] aalfonyl) 3-cblovoaclqrl 
(9CI) (CA INDEV HAME) 



CH3K I Ma03Cr ^CHsB u 



lha {bocolyaia of a aariaa of pyvazolaa Z [B • Ao, CH(0B)CO3Ec, 
C(OB)HaCOaHe) , obtained fren a oonneai eazbanimie pracuraor laada to 
cyolopropana aatara. 'Bxaaa vara hydroganatad to oia-diaubatitutad 

cyoloprc^panaa II wMoh are direct preouraors of eihxyaanthamaCaa, 

pytethroid eaters and analogoaa halopyre thiol da. 

29684-56-8 

BL: KCT (Beactant) f BACT (Baaotant or reascnt) 

(dehydratiooi by, of oycloprcpylhydroKypropanoaca) 
39684-56 -0 CAPLTTS 

Ethanaminiim, N, N-dlatfayl -H- ( ( (ttathoxyeaxbonyl ) amino] aal foayl] - , innei 
salt (OCI) (CA txaax NAME) 



i .1? 

r 



L9 ANSRQt 344 07 316 CAPUTS COPYBIGHT 3005 ACS <n SIN 
ACCESS I OBrmMBBBt 1988 :31390 CAPLUS 

DOCXMQIT NQMBS I 108:31399 

TITLE: Stereoee leet Ive olefin fozoaticn from cha dehydraticn 

of 1 - (p-alkoxypbnyl ) •! , a-diphanyl -1 -batanel a. 
j^lication to tha aynthaaia of tameodfan 

AinH(»(S}t MoCagae, Bayvond 



DBCEt Cancer Se«. Cox^iga Lob., Inat. CaaearSas., 

Suttan/Surrcy, SIO SPX, VS. 

JoarnAl of cha Cbeiaic&l Sociacy, Paxkin Traaaaotloos 
1: Organic and Bio- Organic Chemiatxy (1973*1999} 
(1987), <5), 1011-lS 
OODEVt JCPBB4I ISSH: 0300*933^ 
■BIT TTPBt JdoxBAl 
naXt Bi9lish 
L SOOKCE(S}: C&SaElLCT 100:31399 

Acid catalyzed dehydration of either diaatereoiaoaer of a 
l-{p-«.l)ccoiypbezi7l} -1,3-diphenylbutan-l-ol glvea mainly the (Z> iaocaer of 
the bttC-l-ene via e coanaa corbeniua ten intermediate that was regenerated 
by protonatica of Che (Z) - or (S) -batena vith f Iwrosnlf onie acid. Highly 
■tarwiMlaeeiv* ayn allttinationa were achieved by treacmant of tbm 
feutan-l-ola with baa* and cazfoon diaulficfe, but dehydrMions naing 
V, N,N> trie tliylamoBiio-H*-aethoxycaxb«nyl sal famidate praeaedad uainly via a 
caxfcenittn icra. Aapaeta of the atareoaalectivity of tha raaetiona ant 
dlacuaaed. The vathoda wexs ^liad for •tamoaalaotive aynthaaaB of tha 
anti -cancer drag tataoKifen. 
29664-56-8 

RL: SCT (Kaaetaac) $ KACT (Seaecant or reagent) 

(delqrdratien by, of (ethoxypbanyDdipheiiylbatanol) 
a9684-5fi-B CAPUTS 

Eth a nami nim, H,H-diattayl-N- ( [ fBathoxyeazbcxiyDaBiiio] sulfonyl) inner 
aalc <9CI) {C& INDEX HUfB) 



JUrarat 245 07 31C CJkPXJJS COratiaHT 300S ACS ( 



ACCESSION HWBER: 
DOOMBIT HDMBBt: 
TITLE > 



AOTBCa(S) t 
COBPOKATE SCnKCB: 



SOCVKEHT TYPE: 

UHGOBGE: 

OTHER SOQ(RCB(S) i 



19a7t594334 CAPLDS 
107:134334 

Functional i zed 1 ,3-diaxetaiie8 as pocential 
pbocogenotmic agents: 1, 2-diaKetanea with 
elcctrophilic cheaical handles for fimctionalis&tioa 
with pvotio suolacfliilaa 

Adamf Waldanari F^i^Sr Xainarf Xlrdigaaanerf Vaa 
Inat. Org, Chan, t t&iiv. Vaardlnirg, Wnarzbax^gt D-6700f 
Fed. Rep, Ger. 

Cheniaehe BeridlCa (1987), 130(9), 15S5-71 

CQDEH: CHBEAMt ISSH: 0009-3940 

Journal 

CASREACT 107:134334 



CEsOaCBHSOsRl 



Sleccroidiilieally aobatituted dicKatanea I (R - CI) and II (Rl - CI) 
uaad aa anbatratea for the fvnotlcouilisatica of protic nuoleophilea. 



Ttmm, I (R ■ CI) waa treated with MeOH, lanryl ale, choleaterol , . PbCH, 
and ^SB to give I (R - CMe, lanzyloxy, eholeat-4*ca-3>yloxy, PhO, and 
PbS, rasp.). I (R - 01) f\inctiona.liE«d aaino aeida and peptidaaf e.g., I 
(R • CI) was treated with H-Gly-OEt, H-Pba-OEC, «Bd B-Pha-Leu-aB to giva I 
(B - oly-OEt, Phe>QSt, and Pha-Lea>aH, raap) . II (Rl ■ CI) «aa traaead 
vith ESSBh to give II (Rl ■ HBPh) . 
109123-79-7P 

RL: SFH (Synthetic praparati cax) f PlEP (Praparation) 

(preparation of) 
109133-79-7 CAPLDS 

Cazbnie aeid. [{pihanylamiaojanlfaa^ll (3.4,4-triuetlqrl-lta-diomtaai-3- 
yDvatfayl ascar (9CI) (CA UDtX HUtS) 



34fi O] 
ACCESSICB SOffiER: 
SOCOfBSIT SDMBBI: 
TITLE: 



AUrED!R(S) : 
CCKPOIATB S0DRC8: 

SCnRCBt 

DOCtMOn VtVBt 

umaosas: 

OTHES SaaRCB(S) ; 



CAPUTS CaPYRIOT 3005 ACS on STV 
1907:45097$ CAPUTS 
107:58976 

Metabolites of l,5-dihydroinidazo(3, 1-b] quinazolin- 

3(3H}-cn«s. Preparatica and-reactiona of ao«M 

1 , 5 -dilqrdro- 3 -taydroKyivldaBO [3 . 1 -b] quinaaol in- 3 ( SB) - 



Stalder, Eanri 

FhAm. Forscbimgsabt . , F. Ebf fmann-Xii 
A. -G., Basel, CH-4003, Switz. 
Helvetica Chimica ActA (1986), 69(8), 
CQDEH: HCACAVt ISSH: 00ie-019)r 
Joamal 



107:58976 



Dilrydroimidazoqainazol inonee I (R - CB, Rl - CI, R3 - Hi R - E, 51 - CI, 
S3 - OH) R - QB, Bl • Cl, SS - 0H| R •> Br, SI • He, B2 • OH) have been 
iaolated as netabolites of Imidazoquinazol incnes XI CB3 • H, B4 » CI, B5 • 
H, R6 - Ha) with pos. ionotrepic activity, II (R3 - Br, R4 - Me, S5, R6 - 
E, Ma), with but little activity aa inhibitors of blood platelet 
aggragaticox. and II (R3, R4 ■ CI, R5, R6 - H) . I were ' prepared atarting 
fron 3,4,G-RlR(03N)C6H3He. Ethers I (R - H, Rl - CI, R3 - OMa, C8t, OPr, 
0(CE3)aC»4e; S - Br, Rl • Me, R3 - CKe, OEt] were weak ionotropica in 
cosiparisaQ to II. 
29684-56-8? 

RL: SPH' (Synthetic preparation) > PBEP (Preparation) 

(Reparation and blood platelet aggregation and inotropio activity of) 
39C84-56-6 CAPLUS 



Ethananiiniim, H, H-di ethyl -H- 
aalt {9CI) (CA IHDEir HAMB) 



[ (nethoxycarbcny 1 ) amino) sal f onyl] - , inner 



I .if 
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ACCESSION NUMBER: 
DOCVM£a]T NUMBBt: 
TITIS: 



OOCXMEHT TTPZi 
LAHOOtAGE: 

FAMILY ACC. KW. COUHT: 
PATEMT INFOHMATIOH: 

PATEHT KO. 



tracers, isonmogena, and antibodlea, and 



1987:113536 CAPUJS 
106:113536 
Etheaoximida \ 

Chair preparation and naa in an « 

flooreacence-polarization i 
Eeinan, Daniel Feulneri Cantararo, Lai 8 A. i Chan, 

Clifford Man 

Abbott Laboratories, USA 
Ear. Pat. Appl., 31 pp. 



Patent 

BDigliah 



KIND ■ DATE 



BP 1999C3 

EP 199963 

R: BE, DE, FR, 

JP 61336799 

<JP 0606263S 
PRIGRITY APPLH. INFO. : 
GI 



19841310 
19911033 



APPLICATION HO. 



BP 1986-103673 



JP 1986-73(44 



US 1985-718(01 



DATE 
19860318 

19660401 
19850401 



Ethosaxinide analogs and derive. I (Rl - H, RZO (R > linking gxaapt Z ■ 
NH, 00. CS, SOS, C:HH, H, NH, H:H, CHSj 0 - poly(amino acid) or dsrivativa. 
in aminn l. active carrier, fluorescein or derivative) » R3 • Me, Et whan Rl ■ 
RZO, or CH3RZ0 when Rl - H (RZO as defined) > R3 - Ha, Bt] ara prt^iarad as 
tracers and insBunogens for uae in f looraaoanoa -polar i sac ion iwnoaoaaaay 
for achosoxiaida. Tha aaaay ia oandnotad by Baasurlng tha dagrea of 
polarisation of plana polarizad ll^t that haa bean paaaad throng a 
aanple containing antiaaram and tracer. 6-Carbajgr<l«ox«*oain was oo\9>lad u 
S-niethyl -S-O-aminopropyl) succinimlde hydrochloride (prepared fron 
5-chloro-3-pentaiume ethylene ketal and di benzyl amine in multiple steps). 
This tracer (0.5-2.0 nM) and ethosuximida antiserum obtained by using I 
(Rl ■ H. R3 ■ aminopropyl, R3 « Me, Q > Iwina serum albumin) aa the 
ivunnegen were uaad in a f luoraaoain-polarixatioB aaaay for athoaaxi«ida 
dstaninacion 

107142-'73-4P 107142-7S-6S 107ia-43-9P 



RL: SPH (Synthetic preparation) > PREP (Prepar&ticn) 

{preparation of, as tracer for ethosuximi de f luorescence-polarizaticn aaaay) 
107142-73-4 CAPUJS 

Cazbamic acid, [ [ ( 3 * , 6 * -dihydroxy- 3 -oxospi ro ( i sobenzof uran-l (3H) , 9 ' - 
[9B]xAntbenJ -6-yl)amino] sulfonyl] -, 3- (3-ethyl -3-^aethyl-2,S-diaxo-l- 
pyrrol idinyl jpropyl aster (901) (CA IBDEV HSME) 




107143-75-6 CAPUJS 

Caxbaaic aci d, ( [ ( 3 ■ , 6 ' -dlhydraxy- 3 -oxospi ro [i sobenzofuran-l ( 3H] , 9 ' ' 
[9H]xanthan] -6 -yl) amine} aulf onyl] 3- (3-methyl-3,S-diaxo-3- 
pyzrolidinyl)pr□pyl aatar (9CJ) (CA IHDElf NBME) 





107163-43-9 CAPLDS 

Cazbamio acid, ( {(3' .6 ■ -dilg^droKy-3-oocoapiro[iacAtenzofaran-l (3H) ,9< - 
[9Hlxanthen] -(-yDanino) aalfcxiyl) 3- {3-ethyl-3-netbyl-a,5-dioKo-l- 
Fyrrolidinyl}achyl eater (9CI) (CA IiQ>Bf lOKE) 



Et O, 



I? f 

CH2 " CHj — 0^ C— NH— HE- 
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ACCESSION NTMBER: 
O0C1MB 
TITLES 



IHVQITOR(S) t 
PATBIT ASSIGNEE (S) : 



1987:25685 CAPLUS 
106:35685 

Photographic photosenaitiva unite containing < 

<fye- forming coii3>oiind8 

FUjita, Shinsakui Barada, Tooru 

Fuji Photo Film Co., Ltd., J^>an 

Jgn. Xflkai Toklcyo Xoho, 33 pp. 



FJMILY aCC. BCH. OOaVTi 
PATXVT ZBPQBiaTXQIli 



JP C112B349 
PBICBITT JPFUr. IBTO. t 



APPUC&TICU BO. 



JP 1984-350770 
J» I9M-a50770 




fhecog. phoeoSMUlClva nniu having ^1 photoaenaitiva Ag 
nlt-ccntAining la7«r(«} axv dB*erib«d which conCAin uagenca 
d/a-fomlng eoqxlla) . I (B - H. halo, milfaaayl. alVylaulfoiyl , COSH. 
Fbenoocycarbonyl , aUcoKycarbanyl , carbaiKTyl) Rl > E, halo, alkyl, alkoocyi 
Ba - H, halo, alkyl, CN, CF3, f luoroaulf cayl , halo, •ulfamcyl, 
alkylaulfonyl, COaH, phenoxycazbcDyl , alkoxycaxbcnyl , cazbamoylt R3, S4 • 
B, alkali &5 m alkyl, phenyli R6 - gvcnp which tuOcea dif fuaibilicy of 
diffareut frcn chac of Che dya foraad by dBvalcpoanCt Z - SOa, COi Zl - 
alkylena, ptxtafloMt Z2 » O, NR7f B7 - E, alkyl; o, m - 0, 1). A color 
diffuaion-branafcr photog. jdiocaaenaiciva unit was praparad by uaiag II i 
layer adjacent to an internal latent inaga type graen-aensitive AgBr 
eaulaicn layer. The pbotoaenaitive unita waa imagavisa ciqpoaad, and 
proceaaed to give bi^ quality magenta inagea with good aoeeaa tine. 
105923-92-0 105923-93-1 10S923-94-2 
105923-99-3 105923-96-4 105923-97-5 

105923- 98-6 105923-99--} 105924-00-3 

105924- 01-4 105924-02-5 105924-03-6 
105924-04-7 105924-05-8 105924-06-9 
RL: USES (Uaea) 

(nagenta (fya, abaozption nftxivmm wavelength and half width of, ooler 
dif fuaicD'txanafer photog. iuage quality in relation to) 
105933-92-0 CAPIJVS 

Cazbaaie acid, [ { (0- I (3- (aainomlfoayl) -4- (4ntoxTiiolinrllpih«irl] aso] -C- 
[(bia(l-nethylabhyl)anino] anlfonyl] •5-hydrcK7-l- 

nafhthalenyljaninolaulfooyl} methyl eater (9CI) (CA IHDBT KBMS) 




105933-93-1 CAPLDS 

Cazfoamie acid, ( [[0^13- («ninomlfaorl) -4- (a-vwthcoqrethaiqrlFheiiylJazol -« 
[(taiatl-veEh7leclqrl)«mi&o)salfaDrl] • 5 -hydroxy- 1* 

najiithalenyllaadnolaiilfcaiTl] methyl ester (9CI) (CA IHDEST HAMB] 




105933-94-2 CAPIXTS 

Cazttamic acid, ( [ [0- { [3- (aiainosulfcnyl) -4- (3-ttatha9eyathaxy)phat)7l]azo] •« 
((biad-methylecl^l) amino] sulfonyl] -5-hydroRy-l- 

naphtbalenyl] amino] aulfooyl] -, ethyl eater (9CI) (CA XNDEy NAMEI 




RN 105923-95-3 CAPUTS RN 105933-97-5 CAPLCJS 

CN Caxbamic acid, { [ [0- ( [3- (aminoaulfcnyl) -4- (3-methoxyethojgr)phenyl] azo] -C - CIT Caztoeaio acid, ( ( [0- ([3- (aminoaulfcnyl) -4- (a-uethoxyathoxyjphei^l] azo] •« 
((biad-wchylathyl) amino] aalfcnyll -S-hydroty-l- ((biad-mathylathgrDanlnol attlfcnyl] -5-faydrcKy-l- 

nai«ithal«nyl)amino]>nlfaiiyl]-, prqpyl aster (9CI) (CA IHDBC HAHE] naphthaleayl] amino] sol f onyl] batyl aster (9CI) (CA JBDEir HAKE) 




RN 105923-96-4 CA7UDS EH 105933*98*C CAPUTS 

Ctf Cazbaaic acid, { (te- ((3- (aainosalfonyl) -4- (3-aathaxy«choKy}|>hBiqrl)«8e] CV Cazbanio acid. [ ([0- ([3- («Bloo«ilfaiyl)<4> (a<mathnqr«thaicy)ptaa]7l]aso] -4 
( [bia(l-neehylstl7l) amino] sulfcnyl) -S-faydroKy-l- [[bia(l-nathy2«tlqrl)nino) aulfcnyl) •S^hydrcRy-l- 

naphchalaayl] amino] aul fonrH 1 •matlqrl'thyl aster (OCI) (CA INDSY NAME) naphthalanyll amino] sulf any 1] hexyl asear'OCZ) (CA IBDmr KAME) 




SH 105933 -99 -7 CAPLUS 

CV Cubomie acid, { [[•- (O- (aminoculfonyl) -4- (2-tt*ch(»7atheo7)plwB7l]«so] 
{ [bi ■ ( 1 -M tli7l atl^ 1 ) attino] mal f myl ] - S -hjrdrcKf - 1 - 

xiaphchAlfln7l]«miBo]mlfagByll eyolohM^l Mtsr (901) {Ck IHDBf UUfS) 



M»0-CHa-CRa" 




105934-00-a CUUD5 

Caxbanio aeid, [ [(8- ([3- (aniaomlfanyl) -4- (3 -«achaagr«thajiy )ph«iirl] asol 
[ (bia(l-nBtliyl«cIqrl)«nino] mlfenyl] -S-hydveety-l- 

xuvhthalayl)aaiiio]mlfaayll -. a -MCh<ugr«e^l «*e«r (9CI) {Ck IBDBX lUME} 



HaB-j 




CHa-CHa-CHe 



If ff 



10S934-01-4 CAPUTS 

Caxb«g»io &cid. [ ( [a- ( (3- (aminosuUcxiyl) -4- (3-a«tha37«tboxy)pbBayl] aso] 
[(blad-aethyl ethyl )«alxio] salfonyl] -5>hydroKy-l- 

iuislithalaiyl]«nine]aulfaiyl] -« a-«tbaKy«chyl aatcr (9CI) (C& IXOOX lOMBl 



CHa ~CHa' OHa 




^ CH3"~CH3'~OEt 



105924-03-5 ' CAPUTS 

C&rbamio acid. ( ( (8- ( (3- (auinoaulf cnyl ) -4 - (3 -metbm7athDKy)F'i«Vl) ~<~ 
I [biad-nechylathyl) amino] aalfciiyll -5-l]ydroKy-l• 
&^thalanyl]amlIlo] ■ulfonyl] a-prcipoigr*cl7l aacar (9CI) (CA IHDEir lOHE} 




FT 



O—CHa- CHa— OP r-n 



105924-O3-4 CAPUTS 

Cazbaaie aeid^ [ [ (6- { (3- (aminoaulfcnyl) -4- (a-TaacboxyaUioxy)phanyl] azo] 
((bla(l-nathylac^l}anlno] aulfonyll -5-lqrdreKy-l- 

paphehalnyllaminolaulfonyll 3-(l-iMChylathaaqr)*^7l aatar (9CI) (CA 
ZNDBX NAME) 




CHa" sa"^a 



IT f 



' 1^ HH— O^CHa" CHa~ 



105934-04-7 CAPUTS 

Cazbaaic aoid, [ [ (S- ( [3- (a&inosulf onyl ) -4 - (3-nechaxy«chax7)pb«tiiyl} azo) -6 • 
({blB(l-w<ithylothyl)«ainoJ aulfonyll -5-hydroxy-l- 

napbthalanyllaminolaulfooiyl] a-butcocyathyl ascar (9CI) (CA INDEX NAME) 



CHa—CHa—CKa 




or- CHa —CHa ~ OBu-n 



105934 -05-a CAPUTS 

Cazbaoftio acid, ( [{0- ( [3- (amiaosulfouyl) -4- (a-mathcu^atboxyjphanyDaao] -6- 
{(bia(l-wthylat±yl)aBino] nilfcxiyl] -S-lqrdrcBcy-1- 

narhchalenyll amino) nlfcpyll 3- (haxyloxylathyl aatar {9CI) (CA IHIISIC 
HAKE) 




CHa~CHa~CMa 



IT S 

-^l-NH-jpO-CHa— CH3-0-<CHa)5~M« 



1059a4-0«-9 CAPUTS 

Carbanlo aoid, I ( (6- [ (3- (amixiosulfonyl) -4- (a-ttath(wyathcaxy}pheiq'l] azo] -S- 
[(bia(l-iMthylatbyl)amino) sulfcnyl] -S-hydroKy-l- 

n^thal e&yll amino) ml fcnyl) a .phanoxyatfayl aacar (9CI) (CA INDBT HAME 




XT I0S924-08-1P 105924-10-5F 105924-11-6P 
10S924-13-8P 10S924-14-9P 

RL: PREP (Prcparaticsi) 

(preparacioD of, u dif fu*ieo-tr«naf«r oolor pbotog. nagenca dfo-releaaiag 

cccqiound precursor) 
RH 105934-OB-l CAPUTS 

CH CAzbanie aeid, (HS- ((blad-iBAthylACl^DaBiinolcalfGnyl] -S-hydraKy-l- 
DapbchalcajlIaaisolmlfoB^l) wscfayl «*C«r (SCI) (CA INDBT NAKB) 




■N(Pr-i)a 



SH 1059 34-10-5 CAPUTS 

CH BcnzoiesulfaDie acid, 5- [13- ((blad-nachyleclqrDttitio] niXfafiyl] -4-I^draKy- 
8- [( [{MCh.c9q^&rboayl)«aiuo]saIfcnyl]«ttino)-l-naphchAlaiiyl]aso] -2-(a- 
MthmyathaKy) acOModiiim salt (9CI) (CA ZHDET KAMB) 




SH 105934-11-6 CAPUTS 

CH Benzecevalfooiio acid/ S- ( (3- [ [biad-oetliylethyDaBiiio] mlfonyl] -4-li)rdrGKy- 
B- [[[[(3-iajet.ha>i7ethcxii7)carbat7l]amlno] ■alfcpyllaainp] - 1-aa p h thai cnyl law] - 
3-(3-in«thaKyethoxy)- (9CI) (CA IBDEir HAMS) 




If it 



(l-Pr)3N-J 




SS 105934-13-8 CAPUTS 

CH Cazbonle acid, ( ( [6- ((biad-nBChylccliyDmliio] Balfenyl] -a- [(3- 
(chloromlfosiyl) -4-(a>netiiax.yatliai(y}plLenyl)aw) -S-liydraKy-l- 
naphthalenyllaaiiiolmlfciz^l] vachyl eacar (8CI) (CA INDBT HAMS) 



-CHa-CHa-OMe 



(i-PDaH-J 




105934-14-9 CAPUTS 

Carbamic acid, I [[6- [{ljia(l-Toechylathyl)«mliio) aulfcnylj -B- (tS- 
Cahloromlfaoyl) -4-(3-mchaKy»thaKy)phcnyl]azo) -5-hydraKy-l* 
saphthalnyDanlnoJaulfcuqrl] -f 3-vBthraiy«thyl Mt«r (901) (CA INDBT HAMS) 



CHa^CHa^OM* 




(T'CHa"' CHa— CMe 



105923-90-8P 105923>91-9F 10S936-31>0P 
RLs PREP (Preparaticm) 

(preparation of, aa nagenta dya raleaaing oonqpound for photeg. and 

pliotoch«»Ds. phseoMUitiva uaiKs) 
105933 -90-8 CAPUTS 

CaiiMmic acid, { [((- ((bi*(l-iBAth7l«chyl)«ainolnilfcnyl)>8-(0- [([3-(l, 1- 
dlvachyl ethyl) -4 - (heudecylaxy) phenyl] eaioo] sulfeoyl] -4- (3- 
BathootyethoBty) phenyl )a8o] -5-hydrascy-l -naphthalanyllaaino] •ulfonyl] 
iwthyl e«cer (9CI) (CA INDEX lOMB) 




(i-Pr)aH' 



CHa-CHa-CHe 



9 I 



105923-91-9 CAPUTS 

CaitMmic acid, [ [ [(- [ [biBd-nethylethyl) amino} eulfoiyl} -B* {[3- ([ {3- ( [ (5- 
(l,l-dimethylethyl)-4- (hexadecylaxy) -3-hydrQxyphenyl)amlno}aulfonyl) -4-{a- 
tMChoxyethaxy) phenyl] ami no] vulfonyl] -4 - (3-v»Choocy«chcKy)ph«nyl]azo) -5> 
hydroKy-l-naphchalcmyllaBiaolflulfoi^l) mathyl aacar (9CI) (CA lEDSf 



)15-O^^^^OH 



CHa— CHa-OHa 




105936-31-0 CAPUTS 

CaxtMOiic add, ( [ (6- ( {bia(l-iBathylathyl}amino] aulfcnyl] -8- [ [3- [ [ (3- ( I [5- 
(1,1 -dinacfay la thy 1 ) • 4 - (hexadaoy 1 oecy) -3 -hydraxyphanyl ] aai no] aul f any 1 ] •« - ( 3 - 
tta thoxya thoxy) phany 1 ] aniao] aul tcarl ] -4 • ( 3 -aa thCDtya chaxy) pbany 1 ) aso) - 5 • 
tydrcKy-1 -na p *' tha i aPYl}«niao}attlfcBYll 3 •uathnqfathy 1 aaMr (9CI) (CA 



itoO-cHa— CBa' 
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ACCESSICar NIMBER: 

vocamrt bimbes: 

TITLSt 

IHVBROR(S) : 
PATENT ASSI(aCB(S) t 

scn&CEi 

Docwarr typs: 



1986 :609930 CAPU^ 
105:209930 

Chlorosulfcnyl ivocy^eoiAte derivativ** mm MBMrobio 
aoottlerAtom 

Jaedbiner Antheny F. i Glaaer, David M. 
Loctita Corp., USA 
Ear. Pat. ^ppl.* 14 pp. 
COfDEir: EPnCDV 



BiSllah 



PATEin- NO. 



KIND DATE 



EP ie547C 



Al 



19660635 



APPLICATICN NO. 



EP 1985-308606 



US 1984-67S387 
CA 190S-49S667 
AV 1985-50368 
JP 1985-365187 
US 1984-675387 



19851137 



VS 4<33348 A 19861111 

CA 1351894 Al 19890338 

AU 8550368 Al 19860605 

JP 61141776 A3 19860638 

PHICRITY APPLN. INFO. : 
Afi The coapda. K1R3NS03N&COA (A - 0B3. 0QR3, MRlR3i SI - H, orsanic graapi B3, 
S3 > organic graapm) are catalysts for the curing of anaercsbio acrylic 

" adding 1 eqaivalent ClSOSmCO drqpwise Co bensoin in CH3C13 at 



19841137 

19851119 
19B51136 
19851137 
19841137 



iO*, stirring 1.5 h to rooo teti^wratare, adding 1 eqaiv 
(MeC]3Sl(CHa)3HH3 and excess Et3H drcpvise, and stirring 1 h gave 
(HeO)3Si(CBa)3IIHS02BBCOOCH(Ph}COni (I). Polys tliyl ens glycol 
ditMthaozylac* ocacalaing 3% I polymerised co a solid in 30 s'ldicu 

li^t (30 tfR/caS) as a thin fila. 
105329-37-1 105329-39-2 105329-39-3 
105329-40-6 

SL; CAT (Catalyst use) j USES (Uses) 

(catalysts, for anaerobic and photodhem. cros si inking) 
105339-37-1 CAPUra 

9-QKa-3-Chia-3,4-diaza-8-siladacanoic acid, 8, B-dinethoxy-, 
3-aaco-1.2-diibcnylet}grl sster, 3,3-diaxi^ (9CI) (CA ISDSC HAHB) 



r 



105339-38-3 CAPUTS 

CazbsBio acid, ( (nathylphsaylsmi&o) sul f onyl] - 



a-propynyl sster (9CI) (CA 



tff I? 



105339-39-3 CAPUTS 

3-Prapenoic acid, 3-nethyl-, 6,6-dioxido-4-a3co-7-pha!iiyl-: 
diazaoct-l-yl ester (9CI) (CA INDEIT KAME) 



-aiui-C-tJiia-5.7- 



Ite- N- ^NH— c- or- CHa— CBa- ^C— He 



SN 105339-40-6 CAPUTS 

CM 7-ebca-3-thia-3,4-diaaadBc-9-enolc acid, 4- {l,l-diTB«thylethyl) -9-mBthyl -8- 
(KO-, l.l-diuethyl-S-propyiqrl sster, 3,3-diaxide (9CI) (CA INDEX BAMB) 



jyr C— HH— ^N- CH3— CH3— 0- C- C-Ms 
■ C-j:-Me O 
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ACCESSICK NWBER: 1986:553001 CAPUTS 

105:153001 



DOCTMQIT TypB: 
UtNOaAGB: 

omai saaBCE(s) : 



synthesis of dihydro-l,3,3,S-thiatriazole 
1, 1 -dicKides. I 
Kaollmuialler, Max> Kosma, Paul 

Inst. Org. Chen., Tech. Uhiv. Wien, Vienna, A-1060, 
Austria 

Honacabsfce foer Chcmie (1985), 116(10), 1141-51 

CODBNi M0CMB7I ISSN: 0036-9347 

Jemmal 

CASSBACT 105:153001 



CCRPORATft SOOXCEt 



5 ■ -diphosphate glucose derivatives 

Pemandez-Seaa, Pied&d; Gareia-Lopez, Maria Teresa) Oe 

las Eeraa, Federlco O. t San Felix, Ana) Uarcon, 

Balbinoi Carzasco, Luis 

Inst. Oai«. Mad. , Madrid, 38006, Spain 

Bxrppssn Jooxnal of Msdioinal Chsaistry (1986), 31(3), 

245-9 

XSSH: 0333-5334 



llish 



jti-^s^aa 
03 



03 n 



Piy-N 

BtOaCN^^Xp, 
Ph HI 03 



Title thiatriazole dioxides I (S - Ph, SI • B3 - Mei Rl - CH3Ph, S3 - Me, 
H) were prepared by treating Vl-acylsulfsmoylhydrazides with PC15, yielding 
Che corresponding N3-sulfa'moyloaxbohydrazanoyl chlorides which cycHze 
after additicn of KOH or BuLi. Hethylation of I (S > Ph, SI - PhCHS, B3 - E) 
gave I (S3 > Me) and the 3,3-i8omer II (B - Ph, Bl - Me, S3 - FbCB3) in a 
1:1 ratio. Seactica of the nitriliuine FhC. tplbond.N+N-Ph with the 
sul foayl amine 03SiNC03Et gave Che Cecrazine HI and the isonerio 
dihydrothiatriazole l,l-diaxide8 I (K - Bl ■ Ph. B3 ■ COSBC) and IV via 
1,3-dipolar cyoloaddn. reacciosi, while the dihydro-l,a,3,5-chiatriaiela 
1,1-diaxide II (B . B3 - Ph, Bl - H) reacted with C1003Et to yield the 
iscoera I (R ■ SI - Ph, S2 - C02EC) and I (S - S3 - Ph, Rl - COaEt) . 
104637-79-8 

BL: RCT (Beactanc) > SACT (Reactanc or reagent) 

(reaction of, with bensenecarbofaydrazoiicyl chloride) 
104637-79-8 CAPUTS 

Ethanaalniu&, N- ( [ (eehoKycarbaoyl) mino} sulf enyl] -NfH-diethyl - , lydroKids 
(9CI) (CA IBDEir NAME) 



it it 



EtO- C- NH- ^ N+Et 3 



• 00- 
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ACCESSICN NUHBERt 
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TITLB< 



CAPUTS COPYBICm 3005 ACS on STM 
1986:507940 CAPUTS 
105:107940 

Diphosphate uodlfied antiviral analogs of \ 




AB Ihe title cotdpds. were prepared and tested for antiviral activity against 
herpes simplex virus type 1 (HSV-1) infection. The antihezpes activity of 
4 of these ccapds. was analyzed by their protection in HeLa cells against 
the oytcpathic effect induced by KSV-1 replicaticca. I (103977-07-7J 
diowad potent antihezpes activity. Structure -activity relations are 
discussed. 

IT 103977-02-2P 

SL: SCT {Reactant)t SPN (Synthetic prsparati en) 1 PBEP (Prsparation) t BACT 
(Reactanc or reagent) 

(preparation and reaotica with eatraaoetyl- or tetrab«n«fylglueopyranosyl 

bromides) 
SN 103977-03-3 CAPUTS 

CN Uridine, 3* ,3* -0-(l-u»thrleChyllduw)-, 5 ' - [ (aBlnosulfciiyDcartanate] 
(9CI) (CA INDEir KANE) 

Absolute scareoehsmiscry. 




10a977-03-3E 103977-04-4P 

BLt 8PH (Synthetic prsparation) 1 



(Preparation) 



(por^araelen of) 
BB lQ3»77.e3-3 CtfUJS 
CH nridlna, 3 3* -O- (l-Mtfaylcc^Ii^ 
P*D- glQcopTranoayl ) aaiao] ml f nqrH 

iibflolttc* •c«r«oeh«latr7. 



[ ( I (3 . 3 ,4 , < -c«em -O-ws^l • 
Lt«] (9CI) (CA ZBDSX SMB) 




BH 103977-04-4 CAPUTS 

or mridina, 2' . 3' -O-ll-Mthrlacfaylldejw)-. 5' -( ([(a,3,4,&-tatn-0-b«i«>yl> 
P-D-SlueGprraacMyl)«miao]sQlfen7l]e*xbflMe«] (9CI) (CA ISDEX NftMB) 

Abaolttt* •taraoduaiacry. 



o « 
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ACCESSION MUHBE&t 1906:423900 CAPUTS 

DOCTMENT NUMBES: 105:33900 

TITUCs The effecc of fimyl graapm on hcBoocojugafeiop in the 

bicycloO. 3. 11 ooCA-S.S-diaii-a-yl anion. A aarbaa-13 
1MB mvaOy 

B(5} : Chriatlt Monfradi Braecknari Diater 

Xnae. Org. Chan., tbiv. Ihiarsburg, WUercboxg. D-B700, 



Fbd. Bep. Oer. 

Chcsaaehe Bcrichca (1984), 119(C). 

ISSB: 0009-3940 



LAKOOASB: 

oraa soaEcs(s} ■ 

01 



The effecte of 0, at C{3) end 0(4), en the 13C UKEt of ejco-4- 
vaehfi0C]^loycloO.a.l)aota-3, 6-diaie (I) and «xo-6-broao- (IIi B - Br, Bl - 
B) and aBdD-i-MthcDEytrieycloO.3.t.0)oet-3-«aM (IIi B « B, Bl - OMe) 
prorida anridanea for haBecenJngatifn in the Cicla anion (IIIi B - Bl - H) . 
The vide v«rieCloB in Cha 13C ehamioal ahlfca of €(«) end C(7} with 
BohacitacicB of thm allylio wie^ in III (B - Ph, Bl - Ei B . H. Bl - Ph) 
alao acrengly ai^perc the bid>raaoereB. natore of chaaa aniens. The 
prtparacian of ZII (B.Bt > Vh) praenraora, tha taoparatazw dapendenee of tha 
NMB 

of the Li salt of III (B - Fh, Bl - H) but not cha K aalc, end tha HMB of 

tha ^rdroearboa precursors of III ere diseuaaad. 

29e84-5C-8 

BL: PBP (Properties) 

(del^draCing agent, for preparation of phenyl bl eye Icxsct ad iena) 
396B4-56-B CAFLUS 

Ethananini ua, V, tf- di ecfay 1 -H- ( { (nathosgreazbcny 1 ) anino) sul f any 1 ) - , inner 
aalc (9CI) (OA UOfBX lOMB) 



T- 
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COKPQBATB SOUKCB: 
SOOBCE: 



DOCWENT TTPBt 

IJIHO0[AOS( 

OTBD SOaKCB(S} i 



CAPUTS copYsiaar aoos acs on sw 

1985:523047 CAPUTS 
103:123047 

Analoga of uridinediphoaphabchexoaea. A new type of 
protein glyBooylaticm inhibitors that show antiviral 
aocivity 

Cenaraaa, M. J.t Pernandez -Beea, P.| Oarcia-Lopex, M. 

T. > De las Heras, P. O. > Mendaz-Castrilleo, P. P.} 

Alarcon, B.) Carrasco, L. 

Inat. Oila. Med. , Madrid, 28006. Spain 

Btoelaoaidas A naoleotidaa (1985), 4(1-2). 149-51 

OCDEVi VUSWSt ISSH: 0733-8311 

Journal 

Biglish 

CASREACT 103tl23847 



CHaOBl 




AB Analogs of UDP-Glo and UDP-GlcKAc (X» Bl - PhCHa, Bz, Ae, palmitoyl, BSS - 
HeaC, Z - Oj Bl ■ Ae, B33 ■ Me3C, Z ■ NH) were prepared hy reacciom of the 
correspanding gittcopyranoses with C1S03KCO and 3',3'-0- 

Isopropyl ideneuridine in MeCK. Proa I the protecting groups SI - Ac and 

&a3 - Meac were reoisved hf treatment with MeCH-NES and CF3C03H-H20, resp. 

1 inhibited glyeoaylacion of proteins in HSV-1 infected BeLa cells and 

were active against several enveloped viruses. 
IT 9342«-55-2P 

BL: SPN (Synthetic preparation) t PBEP (Preparation) 
(preparation of) 
BN 93436-55 -a CAFLUS 

as a-D-Oloeopyranoae, 3,3,4, 6-tetra)cis-0- (phenyluethyl) 
(attitusulfonyl)carb««ate (9CI) (CA lUDB^ KANE) 

Absolute stereoc3ieaistry. 
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ACCESSION MIMBEB: 
DOCUtEUT NUMBER: 
TITLE: 
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1985:185113 CAPUTS 
103:185113 

Benzothiadiazine derivative 

Eodogaya Chetoioal Co., Ltd., Japan 

Jpn. Sokai Tokkyo Xdho, 4 pp. 

CQDEHt JKKICAF 

Patent 

Japanese 

1 



JP fiO01C988 
PRICKITY APPUr. IBPO. i 



DATE 
19850138 



APPLICATION HO. 



JP 1983-121480 
JP 1983-131480 



Benzothiadiazine I was prepared in 81.6% yield Ivy ehloroeaxbonylacioo of 

3- ieoprapyl-lH-3,1.3-benzothiadiazin-4-(3H) -one 3,3-diaKid0 with C1C030C13 
followad by condensation with 1, 3-diMthyI-4- (3, 4-diehlorQbenzoyl) -5- 
hydreetypyrazole. I ihowed herbicidal activity at 7.S g/are. 
961fi3-57-4P 

BL: BAC (Biologioal activity or effector, except adtrerse}} BSV (Biological 
study, unclassified) i SPH (Synthetic preparation) i BIOL (Biological 
stucfy) I PREP (Preparation) 

(preparation and herbicidal activity of) 
96163-57-4 CAFLUS 

lH-a,l,3-BenBothiadiazine-l-eaxboKylic acid, 3,4-dihydro-3- (1-aethylethyl) - 

4- os(o-, 4-(3,4-dichlorcb«nsoyl)-l,3-diBethyl-lH-pyznsol-5-yl ester, 
3.2-dioKids (9CI) (CA INDZir BBKB) 




L9 ANSnat 355 07 314 CAPUTS COP-XBIOaT 3005 ACS on SIN 
1985:151151 CAPUTS 
103:151151 

TITLBt Sizing of paper with kixtuns of an aniooie siiing 

agent and an catiOBic Stabiliser 
PATmr ASSI0HBB(8)> Ciba-Oeigy A. -O. . Swits. 

Jpa. Kfllcai TcMq^o Xoho, 19 pp. 
CODBN: JSnCAF 
Patent 



FAMILY ACC. IKM. COQHTs 



PATBTT naFOBIttTIOHi 



PATENT BO. 




SATE 


AJrJrlAiC&Tl HVm 




DATE 


JP 59179897 






up 1903-^93399 




19830538 


EP 1237S3 




19841107 


EP 19S3-010315 




19830530 


^P 1337C3 


* 












9B« utr lUSf nt 


^gb*'it' 


L2 BL SB 






JJS 4G37899 


* 


19061309 






19830533 


PI 63018(5 










19830535 






1 98 70327 








PI 72554 












AV 83150 OB 


Al 


19841004 


AU 1983-15008 




19830536 


CA 1311460 


Al 


19860916 


CA 1983-42S997 




1903O53C 


DX 8303381 


A 


19841001 


SK 1983>a381 




19830537 


SD 8301899 


A 


19841001 


BO 1983*1899 




19830537 


HO 1C1C91 


B 


19890(05 








NO 161(91 


C 


19090913 








aa 8302818 


A 


19841113 


BB 1903-381B 




19830537 


ZA 8303859 


A 


19841138 


ZA 1983-3859 




19830537 


ES 533756 


Al 


19860301 


SS 1983-523756 




19830537 


KITY APPLH. 


1170. : 




CH 1983-1757 


A 


19830330 




contaiaiBg tlie react ion 


product of chloroml fenyl 


i«oc]^aiiAte 



a privary or seecndary amine azul{or) a C8-23 alipfaacio ale. csr th« reaction 
product of a diani nodi phenyl di«ulfaaid« Babaticut«d with a haiogeai or CI -4 
alkyl or alkoxy groi^ with a fatty acid halida «nd(or) an allcyl or 
alkenyl iaoeyanata a* an anienlo aiz* and a polyasrlc catloaie agent have 
liqproirwl ■tovage •tabilicy and an uaeful for elaing paper. Tbae# 43.6 
parts dilororalfonyl ieoeyanace ms treated with 81.3 pane occadeoanol 
and 81.0 part* oetadeeyl amine to give 135 parte 

lfe(CH3)l7C03IISS0aKH(CH3)l7Me (I). A pulp elxinY omtalning 0.4% (on aolide 
Might) I and 0.2% polye thyl eniulne »a> atorad 3 «k and passed throng a 
papezmaking machine to give paper vith good sising degree. 
9SS54-23-2 956S4-24-3 »5£S4-27-< 
95654-26-7 95654-30-1 9S6S4-31-2 
BL: USES (Uses) 

(sizing agents, with polyetfaylenlmine, for p^ier) 
95654-23-2 CftPLOS 

Cazbaaic acid, [(heiuulaoylamlnojBtilfcxiyl] - 
INDSSf lOMB} 



, haxadecyl ester (9CZ) (CA 



Ms- (CH2> 15~» 



r f 

T 



MH- Cr 0- (CH2) 1 5 "Me 



95654-24-3 C&PLUS 

Cart>amic acid, [ (ootadecylabiuo) salfonyl] ootadeeyl ester (9CI] (CA 
lUD^X KAME) 



Me- (CH3)l7~BH-S-IIB-C-a- (CHg) 8-CH=CH- (CHa) 7" >te 



W 95(54-38-7 CAPUTS 

CH 3,ll-Dithia-3,4.7,10,12-pentaaxatridec«nedioio acid, 7- 

([[(octadecyloxy}earbasxyl] amino] eulfcnyl]-, dioetadecyl ester, 
3,3,11,11-tetraaxide (9CI] (CA IBDSlf BAKE) 



S I 

ra—CHi—HH—S— MH—C—O^ (CH2) l7~Me 
" f f 

Me- (CHa)i7-0^C-HB-^-ll-CHa-CHa-MH-J-im-C-0r- (CHa)l7-M> 



B» 95654-30-1 CAP1.TO 

CH Ca xto anio acid, ( ((4 -methyl phenyl) amino) sal fonyll oetadeeyl eater (9CI) 
(CA niSBV UME) 



ff , If 

Me- (CHaJi7-0-C-HH-^; 



BH 95654-31-3 CAPLUS 

CH CazlMBiic acid, [ [(4-methylpbenyl)«mino) sulfonyl] 9 -oetadecenyl eater 
(9CI) (CA IHDBir KIME) 



I? I? 

- (CH2) 8-0-C-Hff-jpiJH^^ 



r if 



KH 95654-27-6 CAPL08 

CV Catbamio acid, [(octadecylamino) salfonyl] 9' 



ester (9CI) {CA 



AUTHOB(S) : 
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103:149((( 

Total synthasia of elfamycins; aurodox and 
efrotooycin. 1. Strategy and ccastruction of key 
intermediates 

Dolls, B. E. ( Hicolaou, K. C. 

Dep. Chem. , Uhiv. Pezmsylvania, Philadelphia, PA, 
19104, USA 

Jomxnal of ths AMricen Chemical Society (1985), 



DOCTMOIT TTPBi 

UOniUAOEt 

OTHER SCURCE(S} 1 



107(6), 1691-4 

CODBH: JACSATf ISSN: 0003-7863 

Jonmal 

Bagliah 

, i^2tl*mt 



STB1X:TUBB DIAGKAN too LABQB FCS display - AVAILABLE VIA OUTLINE PRIHT ' 

B The atrategy for the total syncheais of tairo^n (I) «aid efrota^oin I 
and the canatructtem of five key intermediates are deseribed. 

T 29684-56-8 

BL: BCT (Beactant) 1 BACT (Beactant or reagent) 

(\ue of, in eyntheais of elfaaq^cin intaxmadiates) 

N 39(84-56-8 CAPLVS 

H Ethanaainium, H, H-diethyl -V- ( { (methoKyoaxbenyl ) aalnol sul f onyl] - , inn< 
salt (9CX} (CA INDBir NAME) 



cHaoa 

EO^ I 0 



BO 1 OCOMHSO3CH2 



Mao- C-N — |pN+Et3 



ACCESSION NTJKBEB: 
DOCWENT KUMBm: 
TITLE I 



DOCWOrr TYPB: 

LAHOOAOEi 

OTEEK S0DXCS(5) : 



357 OP 316 CAPUTS COp-XBIGBT 3005 ACS 1 



L STN 



1985:34981 CAPLUS 
103:34981 

Qtidlne 5 < -diphoaphate glucose analogs. Inhibitors of 
pnrotein glyeoeylation that ahow antiviral activity 
Camarasa, Maria Joee; raxnandez-Beea, Piedadj 
Oarcia-Lcpes, Maria Ter«aa> De las Hera*, Federioo O. 1 
Mendez-CastrilloBi, Paloma p. > Alarooa. Balbinoi 
Carraaco, Lais 

Inst. Quim. Med., Madrid, Spain 

Joanaal of Medioinal Chanlstiy (1985), 38(1), 40-6 

CODEHt JMCMAKi ISSN: 0033-3623 

Journal 

Xbglish 

' 103:34981 



AB A series of analogs of UDP-glncosa and -glucosanine saa prepared by reaetia 

of a,3,4,6-tetra-0-l>enzyl-, 3. 3, 4, 6-t«tra-0-benzoyl-, 3, 3.4. 6-tetra-O- 
aeetyl-, and 3,3,4,(-tatra-0-palmicoyl- a-D-eil\icapyranoee and 
3*acetamido-l, 3,4, (-tetra-O-acetyl -3-deaxy- a-D-glucopyranoae with 
OCNS03C1 and 3 ' , 3 ' -0-isopropyl ideneuridine followed by removal of 
iaopropylidene and acetyl groups. I (B - PhCH3, Bi) and the corresponding 
daisapropylidenated darivs. showed antiviral activity as dstezninsd by the 
inhibition of the oytopachic effect induced by HSV-1 replication and by 
Che plaque asaay method. I (B - PhCHa) inhibited glycosylatlcm of 
proteins in HSV-1 infected HeLa eel la. 
IT 93426-35-2P 

BL: SPH (Synthetic preparation)) FBBP (Preparation) 
(preparation of) 
. XN 93436-55-3 CAPLUS 
CH a-D-Glueopyranesa, 2,3,4,6-tetrekis-O* (phenylmatljyl) -, 
(aminosulfonyl) carbamate (9CZ) (CA ZBDBir NAME) 

Absolute stereodxenlstry. 



AHSVBt 258 OP 316 CAPUTS COPYBIOHT 3005 ACS CD STN 



ACCESSION HOIBEB: 
OOCWaiT NUMBS ! 
TITLE: 



1984:530335 CAPUTS 
1011130335 

Syntheses with heteroeuaulenes. 4. Beaction of 
ehlorasalfonyl ieocyanate with hindsred phenols 
Bsdayatnllah. Mln Hnguexiy, Jean Claude 
Inst. Topol., Tbiv. Paris VII, Paris, 75005, Pr. 



SOOSCIi Pboafhanw and Solfor cad th* X«l«t«d Blaunt* (1904), 

19(3), l«7-7a 

OODEIli PKEQ)Ff ISSV: 030e-Ct4]r 
DOCtMSrr TYPE: Joun&l 
LAN0016E: Prgn<Ji 

AB Biadered phenol* BOB [B . a,«-B13CfiH3, a,C-M«(MB3C)CCB3, 

2,4,t-ate3C]3CEB3, 4,2, (•Me{Mo3C)3CSH3i Kl - Me, IteO, Mb2CB, HaSC] rwictad 

with ClSOasCO CO fom S03CNHS03C1 (Z), «bicili gave S03CBHa on hydrolyBia. 

teinacitm of I with FbHH3 gAvs &03CllBS03XIHFh. I (B • 3,S-RiaCCH3i Rl . 

Me, M»0, He3CH) taidsrwcnc chttrmolyaia to giw S0SO33100, «bich mi* 

bydrolyzed co givs B0S0aUB3. 
IT 92049-95'lP 92049-96-2C 92049-97-3P 

92049-98-4P 92049-99-SB 920SO-00-SP 

VLi SPV (S|Fathaeio prBpu»cicn} j PBBP (Pz«pu&ci«) 
(prvpu-Ation of) 
BS 93049-95-1 C&PLDS 

CB CutMBie acid, [(idutayl4aiiBo)«nlfan7l) 3* C-dlutt&bylplMayl rnmtmr (SCI) 
(CA IBDBC HUIB] 



Cn"C~l!IH~ 



93049-94-3 CftPLDS 

Cuebanio «oid« [(ph«iQrl(nii>o)ralfaaiyll - 

icx uaaac hikb) 



3 , 4 -dtaacbn jq nfca i yl «se*r (9CI) 




BN 93049-97-3 CAPLUS 

CB Caxbamic &cid, [ (phenylamino) sulfonyl] >, a,fi-bia(l-u8tl]ylethyl)pheigfl 
«atttr (9CI) (CA INDEir NAME) 



II II 
p C— HH-S-M 



BH 93049-98-4 CAPLUS 

CH Carboaic acid, ( (phenyl ani no) •ulfooirl] -, 3.4'biB(l,l-dimaclqrl«diyl)pheigfl 
eater (9CI) (CA IHDEX NAME) 



BH 93049-99-5 CA9L08 

CS Cazbeaio acid, ( (phenylaaioo] aalCcmyl] 3,C-blB(l,l>diMtliyUcb7l) -4- 
MChyliiienyl eater (9CI) (CA tBSXX BAKB) 




an 93050-00 -5 CAPLUS 

CH Cazbanie acid, ( (phanylonino) sal f cayl] • , a.4««-tris(l,l- 
dinechyletliyl) phenyl eater (9CI) (CA IBIIBX HUIB} 




ACCSSSICV HIMBER: 



TITUS: 

ZHV&HTOB(S) : 
PATiHT ASSiaiEB{S) : 



259 OP 314 CAPUTS CQPYBICTT 3005 ACS CD. STH 



Docmart type: 

LAHGUAGE: 

PAMILY ACC. HtM. COUBT: 
PATEHT IHFOBMATICN; 

PATEHT BO. 



1»B4:43B31S CAPLDS 
101 :3Bai6 

Sulfcnyl iaocyanatea 
Reich, Karl 

Teraaon &.u.b.H. , Pted. Bep. Oer. 
Ger. Of fen., 19 pp. 
CODEH: OmtBX 
Patent 



KIND DATE 



DE 3335045 
DE 3335045 
G8 3137405 
G8 3137405 
JP 59000456 
rjS 4517133 
CA 1331534 
FBL 3533311 
IS 3533211 
PKIOKITY APPLB. IBFO. i 



19040333 
19B60717 
19B40411 
190(0500 
19040510 
19050514 
19070513 
19040333 
19060516 



APPUCATIGV HO. 

OE 19B3-333S045 

SB 1983-343B7 

JP 1903-173333 
US 1903-534039 
CA 1903-437150 
PR 1983-15021 



19030922 

19030913 

19030930 
19030930 
19030930 
19030921 



DE 1903-3335045 A 19020933 



AB RSCanco (R . Cl-lO alkyl, Ph, CI -10 alkylpbenyl , Isoeyanaco) were prepared 
Thus, 4-MeC6E4S03Cl, KeSSiHCO, and TiC14 were heated with diatillation of 



Ma3SiCl to give 74% 4-l«9C6H4S03HC0. Alao pr^red were S03(1K:0)3 end 
MeSOaBCO. 
IT 85797-23-SP 

RLi SPN (Synthetic preparaticn) I PBEP (Preparaticsn) 
(prcparaticm of) 
RN 85797-23-5 CAPLUS 

CN 6-Qxa-3-chia-2,4-diazahepc«noio acid, 5-aKo-7-piienyl -, pheiqrlnetlqrl ester, 

3,3-diaxide (9CI} (CA INDEX HAHB} 



Pb- CH2- 0^ C-BB-S- HB- C-O- CBa - Ph 



33671-70-9 CAPLUS 

Cazbaaie acid, sulfonylbis-, dipbenyl ester (9CI) (CA IBDEX NAME) 



I? » I? 

'||~HK~'i 



54477-47-5 CAPLtPS 

6-CDca-3-thia-a,4-diazaootanoio acid, 
(9CI) (CA INDEK HAMB) 



ethyl ester, 3.3-dioKlde 



L9 



AOCESSICir NWBER: 
DOCWEBT HDHBBi 
TITLE: 

iNvarroR(s} t 

PATOnr ASSIGHSB{S) : 
SOURCE: 

D0CIJHE2JT TYPE! 



I 360 OF 316 CAPUTS COPYRIGHT 3005 ACS oo STB 



FAMILY ACC. HIM. COUBT: 
PATOn IHFQBMATIOH: 



PATENT BO. 



1904:140547 CAPUTS 
100:140547 

Anaerobically curable sealant and adhesive coapoaitia 
Reich, Karl 

H. R. Oraee and Co., USA 

U.S., 6 pp. 

CODEH: USXXAM 

Patent 

English 



KIBD DATE 



APPLICATION NO. 



DATE 



19B40131 



19B20915 
19B20915 

Anaerobic aealonca and adhealvea conprising acrylic taanaaers and a redox 
ayatea aa polynerisaticn catalyet are stabilized by aulfoaide derive. Storage 
Btablllty la further li^>roved by addition of phenolic antioxidanta, 
particularly acerically hindered pbenole, without reducing the curing 
rate. Thaa, a stabilizer waa prepared by reaetico of AoOH with aulfuryl 
diiaocyanate. The resultant H,H' -di acetyl aulf amide (I) (29824-66-6) waa 
Incozporatad in an adhesive ccntaining diethylene glycol dliaethacrylate 
(335B-B4-1), acrylic acid 179-10-7], redox system (cuaens hydroperoxide 
(00-l5-9]-N,H<-dlaatbyl-4-toluidine (99-97-0) -sasobarln (01-07-3] ). and 
3,5-di-tert-bucylh7droqainocie [00-5t-4) antioxidanb. Tb* adhesive, aged 
at 00*, had gelation tiae >600 min as caq>ared to 35 mln for a 
siallar adhesive ecbtalning no I. 
ia282-2S-2 22S71>'78-9 SC477-47-5 
SS797-19-9 8S797-20-2 BS797-21-3 
85797-22-4 8S797-23-S 
RL: USES (Uses) 

(atoraga stabilizers, for acrylic monomer-based anaarobio adheslves and 
sealants) 
18303-35-3 CAPLUS 

<-Qxa-3-thia-a,4-dlasabepcanolo aoid, 5-axo-, methyl ester, 3,a-dlaKide 
(9CI) (CA IHDBlf NAME) 



ff » IT 

^ r 



» it f 

S— HH-i 



05797-19-9 
4 -Obca- 3 - this -a , 4 -diaw 
(9CI) (CA IBDEV HAMB] 



olo aoid, 5-axD-, propyl aster, 3, 3 -dioxide 



I? I? 1? 

n-PrO^C^HH" S~HH~ <^OPr-n 



05797-30-3 CAPUTS 

4-0Ka-3-chla-a,4-diasadeoBx>oie aoid, 5- 
(9CI) (CA INDElf HAMB) 



■OXD-, batyl eater, 3,3-diaKide 



it if if 



RH 05797-31-3 CAPUTS 

CH 6 -Qxa- 3 - thia-3 , 4 -dia«aoetanoio acid, 7, 7 -dimethyl -5 -oko-, 

1,1 -dimethyl ethyl eater, 3,3-dioxidB (9CI) (CA INDBlf NAKB) 



RH 05797-33-4 CAPLUS 

CH 4-Qxa-3-thia-a,4-dlaaah<Bptaneie acid, 5-aKO-7,7.dis^snrl-, dlphanylmattyl 
ester, 3, 3 'dioxide (9CI) (CA IHDEX NAKB) 



f f s 



H S i 



85797-33 -5 C&PLDS 

6>aw-3-chiA-a,4-di*calMpeanoie aeid. S-aaco-7>ph«ayl-, 
3,3-dicscidB (9CII (Cft IHDBT BIKE) 



33C71>7S*9 CUUJ5 

CudMnie Mid, mlfonrlbia-. diphoyl MUr (901) <CA ZSDBt 1 



|[ H f 



L9 JOSmX 3C1 OF 31 1 CAPLCTS COPYRKSm 3005 ACS « STV 



ACCESSIOr HTMBER: 
DOCWBIT HUKBIK: 
TITLE: 

IIIVE21TQR{S} : 
VKTim ASSIGNEBCS) : 
SOUKCBi 



CAPLUS 



FJkMILY ACC. mt. OOOOTi 
PATBIT IBPOaMATZOH: 



PATENT HO. 



1984:69336 
100:69336 

Cycoiocicryl ate ajdhsaive ccxqpoaitia 
Seich, KafI » Sieger, Heinx 
TeroMm O.B.b.fi. , Fed. Bcp. Oer. 

a.s.. c FP- 



P&tcnt 



56477-47-5 CAPLTO 

(-Cbui-3-Cbia-3,4-dla.zacx:t«aoie aeid* 
(9CX) (CA INDBT HAKE) 



•thyl •■tcr, 3,3-dleKide 



if II r 



XIXD DATE 



APPU CATION BO. 



95797-19-9 CAPLTO 

6 -OXA- 3- chla -3 . 4 -diazan 

(9CI) (OA XKDBir HIMS} 



oio acid« 5-axo-, propyl eeter, 3, 3 -dioxide 



US 4414347 

EP 106150 
EP 106150 

K: AT. BB. 
JP 59066475 
PXICBITY APPLH. ISPO. : 

AB a-Cyanoaerylata^baMd adbaeive caofaa. 

(H • H, CI -18 hydrocarltsyl 



19031100 
19040435 
19850031 
PK, IT, U 

I 19840414 



U7. UL, SB 
JP 1903-168491 19030914 
US 1983-418496 A 19030915 

eentainlng a •ulfoaide 

CF3. CC13. hydroearliyloxy^) haw 



if If 



good atorage stabilicy wlchoiic inpaired caring rata. 13iua> 14.8 g 
(IICO)as03 [4333-09-0} was addad dvopwiaa to a scirrad •olution of 13 g 
anliydraaa AcGH [64-19-7] in 150 vL C6H6 within 30 nin ac oabicnt teaqiwraeun 

The 

mixtura waa tlua heated to 60* ov«r 3 h. cooledf and worked iip to 
giva 17.0 g (98.8% yield) H.H- -diaeatylaalfanide (t) [39034-66-6}. I 
(100 ppn) w&a added co an Ec 3 -eyanoacrylata [7005-05-0] coapoaiticm 
cen raining 

O.Olt hydroquino&e and 30 ppa. S03. The adbaeive a obtained were thickened 
wicli PmA. After 20 daye of accelerated aging at 50*, tba 
Btabilisad adheaivea exhibited only a minor increaea in viaeoaity. They 
bad ahorc aatting tinaa on various sobacraCaa bafora and after aoeelaratad 

IT ll28l'-25-2 22671-78-9 96477-47-S 
85797-19-9 85797-20-2 89797-21-3 
KL: USES (Usee) 

(etobilizere, for oyanoaoxylate -baaad adiealvaa) 

BN 10203-25-3 CAPLUS 

CN 6-(kca-3-chia-3,4-diazab^aneio acid. 5 -coco-, wtfayl water . 3,3-diaKida 
(9CI) (CA ISDEK KM4E] 



05797-30-3 CAPLUS 
6-CKa-3-thia-3r4-diasadecanole acid, 5 
(9CI) (CA IHDBr lOHE] 



-oxo-, butyl aatar. 3,3-dioKida 



If it 



HH 05797-31-3 CAPUTS 

CH C-Qica-3-ehia-a,4-diasaoetaBoio aoid, 7,7-dlaatl7l-5-aKe-, 
1,1-diMtliylatliyl aatar, 3,3-diaxids (9CI) (CA INDEir HUfB) 



ff I? 



CN 'Cazbanio acid. [ (phenylamino) aulfaqrl) 3-ehloroathyl aatar (9CI) (CA 

tsasse HAMS) 



85797-23-5 
SL: USES (Uaea) 

(afcabillsarSf for cyanoaciylate -baaad adheaivea, preparation of) 
05797-33-5 CAPLUS 

6-Cb(a-3-chia-3,4-diaaaheptanoie acid, 5-aDco-7-iiianyl-, phazQrlmathyl eater, 
3,3-dicKida (9CI) (CA INDEir HBHE) 



I it 

ClCHa" CH3~ O- C- HH- j|— H 



SH 87700-05-3 CAPLUS 

CS Caxbanio acid, [(pbex^laninojanlfanyl} S-browMthyl aatar (9CI) (CA 



it it if 

-CH3- O- C-HH- IP KB- C— O- CH3- Ph 



if if 



BrCHa— CH3— O-C— HH— jpMPh 



i 363 OF 316 
ACCESSICN NWBER: 



CCftPORATE SODRCEi 



OOCIHSJT TYPE: 



OXBS 
01 



CAPUTS COPYSIGHT 3005 ACS cn STN 
1983:594052 CAPLUS 
99 :194B52 

Selective aynthasie of aul f cxiy lureaa and 
eaxboKyanlfaaidea. A novel route to oxazolidinonaa 
Hontaro, Jean Louisf Sawynter, Georgaai Agch, 
Batnadatta; Salaunay, Bazbarai Inbaeh, Jean Louia 
Lab. Chim. Thar., Uiiv. Abidjan, Abidjan. Cota 
d' Ivoi re 

Tetrahednm Lattara (1983), 34(30), 3091-4 

CODEH: TELBAY) ISSN: 0040-4039 

Joutual 

Sbgliah 

CASBSftCT 99 > 194053 



SH 07700-07-4 CAPLUS 

CK Catbouio acid, [(diathylaaino) aalfcnyl) - 
INDBir HAMS) 



3-6hloxoathyl eater (9CI) (CA 



CICH3-CH3- 



If 



BH 07700-31-3 CAPLUS 

CH 7-(aca-3- chia-3 , 4 -diaaianmianpio aoid, t-oxo-, 3-chlereatbyl 1 
3,3-diaKlda (9CI} (CA INDEir lUMB) 



-6' 



if If f 

ClCHa-CHS-O^C-KH-jj-NH-CHa-C-OBt 



Starting with C1503I1C0 3 new eeriea of eulfaaoylcaziiaaatea 

BCB3CH303CHHS031IB1B3 (Ii B - Br, Bl - H, B2 > Ph> B - CI , Bl • H, S3 - Ph, 
PhCE3, Me(CH3)4, oyclohexyl, Bl - B2 a Et) and aulfonytureaa 
C1CH3CH30S0211HCONHB B - Ph, PhCH3, 4-biphenylyl , Mb(CB3)4, 

tetroacetylglucopyranosyl) were prepared t underwent a novel oyclisation i 
the presence of Et31I to qiiant. 2-axasu>lidiaonae III. Tliie la a aew route 
to thaae heterooyolee. 
87708-04-lP B7708-05-2E 87708-07-4P 
87708-21-2P 

BL: SCT (Beaetant) 1 SPN (Synthetic preparaticn) j PBEP (Preparation) 1 BACT 
(Xaaotant ok- reagent) 

(praparation and eyeliMtloa of) 
877O0-O4-1 CAPLUS 



87708-08-3E 87708-08-9B 87708-09-6? 

SL: SPH (Synthetic prepantion) 1 PBEP (Pzaparaticn) 

(preparation of) 
87700-04-3 CAPLUS 

Caxbanlo acid, [ ((phanylnathyDaBlaolaulfaiiyll 3 •ehloroathyl < 
(CA IHDBX HftME) 



ClCHa-CKa- 0- C- HET-S' 



BH 07708-00 >S CAPLUS 

CH Ccucbafldo aeid, ( (oyclahajgrlanino)snlfanyl] -, 3-ehloroatl 



{ck aasEX mm) 



cr 



0-CH3— CHaci 



07708-09 -fi CAPLU5 

CAzbrnio acid, [ (butyl oai&o) •ulftnyll a-chlon 



ttfayl Mt«r <9CI) (CA 



aua^l; Hdoealns mtm dBCcrninad with • aalfcsaxyllldodoeAiaA - «aiiu>flQor«ae« 
oanjugattt «aid antibodj^ bo lidocaln a vith f Inorwsottiioa polar! cacin 
BBammenc. Polarisacioa dsorsasad mith. lidocaln* ooneoitratiaB froa 0 to 

I 

Mg^tL. Prcpna. of other cczijngatas ar« daaeribad aa mil as assay* for 
oaxb«QMi2«plne and pbenobarbltal. 
07178-e4-5» S7178-87-8F 67178-69-0? 

KLt Sm (Synchatie praparaelon) j PBEP (Pnpumticn) 

(preparacion of, for fluoraacenee polarisation inmmoasaay) 
fl7170-84-5 CAPUTS 

C&rbsmic acid, ( [13* ,6" -dihydro«y-3-ajio»piPo[ia^»nzofur«n-l (3H) #9'- 

t9B] xanthen} -S (or C) -yl] ai&ixio] valfonyl] 1- [ [ (1 -mftChylaChynsmiaolvathyl) - 

a-(l-n^U>Alenyloxy)«chyl aatar (9CI) (CA XSOBY BAKB) 



n-BullH-S-SH-C-O^CHa-CHaCl 



L9 AllSVSt a S3 OP 31 C CAPLXTS COFSRIGST 2005 ACS Cb S1H 



AOC£SSICn HVKBEB: 
DOCIMEZrr SUMBES: 
TITLE: 



PATEST ASSIGHBBCS): 



1983:554912 CAPLDS 
99:lS4eia 

FluorBseoin darivativas and f liioraacflneo polarisatioa 
ly Mtheds 
aiao BtMi Jaffrayi Stroi;^. 
Jolley, Michaal Enast 
AbfcoCC Laboratorlaa, USA 
Ger. Of fen. . 53 pp. 
(XOJWi GffXXBX 
Patant 



St«iita«i 



FAMILY ACC. KIM. COWT 
PATBIT IHFOBMATICaT: 

PATEBT HO. 

DE 3345954 
DB 3345854 
CA 1348066 
GB 3111491 
G8 3111491 
AU 8390880 
AU 558800 
FB 3518096 
FS 35ie09S 
BE 895300 
JP 58113189 
OS 4585863 
US 4953S91 
US 5391740 
PXICBITY APPLN. INFO. s 



XXBD DATE 



Al 
Bl 



19830633 
19961114 
19890103 
19830706 
19850831 
19830616 
19870313 
19830617 
19851306 
19830609 
19830705 
19860439 
19900838 
19950331 



APPUCATIGB HO. 



SE 1983-3345854 



CA 1983-416033 
GB 1983-33403 



AU 1983-90880 



FB 1903-30591 



BE 1983-309695 
JP 1983-314749 
US 1984-57794 6 
US 1990-466557 
US 1993-44937 
US 1981-339975 
US 1984-57794 6 
US 1986-838315 
US 1987-58638 
US 1990-465530 
Aminof luorescein deriva. are described as reagents for 1 
blol. fluids such as serum, plasioa, cerebrospinal fluid, 
and urina. The citla nathod oonbinaa cha spaeifioicy of 
the wpmmd. and auitabilicy of tha f luere«m)sa polarisacit 



19031119 
19831133 



19831308 

19831309 
19831309 
19840308 
19900117 
19930408 
A 19811311 
A3 -19840208 
Bl 19860310 
33 19870603 
Bl 19900117 
igaad da ens. in 
amniotic fluid, 
inaunoasaoya with 
on vsched. For 




-HH— C— j> 

cHa— CH— CHa— 




87178-87-8 CAPLUS 

CaiiMBoic acid, [ [ (3' ,6 ' -dihydraKy-3-cKospiro(isabenzofuran-l (3E) ,9 ' - 
(9E]xanch«n] -5 {or 6) -yl] anino] mlfonyl] 3- ((dichloroaeetyl) amino] -3- 
-(4-&icrciihcnyl)prafyl aater {9CIt (CA INDEX HAKE) 




it 

T" 



-NH-S-NH-Dl 



PATENT INFOBMAIION: 
PATENT NO. 

OB 3343533 

BE 095168 

NL 0304635 

AU 0391055 

rSL 3517675 

GB 3110609 

BS 517057 

DX 0305361 

JP 58103371 

BB 0307015 

SO 30070 
PRIOftlTY aVUt. INFO. 1 
OTBBt SOtlSCE{S} : 
01 



KIND DATE 



19830609 
19830530 
19030701 
19030609 
19030610 
19030633 
19040116 
19830604 
19830630 
19831011 
19040430 



APPLICATICH NO. 



DATE 



DE 1903- 
BE. 1983- 
NL 1983 < 
AU 1903- 
FS 1903- 
GB 1902- 
ES 1903- 
DK 1983- 
JP 1983- 
BS 1983- 
HU 1983- 
GB 1901- 



3343533 
10658 
4635 
91055 
30158 
'34330 
517857 
5361 
312576 
•7015 
3883 
36459 



CASREACT 99:105388 



19831135 
19031139 
19031130 
19031301 
19831301 
19021301 
19831301 
19831303 
19831303 
19831203 
19831303 
19811303 



07178-89 •O CAPLUS 

Cinchanan - 9 - ol , 6' -nathoxy-' ( [ [3* , 6 ' -dibydroxy-3-OKoapiro [iaobenssofuron- 
l(3H),9'-(9H]xanthen]-5(or 6)-yl]«mino]«ulfooyl]caibamate (awtar) (9CII 
(CA INDEX NAME) 



s'soaHHCOHa.^H^^a 

K^N 




CH— CH3 



L9 AHSWra 364 OF 316 CAPLOS C<VnitaHT 3005 ACS cn SIN 
1983:505288 CAPUCI8 
90:10S2B8 

Salfonamidas and chair 'uaa aa hextoleidaa 

Tniabt Werner 

Saudos -Patent •O.B.b.H., Fad. Sap. Oar. 

Oer. Of fen., 37 pp. 
CODEH: amiCBX 

Patant * 



TITLE I 

INVBITOB(S) i 
PATBIT ASSIGNEB(S) : 
SOURCE: 

DOCUiarT TYPE: 



BR1NS03NB3S3 (1} B, Kl • E, cyono, alkcxycarbaoyl. (nn) aubstituced alkyl, 
alkesyl, alkynyl, cyoloalkyl, Fhi SBIN - saturated hetarocyclyl; B3 - CONR4&5 
K3 - H, alkyli KSRS - C(ZS6)NR4SS) B4 - subatitutad pyrlttidinyl. 
trlazinyl, B5, K6 - H, alkyl t Z - 0, S] were prepared Thua, 
3-a>iiino-4-tiiethaxy-6-nathyl-l,3,5-criazine was candenaad with ClSOaNCO to 
givw II (H7 - CI), which waa treated with EtaUB to giva II (K7 - Bt3N) . I 
are hexbicidas (no data) . 
86e65-50-lP 

BL: SPN (Synchatlo praparatico) I PSEP (Preparatian) 

(pr^paratloBi of) 
B60iS-50-l CAFLUS 

Cazbaaio aeid. [ [[ [(4-MthQxy-6-uathyl -l,^,5-eriasin-2- 
yl)amlno]oarbaaqrl)amino] aalfoayl) athyl aacar (9CI) (CA INDEX NAME) 



ff ff ff 

|-NH-C-N^ll^M. 



AHSVm 3iS OF 316 




FAMILY ACC. HtM. COUHTi 1 



X(S}t 
PATENT ASSIGNEE (S)t 



CAPUJS CGPYRIGBT 3005 ACS on SIN 
1983:199380 CAPLUS 
90 :1993e0 

Uaa of sulfauide darivativaa for atabiliaing 
ooBcaoaiciona containing nnaatnmtad caxbcax 
Baieh, Karl 

TaroBca O.n.b.R. , Fad. Sap. Oar. • 



DOCXMQIT TYPE: 

FAMILY ACC. Vm. OOUHTt 



0»T. Of fen., as pp. 
Patent 



PATBVr SD. 



niD DATS 



AP7LXCATX0V BD. 



DE 313730« 
DE 3137306 
EP 75330 
EP 75330 

S: AT, BB. 
AT 7797 
JP 58074770 
PBIOBITY APPUr. IHPO. 



EP 198a-10»410 



19S30911 



19B30911 
19030917 
19010917 
19030911 



1 19030334 OE 19B1-313730C 19810917 
3 19050307 
1 19830330 
1 19840COC 

« n, m, IT, U. U7, NL. SB 

19840S15 • AT 1983-100410 
a 19830506 JP 1983-K1086 
SB 1901-313730S 
EP 1903-100410 

AB Sulfanido derive. {ROOSH)3S03 and {E03CS1H) 3S03 (B - H, alkyl, , 

benzyl, F3C, Ph, etc.) an uaed with pOienolic aatiaxidante to inhibit the 
premature earing of anaerctoio adbesivea containing polyaeriaable 
(math) acxylate oounara and a redox eatalyate. The ■olfanida derive, are 
prepared Irea. OC1I5031ICO [4333-09-0] and alee, or eazbcscylio aoida. Thne. 
nixcure of diethylcne glycol dinethylate 95, aerylio aoid 1, 809 ciimene 
hydropercocida 3, p-MeC6H4H>te3 1, eaccbarln 1, {PhCH303CSH) 3S03 (I) [ 
85797-23-5] 1, and 3,S-di-tert-batylhydroqainaae [80-58-4] 3 
parte cured anaerobioally daxlng 4-5 min (before or after aging at 
SO* for a4 h). The imeared mixture did not gel daring >(00 uin at 
80* daring etovage in the preaence of O. An uneored Kixtnte ccntaining 
no I galled «ftxring 35 «in at 80* in the preecaee of O. 

IT 18282-25-2P 56477-47-SS «S7»7-19-9P 
BL: PE^ (Preparation) 

(preparation and atabilisation of anaerebie adheeive by) 

BH 18383-35-3 CAPLUS 

CH C-Qxa-3-thia-3,4-diaMhepeanoic aeid, 5-cbco-, wchyl eeter, 3,3-dioKide 
(9CI) (CA IBDEX KMS) 



r 



54477-47 -S CAPLUS 

4-Cbui-3*thia-3,4-diazaoctanoie aoid. 
{9CI) (CA INDEX NAME) 



5-axo-, ethyl eater, 3,3-dioKidA 



85797-19 -9 CAPLUS 
«-Qxa- 3 - thia-3 , 4 -dia» 
(9CI) (CA INDBf NAME] 



propyl eeter, 3, 3 -dioxide 



s s s 

n-PrO-C— HH-^BB~<r-aPr-n 



22671-78-9E 85797-20-2S 85797-21-3P 

05797-22-49 

KL: PBEP (Preparation) 

(preparatioo and ecabilisatieu of anaarabio adhaaivea by) 
33t71-78-9 CAPLOS 

Cazbanio acid, eulfoaylbia-. dijibex^l eeter (9CI) (CA IBDBC 



il S If 



8579 7- ao -3 CAPLDS 
S-Qxa-3-thia>3,4-dia! 
(9CI) (CA IHDEX NAME) 



.sadeeanoic acid, 5-axo-, butyl eater, 3,3-dieKida 



I? if 



85797-ai-3 CAFLOS 

C-Qxa-3-thia-a,4-dlaaaootanoia acid, 7,7-dittatlqrl-5-4 
1, 1 -dine thy 1 ethyl eater, 3,3-diaxidB (901) (CA IHSB] 



il I? if 

t-BuO— C— NH-^HH- C-OBu - 1 



85797-33-4 CAPLUS 

6-Qxa-3-thia«a,4-diazahaptanole acid, S-aKO-7, 7- di phenyl-, diphMoylmetl^l 
eeter, 3,3-dioxl«te (9CI) (CA ZitDBX HAKE) 



if if 



PI13CH — <y~C— NH~S~HH~C~0~CHPha 



85797-23-5P 

BL: PBEP (Preparation] 

(preparation and atabilizer of anaerobio adheeive by) 
85797-33-5 CAPLUS 

fi-Qxa-3-thia-3,4-dia8a}wptanoio aeid, 5-axo-7-phenyl-, phenylnetliyl eeter. 



3,3-diaicida (9CI) (CA INDBr NAME) 



it if if 



Ph- CHa~ 0~C— MH-S— HH- C— O— CHa" 



ACCSSSJCH 
DOCIMI 
TITUI 



CCSEtPQBATE ! 
SOUHCE: 



366 or 316 CAPLUS COPYBIGHT 3005 ACS on STK 
19B3!406700 CAPLUS 
97!6700 

Bing ccatraetion of oleandxoae on Che naerolide 
antibiotic oleandooTcin with 

{ (nethaxyearbanyl) aolf anoyll CriethylamDoniuB hydroxide 
inner ealt 

Nagel, Arthur A. 1 SiBrino, Joeeph) Vincent, Lawrence 
A. ) BttCeema, Jcunee A. 

Pfizer Cent. Bes., Orotoa, CT, 06340, USA 
Journal of Medicinal Chemietry (1983), 35(7), 081-4 
CQDEVt JMCMAKi ISSN: 0033-3633 
Joonuil 
BigliA 




Ring concractlcn of the neutral oleandroae eugar in oleandonyeln haa )»een 
aeooaq^liahed oalng Bt3H4^S0aN-C03Me . The product after methanol ic 
hydrolyeie of the 3* -acetate, la I. The in vitro activity of X ia only 
moderately lesa than that of 11 -acetyloleandcBWoin. 
29684-56-8 

BL: RCT (Beactont) 1 BACT (Beaotant or reagent) 

(reasticn of, with di acetyl oleandonyein) 
39684-56-8 CAPLUS 

Ethanaminim, »,H-dietliyl-N- 1 1 (aethaxyearbeByl)amlnol anlfenyl) -, inner 
aalt (9CI) (CA INIfflir NAME) 



If J 



■j-ir*Et3 



267 OP 316 
ACCESSION mXBEB: 



AUTHOR (S) : 
CCRPQRATE SOTOCEt 

SCKJSCE: 

DOCWEMT TYPE: 

LANOUAGE: 

OTHEK SOUKCE(S) : 



CAPUTS COPYBIC^ 3005 ACS on STS 
1981;3084ie CAPLUS 
94:308418 

Begioapeeifie preparaticn of 3-(eaxbaBethaxy) -4- 
methyleyclohept-4-enone via the divinyleyelapropone 



Marino. Joaeph P.) Ferro, Michael P. 

Sep. Chea. , Qiiv. Michigan, Ann Arbor, MI, 40109, USA 

Journal of Organic Cbeoiatxy (1901), 46(9), 1913-14 

COSEH: JOCEAE; ISSN: 0033-3363 

Journal 

^gliah 

CASREACT 94:308418 



OSiMe 



iMe3 

.COaMe 



Aa a potential intermediate in the total ayntheaie of the ditexpene 
portulal, the title eoepoiind (I) was prepared regioepeeif ieally by the thermal 
rearrangement of a eubetltuted di vinyl eye lq>ropane (ZI). The key 
precuraor II incorporated a eilyl enol ether of a P-ketb eeter aa one 
of the requieite vinyl graapu for the rearrangement. The eynthetie 
msLhodoI. dsecribed for the title cc«qpoand could be applied to the 
multigran. regloapecif io ayntheaie of momertnta 4 -cyolohepteuonee . 
29664-56-8 

BL: BCT (Reactant) 1 BACT (Keactant or reagent) 

(uae of. in dehydration of e, a-dimethylcyolopropaae phenol , 

derivative) 
29684-56-8 CAPLUS 

Ethanaminim, V. N-di ethyl -»-(( Owthaxyeazbcnyl} amino] aulfonyl] -, inner 
aalt (9CI) <CA IHDSC SUfB) 



If .1? 



L9 ANSRBt 360 07 316 CAPLUS CQPYKIGHT 3005 ACS cn STV 
ACCE5SICH NIMBER: 1981il93357 CAPLUS 

SCCIMBTT BUKBXSt 941193357 

TZTLBi Intermediate prodaote for oephaloepcrin darivacivea 

ISVaiTaR(S) I Kooaia, Kavolyi Sebneidtr. Peteri Pachtig, Bxunoi 



PATBIT kSSta 



SoArUizzini, Kiccudo 
Cib«-0«icQr A.-O., SvlKS. 

Pt. a^i., 9* pp. 



DOCCKBrr TTPB: 

FJMILY ACC. HtM. 00aEn>: 
PATBar XHFaRMATION: 



PATENT HO. 



P«e«it 



KIHD DATE 



> 16900 
' 16900 



EP 500 
SP 500 



IL 62708 
US 4374134 
• VS 4467101 
PRKSITT APPUr. 



BB, CE, DB, 



Al 19801015 

Bl 19831116 
FX. GB 

Aa 19790307 

Bl 19830438 
FS, OB, U3, SL. ! 

Al 19020730 

A 19B3021S 

A 19840831 



APPUCATIOBT HO. 



EP 1980-100097 



• 1978-100367 



197B 
T7S 1900 
US 1983 
U7 1977 
BP 1978- 
US 1978- 
IL 1978- 
US 1980- 



-63708 

-130591 

■430534 

-77788 

-1003C7 

-933534 

■55153 

-130591 



SATB 
19800107 



19780717 
19B00311 
19830930 
A 19770718 
A 19780711 
Al 19780711 
A3 19780717 
A3 19800311 



HO3CCE (HBa) CH3O3CIIH' 



-0- 



CH3COHH — j — ^ 



AB E02CCH(KHa) (CS3)QXnNB(CB3)mX3CBSlC02H (Ii m - 0, 1 { n - 1-4 ; X > 0, S, 
HH} n • CO, CCBSIBS02. SOZSBCOt m - CO, CCNHS03I » - aptioaallr 
NbBCiCuud fhcnylow. thicnyloie, furyleoAf K - H, CB, oatS, HB3, S03Hj 
Kl « Hi BSl - O, HCB, alkoagrinino} and chair protected dariva. were prepared 
for acylatiug aBLinacephema . Tbua D-aarine waa ccnverted into Ita 
H-cerc-batcKycarbcnyl darivativa and treated with 00C13 and 
4-HaHC6fi4CH2C03CB3Fh to give 4 -Me3C03CCH(NHCOaC>Ie3)CHa03a9HC6H4CH3C03CE3Pb 

Hydrogenolysi 0 of this ester gave the acid, which was used to acylate 
dipheaiylaathyl 7 p-aaino- 3- (1 -uetfayl -5-tetrazolyl thioMthyl ) 'S-eaphem- 
4-cazboKylata, followed by dabloeiking of the produce Co give (B}-II. 

IT 77004-84-3P 

BL: BCT (Xaaetant) 1 SPH (Synthetic praparatian) 1 PBEP (Preparatiea) 1 KACT 
(Keactant or reagent) 

(preparation and aoylation of omiiKxreptienvs by) 
HH 77004-94-3 CAPLUS 

CN D-Serina, N- ((1, l-diuethyletho^^Jearbanyl] diphenylnethyl ester, 

[ [ [4-(caxboKyaethyl)ph«nyl]amino) sulfcaqrljcaxbamata {eater] (9CZ) (OA 
INDEX HAME) 

Absolute acereocheoiiatry. 



PhaC^ 



e-BnOs,^^^HH 



D)i PBSP (Prapumtiaa) I XACT 



77004-82-lP 

BL; BCT (Beactant) > 5PH (Syntbatio prvpavaCici 

(Beaetant or reagent) 

(preparation and dablocJcing of) 
77004-03-1 CAPLUS 

D-Serina, M- ( (1, l-dlaethylethoxy)carbanyIl dipbei^lneti^l ester, 
[({4-{3- ((3- (((aminocazbaDyDai^lnattayl] -3- [ (diphenyluetluaxylearboayl] -B- 
oou>-5-thia>l>asabieyelo|4.a.O]oot-a-«n-7-yl]«aino] -3- 
axoathyl]pfaei]yl]aaino)attlfa^l]e*xbaxuit« (escar) . ((X-(C a*7P)]- 
(OCI) (CA ZBDEir KM«E) 



PhjCH" C~ C 
t-BuO-C 



f 

~c— 



77004-e3-2P 

BL: SPH (Synthacio preparatin) t PXEP (PrspavatloD) 

(preparation of) 
77004-83-3 CAPLUS 

D-Serine, {[ {4-(3- ( [3- (( (ami nocaxbcziyl ) oxy] methyl} -2-carbaxy-8-oxB-5-Chi«- 
l-aaabicyclDl4,a.0Ioct-2-eii-7-yl]aminDj -3-cotoethyl)phaxylJ aninoj milfenyDe 
arbanate (ester), unaoaodium aalt, [6B- (6 a, 7p) ] - (9CX) (CA 
INDET HMffi) 



HOjC— ^H— CHa-0-jr-NH-|| 

HH3 0 O ^ 



& 

-r 



• Ha 



L9 ANSNES 369 07 316 CAPUTS C0PYBI6BT 3005 ACS m STH 
ACCBSSICN HtBfBEBt 1981:46741 CAPLUS 

94:46741 

Investigation cn products of reaction of 0,0-dlaUcyl 
phosphoraai dates with salfccyl diiaocyanata. Part ZI 
Arnold, Zdalslaw 

Physiol. -fiiochen. Inat., Mil. Seh. Med., Lads, 90647, 
Pol. 

Polish Jooznal of Chaniatry (1980), 54(4), 703-7 
CQDEV: PJCBDOi ISSH: 0137-5083 
Journal 
Baglish 

CASItBACT 94(46741 

The odditico of (B0)3P(0)BHa (B - Bt, Pr, HaaCB, Bu, HaaCHCBB) with OCSSOaNCO 
gave (B0}3P(O)H&CaNHSOaHBC0NHP(O) (flB)a (aamB). 
35aS2-0«-3P 

BL: SPH (Synthatle pnpavaciea) 1 PBBP (Praparaeion) 

(preparatiooi of) 
35053-0C-3 CAPIOS 

8-Cbca-3-thla-3.4,6-triaaa-7-phoaphadaeanoio aeid, 7-etbeac/-S-axD-, athyl 
eater, 3, 3,7-triaxida (SCI) (CA ZNDEar HAMB) 



AUrHQB(S) : 
COBPOESATE SOOBCBi 



DOCWBIT TYPBi 
LANGUAGE: 
OTEEB SOUSCE(S) 



iT I I? 

- J»— HH— C- KH- ^ 



L9 AHSVES 370 OP 316 CAPUTS COPICBZaBr 3005 ACS on STH 
ACCBSSZOV HUlBERi 1981 1951 CAPUTS 



SOCWEHT NUMBEX: 
TITLE: 



DOCWEMT TYPE: 
LANQUAGBt 



94:951 

Biologically active 1, 3-dithiolane derivatives frou 

mangrove plants and related coB^xMnda 

Xato, Atsaahl} Hashimoto, Yohei 

Kobe Women's Coll. Pharm. , ^rogo, 658, Japan 

Mat. Sulfur COBopd., (Proc. Int. Heet.], 3rd (1990). 

Meeting Date 1979, 361-74. Editor (s) : Cavallini, 

Doriono) OauU, Gerald S. > Zappia, Vineenzo. Plonuut 

New York, H. Y. 

CODEH: 4 3SYA]( 

Canference 

Bugliah 



Bruglerol (cis-I) [3(437-85-1] and lacibragierol (trans-I) [36437-86-3] 
wars isolated from mangrove (Bruguiera ccnjugata) stem and bar)c. UV, IB, 
MB, and mass spaetroscqpic, as well as cryst&llog. data aze given. 
Synthaais waa earriad oat. Baoearicldal and Inaeeticidal •oraanlng testa 
ware oarrlad out with I darivs. , and stroecan-aetivity rslatlGU* givan. 
The highest insaetioidal aceivlcy againat aeveval ipeciea waa sbown by 
5-N,H-dimethylaalno-l,a,3-trichiana faydroehlorida [75655-75-3], but even 
this cciqMrund was oRudi la«s aotiva than the atda. Fanitrotliicn and 
Narelstoxin. 
2»684-5C-e 

BL: BCT (Beactant) 1 BACT (Beactant or rse^cat] 

(reaction of, with dinere^toprcpanol} 
39684-56-0 CAPUTS 

Ethanaminiua, H,H-dtathyl-H- K (wathnjqfcanfaonyl) amino] aulfonyl] imar 
salt (OCX) (CA INDBir NAME) 



ff J 



L9 AHSffEB 371 OF 316 CUU3S COPmiGEHT 3005 ACS m SIH 



ACCESSION HIMBEB: 
DOCUMEMT NUMBESi 
TITLE: 

IHVEUTOBIS) : 
PATEUT ASSI<B?ES(S) : 
SCRJBCEi 

D0CTME21T TYPE: 
LUIGUA0B: 

FAMILY ACC. BW. COUNTi 
PATSST ZBVOBKATtOVi 



1980:639480 CAPLOS 
93:339480 

4(3E}-CKcbenBo-2,l,3-thiadla8ina 3,a-dlaxidsB 

Bland, Halter P. 1 McXendxy, Lemun H. 

Dow chemical Co. , USA 

U.S.. 9 pp. 

CODEH: USYICUI 

Patent 

Ebgllah 



USD MTB 



V8 42085t4 
niOKITT WPUr. IBFO. i 



UVUC&TIGBT BO. 



US 197C-CC057C 
US 197C.iC057S 



197S0333 
197C03a3 



3-Sttb«ticac«d lH*a,1.3-benzocbiadiazin-4 {3H) -ona a,2-dioxldes Mr« 
H-acylACcd and H-sulfarrylatcd Co 7ittld tha reap. I [B « COZR3 {B3 - alkyl, 
hAlo*l)cyl, alkeayl, halo*lk«£iiyl, cycloalkyl, Ph, Alkylphcmyl , hAlppheayl I , 
C(0)SRa, CaiIB3R4 (M - ftUtyl, cyxrloalkyli K4 - Mi, alkoxyj or Na3H4 fom « 
h«t«nieyele) , S02SS (S5 - tdkyl. holoalkyl. Ph. alkylphearl, luilepbei^l) , 
S02SB3&4I XI - Alkyl, hAloal)eyl, alkenyl, haloalkezrl, eyanoalkyl, 
alkylthioeakyl, alkoxrallgrl • cyoloalkyl] , idiich cxhibiud herbieidal 
aetivicy. I (R . B, Kl - CSHaS) was craated with S0afa3 and 
ClC03CH3CS:CHa ac 50-C5* to giw Z (X ■ 003CH3CB:CH2, Rl . CSK«a). 
5996S-20-0 S9»6C-7C-( 5996S-77-7 
65403-91-0 

SLs B&C (Biological activity or af factor, cxoapt adreraa) r BS(7 (Biological 
•tudy. unolaaaiCiad) I BIOL (Biological mtadf) 

(hatbieidal activity of) 
S99ti>30-0 CULOS 

lH-3,l,3-Bcnzothiadiaaitia-l-cazba^lio aeid« 3.4-diliydro>3>(l-wcIiyletlqrl) - 
4>egto-, batyl aatar, 2,a-diaxldB (9CI) (CA ISDKir NUtE) 



a; 



59966-74-6 CftPLUS 

lH-3,l,3-Baiw>thiadiasina-l-oaiboacylio acid, 3,4-dihydn>-3-(l-Mthyletliyl) - 
A-OKO'. iBBthyl eatar, 3,a-diaKida (9CI) (CA IUDBT lOME) 




S99iC-77-7 CAPLTJS 

lB*a,l,3-Ben»>thiadiasi&a-l*eazbaKylic acid, 3,4-dihydro*3- (l-vechylathyl) 
4-eBco-, attrl astar. a,3-diaxi<te (9CI) (CA IBDBr SUfB) 



45403-91-0 CAPLUS 

lH-a,1.3-Beiieothiadiazine-l-oai:baxylic acid, 3,4-dihydro-3- (l-mathylacliyl} 
4-eKO-. l-ttDthylatkyl aatar, a,a-diaxld> (9CI) (CA UOOSIC lOME) 



S5403-08-9S S5403-49-8S 6S403-52-3P 
7S369-25-2E 75369-43-4? 

BL: BAC (Biological activity or affactoTf except adv«rae)j BSd (Biological 
mcxufy, Tinclassif i«d) » SPH (Synthetic prepaxnti on} t BIOL (Biological 
atiidy) I PSSP (Preparation) 

(preparation and hezbioidal activity of) , 
65403-08-9 CAPLUS 

lB-3,l,3-BenBothiadiasine-l-caxbaKylio «cid, 3,4-dihydTD-3-{l-u8tl^letfayl) 
A-catO'. a-proiwnyl aetar, 3,a-dioicida (9CZ) (Cft ZHDBf HIKE) 



H3C=CH- CHa- O- C 



BH 65403-49-8 CAPUTS 

CH lH-3,l,3-Bc&soCbladlasina-l-oaKboKylie acid, 3,4-dihydn>-3- (l-v»thyletfayl) - 
4-aKO-, 3 -va thy 1 propyl eater, 3,3-dlcKida (9CI) (CA INDEX lUHB) 



if 




RN 65403-53-3 CftPLUS 

CH lH-3,l,3-Banzothiadlaaina-l-oazixsqrlie add, 3.4-dihydrD-3-(l>nathyletl:yl) - 
4-axo>, propyl eater, a,3-dioKida (9CI) (CA ZNDSar HAKE) 




75389-35-3 CAPLUS 

lB-a,l,3-Be&sothladiasina-l-oaxbaRylio add, 3,4-ditaydra-3-(l-wthyletlvl) • 
4-aKO-, l-vecbylprepyl ester, 3,3-dicKids (9CI) (CA IKDEX lOHX] 



T If 



II 



RN 75389-43-4 CAPLUS 

Cir lH-a,l,3-B«ai8othiadiasine-l-caxbeK7lio add, 3,4-dihydro-3-(l-Mthylethyl) 
4-cgte-, 3-eailovoetliyI ester, 3.3-dioxide (9CI} (CA ZBDmC lOMB} 



CICH3— CHa— 0-c 



Op 



IT 59966-79-9S 65403-53-4P «5403-54-5P 
65403-7O-5F S5403-e2-9P 65403-96-5P 
753e9-44-5E 75389-49-6P 

RLi SFN (Synthetic preparatlcn) 1 PRBP (Pr^Miraticn) 
(proparation of) 
RN 59964-79-9 CAFLUS 

or lH-3.1,3-BaiBothiadiaaine-l-cazbaxylic acid, 3,4-dihydro-3-(l-vet3L7lathyl) 
4-CK0-, Fh«nyl ester, a.a-dloxide (9CI) (CA INDEY HANS) 



II 




45403-83-4 CAPLUS 

lB>3|l,3-B«siBothiadiasina-l*eazbaB(yllo add, 3,4-dihydrD-4 -ooco-d-propyl- 
propyl aster, 3,a-dloKida (9CI) (CA lUDBT NAME) 



a; 



Xn fi5403-54-5 CftrUJS 

CH lB>a,l,3-B«sothUdl«ln«-l-earbagqrlie «oid. 3.4-dihydrt>-3-(i-iiiBthylet:l7n • 
4-csu»-, peaeyl •■tar, a^a-dicKidB (9CX) (C& IHDBr IZIMB) 




BN 65403-70-5 CAPLUS 

CN tH-a,l,3-Beii2oclii&diazine-l-cazt>aK7lio acid, 3-etliyl-3,4-dihydro-4-< 
propyl ••c«r, a,3-dioKlds (9CI) (CA IVDIU NAME) 



oc;:c: 



C5403-8a-9 CAFLVS 

lH-a,l,3-Bc&zoehiadi«sine-l-eaxt>aKylie aoid« 3,4-dih.7dro-4<'aaDD-3'pzopyl- 
vechyl ester, 3.a-dioKide (SCI) (CA IBDEie HAKE) 



Op! 



BH (5403-9C-5 CAPUDS 

or lB-a,l,3-BflnaochiAdl«siiM-l-eazbcKylic acid, 3*ethyl-3,4-diliydvo-4H 
Mthyl ester. a,3-dlOKids (9CX) (CA IHDSV HAMS) 



BS 75389-44-5 CAPLUS 

CN lH-a.l,3>Be&20thladiasine*l>caitxiKylle acid, 3,4>dlhydro-3-(l-tMChylechyl) 
4-0KO-, hexjrl aster, 3,3-diaKide (9CI) (CA INDEX HAKE) 



Me- (CH3)5-0^C 



BH 753a9>45-C CAVZOT 

or lE-3,1.3-Ben80Chiadiasine-l-eaxbeKylic acid, 3,4-dihydzo-3-(l-Mthyletbyl) 
4-oBK>-, hepcyl ester, 3,a-dieKlde (9CI) (CA INDaT NAME) 



; 373 

AOCBSSiar Horam: 

DOOMBIT WMBES: 
TITLE! 

IHVEIITOR(S) : 
PATENT ASSIGHEB(S) : 
SOUBCEi 

SCCTMBIT Tint 



or 31 C CAPLUS 



FAMILY ACC. NCH. OOUNTi 
PAXaiT INFOBMATiaNt 



OS 41S5744 
VS 3940389 
PRIOKITY APPLN. INFO. < 



capnimi 3005 acs m sin 

1979:503730 CAPUTS 
91:103730 

Poatemergent herbloidal netliod using 6 -substituted 
benzothiadiasieciefl 

McXendry, Laxmon B. i Bland, Walter P. 

Sow Chemical Co. , USA 

U.S., 7 pp. 

OQOBVt USnCAM 

Patent 

Bigliitli 

3 



KIND DATE 



19790533 
197(0334 



APPLICATICH NO. 

US 1970-93(041 
US 1974-497583 
US 1973-398139 
US 1974-497583 
US 197C-(49178 
US 1977-790530 



19780719 
19740815 
A3 19730917 
A3 19740815 
Al 197(0115 
Al 19770435 




71111-50-7 CAPLUS 

3H-3,l,3-Ben2otliiadiaziiie-3reazbcscrlie acid, 6-j[a,3-diclLloK»-l,l- 
difluoroetluuqr] -l,4-dili7dro-e<nltro-4-aiEo-, nethyl ester, 3,3-diaKide 
(9CI) (CA INDEY KUfB) 



ClaCff-CP^— O 




71111-(l-0 CAPLUS 

3H-3,l,3-Bexizotliiadia2ine-3-cazbcKylic acid, l-(3-cbloroprapyl)-6- 
(hexyltliio)*l,4-dihydro-S-&itro-4-thia«D-, uettayl ester, 3,3-dioxide (9CI) 
(CA INDEir NAME) 



The lH-3,l,3-bcnsochiadia2in-4(3H) -ana 3,3-dlaxi<fe derive. I (Y - halo, 
N03, Me, acc.j H - H, alkyl, alkcKy, baloalkyl, etc. j Bl - B, alkyl, eto.i 
Y « O or Si m - 1 or 3) are hezbicidee. Thne, (, B-dichloro-3- (l- 
nethyletl]yl) -lH-3. 1, 3-beBZotMadiazin-4 (3H) -one 3,3-dicKlde (55975-10-5] 
controlled fooccall, bamyard grace, crabgrass, plgveed, and other weeds. 
The syntheeie of I Is given. 
71111-44-99 71111-30-7F 71111-61-OP 

BL: AOS (Agricultural use) i BAC (Biological activity or effeetor, except 
adverse) i BSU (Biological etudy, unclassified) t SPN (Synthetic 
preparation) i BIOL (Biological study) t 9KB? (Preparation) i USES (Uses) 

(preparatlcoi and heibicldal activity of) 
71111-44-9 CAPLUS 

3H-3,l,3-BenEOthladia8ine-3-eazboKyllo acid, C,7,B-Erichloro-l,4-dlhydro-l> 
(nethyleulfonyl) •5-nitro-4-thiaKo-. propyl aster, 3, 3-dioKida (9CI) (CA 



Me- (CH2)5- 



ANSnSB 373 07 31( CAPIjUS CQPYBIOar 3005 ACS ax STN 



ACCBSSIC0 NOSER 1 
DOOMBIT NUMBBti 
TITISi 

AUrHOS(Sl I 
COftPOBATB SOQBCB: 



DOCWEan TYPE) 



1979 :1(8130 CAPUTS 
90:1(8138 

Thzee-oaxbcQ asnalaticoe. New roatae Co Che Nasarcv 

cyelisacion via protected cyanohydrins 

Jaoobeoa, Klc^rd M. i Lahu, Oeorge P. 

Dep. Chstt. , Indiana Cblv. , Blocaington, IV, USA 

Journal of Organic ChemietEy (1979), 44(3), 4(3-4 

OCVEHt JOCEABf ISSN: 0033-33(3 

Joaraal 

Ekigliah 



Trana-MeCE:CBC-(CH) (Ca) Li* (k - BtOCEMe, IteaSi) la adcfed Co cyolo^texasonA 

CO giva X {S • SCOCEMs) «nd II (S • SiMB3) i crMCae&c of I (S - r ' 

wich acid folloMd bjr bua gm II (K • H) . II (H - lto3Si) «x« 
defaydraced Co giv* III via cba wudMd. incexwdiac* IV. 
29684-56>e 

RL; &CT (Beaccanc) j BACT (Rftaecanc or raagnc) 

(delgr<^acia& of a-taydrooqresawa fm) 
39684-56 -B CAPUTS 

Ethanaminim, V,V-dieclqrl-lsr- [(fmeChoxrcazfaonyDaniiio] ■nlfonyl] im 

•ale (9CI} iCA vmsx wom 



••Mr <»CI) (C& IBDBf SMB) 



fi9194-ie-» CA7L0S 

Caxbomic aeid« 1 1 (Criphiesylpbosphoran7lidaiia}aaiiio] •alfaqfll • 
l-rtaChyleUiyl eacer (9CI) (CA IBDaf KUfB) 



il if 

|-»=PPh3 



C9194-19-0 CASVaS 

Caxbonie acid* ( [ ( tritbax^tpbompbpmaflidiuM) aaiiiD] aul tauyl] • 
l,l-diwehyl*clgrl •■e«r (9CI) (CA ISDBV KIMB) 



(9194-30-3 CAPLOS 

Caibaaie aei d, [ ( ( trlphanylplioBpliorMiyl i dana ) avino] sul f onyl] - , eyolohugf 1 
esccr (9CI) (CA IHDBir SUMS) 



374 OF 31« CAPLOS C07TRISHT aoOS ACS cb STB 
1979ie7S76 CAPLUS 
90tS757( 

H-(crliii«tiylphoophoraii7lidt8w}aulfaMyl p««adebalidaa. 
Pare 3. H- {Trlpibaziylphosphonuiylidena)aulf«noyl 
iaocyanac* 
Arringccoi, Dale E. 

D«p. Chem.. , Tftiiv. CcamecticuC/ Wacarbury, CT, USA 
Journal of Cfajemieal Reaearoh, Syuopsea (1970), (9), 
330 

OODEU: JBPSDCi ISSHi 0308-3343 
Journal 
Biglish 

CASRE&CT 90:87576 
Treating Pli3P:NS02NHCOKHPr wich. COC13 in PhCl gave a good yield of 
Ph3P:H5O2NC0 (I) an a idiiCe, oryacalline aolid ac roaa Cemperacura wich an 
aaym. - screeching bond for the BCO-groiip aC 3334 on«l . TraaClag I vich 
alca. and asiines gave Ph2f iSSOTSBCCS. (B - CHa, OGBNaS, 0CKe3. 
cyclohexyloxy. 1IH3, 1]EC3, cyclohexyl amino) . 
69194-17-eP 69194- 18-9P 69194-19-OP 
«9I94-Z0-3P 

RLs SPH (SynCheCic prepaz&cioa) « PRBP (Preparacion) 

(preparaCion of) 
49194-17-0 CAPUOS 

Caxbaaio aoid« [ {(cripbeiiylplhoapbonmylideiie)BBizio]milfaDyl] -, vecbyl 



AtrrHOB(S} : 
CCBPOBATB SCKJRCE 
SOVBCE: 



DOCTJHDnr TYPE: 
LAHGUAGE: 
OTHBt SOUECE(S) 



a 



r 



h9 KSSKER 375 07 31fi 
ACCE5SZ0V HWBER: 
DOCWEST mMBBC: 
TITLE: 



CAPUTS COP'XBIGBT 3005 ACS on STV 
1978:546983 CAPUTS 
89:144983 

Chealacry of N- (cripdienylphoa^ioranyli dene) sal faaoyl 
chloride. 3. (Triplienylplio»phoranylide&«)«alfan 
oyl] -N* -alkylureaa and -gaanidinea 
Moreohead, Jen A. i ArringCcn, Dale B. 

Dep. Chea. , Virginia Cooaanv. Italv., Slefanflod* VA, USA 
Journal of Chmical end Engineering Data (1978)* 
33(4), 353-4 

CODEH: JCEAAIT) ISSH: 0031-9560 
Journal 
Bigliali 

AB H- CH- ( cripihenylphoaipboraoylidesa) aulfanoyl] 'H* -allcylureaa, 

Ph3PiN503BBC(0)IIRlBa (Rl - R3 - ECi Rl - H, B3 • He, EC, Pr, Bu) , were 
prepared by che reaeeion of Ph3P:NS0311HC03Ec, wich Che comspeoding anine 



AVTEaR(S) : 
CCRPOSATB SOORCSi 



DOCWEUT TITFE: 
LANGUAGE: 



in bia (a-nethoj^eclqrl) echer. Several aulfamoylalJcylguaaidinea, 
Fh3P:K503N:C(NR3)HHS (B - Me, Pr, Bu)8 were prepared by che reaeeion of 
Ph3P:KS03H:C(NH2)SMe, vich aaiaaa in bia(3-v«choxyeChyl) eCher or 
Criechylene glycol. 
67501-62-6P 

BLi BCT (BeacCanC) ; SPN (Synchecic preparaCioa)> PRBP (PrapaznCion) i BACT 
(ReacCanC or reagenc) 

(preparaCion and reaceien wich aalnea) 
67501-63 -6 CAPLUS 

Caibemic acid, ([ (criphenylphoaphonmylidene) amino] aulf onyl] echyl eacer 
(9CI) (CA INDBJf NAMB) 



If i 



Airewm 376 OP 316 CftPUTS COPailOTT 3005 ACS cn STH 



ACCE55ICN HIMBEB: 
D0CWE2 
TITUB: 



CCaPOSATS 
SC0BC8: 



CAPUTS 



OTHEB SOURCBtS) : 



1978:546484 
89:146484 

Blcyolofulvenaa, IV, Syncheaea of 
nechylenecricyclo[4.3.1.03,S]naaane and 
•erieyclo[3.3.1. 03,4]occane derivncivas 
Bbffnann, ReinhardW.i Kurs, Bana R. f B«eh«rer, 
Jchtammmt Reecz, Manfred T. 

TIadber. Ohm. , Utiiv. Maitmrg, Marburg, Fed. Rep. 
' I Bariche* (1978), 111(4), 13(4-74 
ISH: 0009-3940 



CASKEACT 89:146484 





Hechylene-endo'Cri cyclic cceipds. I (n « 1. 3) were prepand by Wiccig 
olefinacion of Che XeConee II. II (n - 3) waa prepared in •avaral ecap* 
froa III. Several ocher polycyclio coopda., including ueCfaylaa ~ 
and lea raarraageaenc produce IV, were prepared 
29684-S6-8 

BLi BCT (BaacCanc) I BACT (BeacCanC or reagent) 

(raaeelcHi of, wleh crleycloalkanola) 
39684-S6-B CAPLUS 

EChanaainlw, H,H-dlaelqfl-H- [ [ fMChoxyoazbenyDamioolsulfaiiyl] 
aale (9CI) (CA IHDBX NAME) 



L9 



AHSKES 377 OF 316 CAPLUS COPYBIOBT 3005 ACS on SIH 



ACCESSICer NWBER: 

DOOMarr number : 

TITLE: 

IMVE2rrOB(S) : 
PATSIT ASSIGNEE (S) : 



1978:191344 CAPLUS 
68:191344 

Oleandoaycln derivacivea 
Nagel, Arthur A. 
Pfiser IDO., USA 
U.S., 8 IP. 



OCCXMSIT TYPBi 



PATmr BO. 



us 4064143 
DB 3754718 
OB 1541331 
BE 861691 
OK 7705497 
OK 148034 
OX 148034 
BL 7713650 
NL 173161 
HL 173161 
JP 53073577 
JP 5S00SS19 
PB 33735S9 
PS 3373559 
ES 464934 
miCRITY APPUr. IHFO. ) 



FAMILY ACC. KW. CCUOTi 
PATEST mFOSEMATIOV: 



Pacane 
Bigliah 



KIND DATE 



19771330 
19780615 
19790330 
19780609 
19780(11 
19850311 
19850708 
19780(13 
19830316 
19830718 
19780(30 
19800304 
19700707 
19800833 
19780901 



APPUCATICH NO. 



DATE 



US 1976-749481 
DB 1977-3754718 

OB 1977-51335 
BE 1977-183331 
DK 1977-5497 



NL 1977-13CS0 

JP 1977-148033 

FX 1977-37183 

ES 1977-444934 
US 1976-749481 



197(1310 
19771308 
19771308 
19771309 
19771309 



19771309 
19771209 



19771309 
A 197(1310 




Oleandomycin darlva. in i^ich L-oleandroayl reaidue haa been replaced by a 
cecrahydxofuranyl noieey (Ij B - vinyl. Be, fomyl i Bl, B3 - H, Ac, BeCOt 
Ibaaas and aeid addition aalta) , uaeful aa ancibaccerial agenca (accivicy noc 
given), were praparad Thua, 11, a< -di-O-aeacyloleandooycin waa creaCad wich 
XeSH^SOaS-COaMa in CCH(, and cha resulcanc 11, 3* •dl-O-acacyl-4 • < -0-(H- 



(usthflKyc&ztxxiyl) Bulfaaoylloleaadmgroiii haacod in CSClS-^q^lene &c 
refltK for 1.5 h to giv« cha ring coaxcnictiom product I (E - vinyl i Bl 
B3 • AO) . 
29684-S6-8 

BL: RCT CBeaetont) > BACT (BeactAnt or reagent) 
(reaction of, with oleandcsQPCin derivative) 
39S84-56-8 CAPUTS 

Et hamm lnioa, H.H-diethyl-M- (((natlwoiye&xbcsyDamisslBalfoayl) iniMr 
•alt (901) (CA XHDSr lOMS] 



p-ziai^lpheiiyl ether, rinved. and dried. The fabric had 
and 0 • and t«ar length 5.5, 5, and 5 cm after 0, 20, ox 
reap. 

S6477-47-S 

KL: HQA (Modifier or additive use) > USES (Uses) 

(firaproofing agenta, for polyeater fibers) 
5(477-47-5 CAPLOS 

6-Qiui-3-thia-2,4-dla2aootanoie AOid* S-aaoa-, •tb.jl 
(9CI) (CA INDBJr BAKE] 



bom tins 0, 0, 
id 40 lannderings, 



•ater, 3,3*diaKid« 



f J ii il f 

MeO-C-B — 5-H*St3 EcO-C— HH-S— HH-C-OEt 



L9 AHSnm 376 OP 314 CAPUTS COPYBIGaT 3005 ACS en STH 
197B 1133(41 CAPUI5 
8S:133(41 

Making polyvstar f lb*r nACariala f Iaxw-r«alat«&c with, 
■obatitated aulfvryl aaldea 

Kachbur, Eemasxi} Kiaacand, Azuin» Sohringar, Patar 
Ciba-Qeigy A.-O. , Swica. 
Ger, Off en. , 34 pp. 



AOCESSICN HWBEB: 
DOCTMOn BOMBIB: 
TITLE: 

IH7EMT0a(S) : 
PATEHT ASSI(2I£B{S) 
SODBCE: 



Patant 



PATENT HO. 


KIHD 


DATS 


APPLXCATIOK BO. 


SATE 


OB 


3737774 


Al 


19780105 


DB 


1977-3737776 


19770S31 


CH 


41B308 


A3 


19800731 


CH 


1976-8153 


1974043S 


CS 


618308 


B 


19810130 








US 


4130687 


A 


19781305 


US 


1977-808006 


19770630 


NL 


7706916 


A 


19771238 


NL 


1977-6916 


19770633 


SE 


7707301 


A 


19771336 


SE 


1977-7301 


19770633 


ES 


440073 


Al 


197B05O1 


ES 


1977-440073 


19770433 


CS 


193097 


P 


19790017 


CS 


1977-4141 


19770433 


CA 


1090954 


Al 


19801209 


CA 


1977-381378 


19770433 


ca 


158(884 


A 


19810325 


GB 


1977-34443 


19770433 


BE 


85(060 


Al 


19771227 


BB 


1977-178734 


19770434 


PK 


33S5e9( 


Al 


19780120 


FR 


1977-19633 


19770434 


PK 


3355896 


Bl 


19800307 








BB 


7704111 


A 


19780331 


BR 


1977-4111 


19770434 


ZA 


7703803 


A 


19780438 


ZA 


1977-3803 


19770434 


JP 


53003499 


A3 


19780111 


JP 


1977-76444 


1977043S 


US 


4243418 


A 


19810104 


US 


1978-9446(2 


19780931 


PRlOaiTY APPLU. INFO. : 






CH 


1976-8153 


A 19 76 06 2S 










US 


1977-808006 


A3 19770620 



The substituted sulfuryl anides B1NES03NB3B3 and B4R5NS3NHZNHS03BR3R3 (Bl 
- Vh. cyelebaxyl, benzyl, Sa, BrCH3CHBxCB3, ne^thyl, HeOCH3CS3, PhCH3CK3, 
MeCS303C, Ac, PrCO, mB+H4, HH4+t S3 - Ph, cyclohexyl, benzyl, Bu, Me, E, 
HeOCH3CH3, PhCH3CH3, Et03C, MeCO, PhH+H4, or Eti B3 - H, He, or Eti K3 + 
B3 - (CS2)5, B4 - Me or £tr R5 > Me or Et; Z - CH3CH3 or C6H4] are used as 
fi reproofing agents for polyester fibers. Thus, a blue-cfyed 150 g/B3 
polyester fabric was padded with an aqueous liquor containing 37.5* 
[5e7-14-4} to provide an 80* taJce-^, dried 30 uin at 80*, and 
thaznosoled 30 a at 300*. Tlis fabric waa wastiad 5 sin at 
60* in a liquor oantaining 3 g BaSCOS and 1 g polyaChylenaglycol 



L9 AB5RES 379 O? 316 CAPUTS COPmOEBI 3005 ACS en STB 
1978:131349 CAPUTS 
88:131349 

Benzothiadiasina ecmpuuiida 

Eawalcubo, Eatwuhikoj Hagai, Shigekii Axaki. a»BOml) 
FUjii, Katsutoshi 

San]cyo Co. , Ltd. , Japanj Ube Industriaa, Ltd. 
ijpa. Kekai Tdclcyo Kdho, 3 pp. 
CODXBt JnOCAF 
Paba&e 
Japanese 



TITLE: 
IHVBITOB(S) 



PATBsIT ASSiaHBB(8) > 



FAMILY ACC. WM. COUHT: 
PATEirr IHTOHMATION: 



1 



JP 53105189 
raKBITY APPLB. ZBPO. : 



DATE 
19770903 



APPLICATICN BO. 



JP 1974-30700 
JP 1974-30700 



19740337 
19760337 



O 



coaRi 



Titla eoq>da. I (El - Et, Pr, Bu, Mb3CBEB3, oyclehaxyl) vera pxapaved by 
reaction of II with C1C03R1 in the presence of a base. Thus, 1.4 g 
C1C03BU was added to a nixture of 3.4 g II and 1 g lla2C03 in Me2C0 with ice 
cooling and the mxture stirred 4 h at room teoperature to give 2.7 g I (Bl 

I are useful as herbicides in paddy fields i the data were given against 
Cypezus ser otinius. 

59966-20-OB 599C«-77^7« S5402-94-0P 
65403'49-8E 65403-52-3P 

BL: BAC (Biological activity or effector, except adveraa) i BSQ (Biological 
atudy, unclassified); SPN (Synthetic preparation)! BIOL (Biological 
study) ) PREP (Preparation) 

(preparation and hexbicidal activity of) 
59966-30-0 CAPLUS 

lE-3,l,3-Banaothiadiaalaa-l-eaxboK7lie acid, 3,4-dihydro-3-(l-wchylattayl} > 



4-OXO-, butyl eater, 3,3-dioxlde (9CI) (CA IBDEK BAMS) 



BN 59966-77-7 CAPLUS 

CH lH-3 , 1 , 3 -Bcnzothiadiazine-l -caxboxyl ic acid, 3 . 4 -dihydro-3 - ( 1 -nethylethyl) • 
4-eace-, etliyl eater, 3,3-diaxidB (9CI} (CA IBDSX NAME) 



I 



a; 



HH 65402-94-0 CAPLUS 

CK lH-2 ,1,3 -Bcaizothiadiazine- 1 -caxbonyl ic acid, 3 , 4 -dihydro-3 - ( 1 -nethylethyl) • 
4-aKo*, cyolebexyl eater, 3,a-diaKida (9CI) (CA IBDEV llAME) 



9 




EN 45403-49-8 CAPLUS 

CB IH'a.l.S-Bensothladiasina-l-eaxtxBcylle acid, 3,4-dih7dn>-3-(l-neehylatlqrl} • 
4>aou>-, 3-nathylprfli9rl eater, 3,a-diaKida (9CI} (CA XBDSir BME} 



f 




RB 65403-53-3 CAPLUS 

CH lH-3,l,3-Benzothiadiazine«l-oazbaKyllc acid, 3, 4 -dihydro-3 -(1 -nethylethyl) - 
4-00CO-, prepyl eater, 3,3-diaxide (9CI) (CA IHDBT NBHE) 



ff 



L9 AHSWEB 280 OP 316 CAPUTS COPYRIOaT 3005 ACS on STB 



ACCESSION NWBES i 
D0C1MBIT BmSEB: 
TITI2: 

R(S) i 



PATENT ASSItaiEE(S) : 
SOURCE: 



DOCWiaiT TYPE: 



1978:70477 CAFLDS 
88:70477 

Benzothlodiasisa ttioxcdbieldaa 

Takahi, IMkiyodhii Hagai, Shigcryoahii Araki, Eestnii 
P>ajii, Kataatoahl 

Sankyo Co. , Ltd. , Japani Ube Znduatriea, Ltd. 
Jpn. Kckai Tclclqro Tbiho, 15 pp. 
COSEH: JXXXAF 
Patent 



JP 53110838 
PBICKITY APPLH. IHFO. 



DATE 
19770917 



APPLICATION BO. 



JP 1974-37790 
JP 1974-37790 



19740315 
19740315 




yK3 

S03 



AB 3, 1, 3-Bensothledieslnaa I (El - B, CEO, alka]gr<»^JEt>cnyl , arylcncycarbonyl. 



etc. I S3 - E, alkyl, alkoocyalkyl , aryl, cyonoaUcyl, etc.) B3 - halogen or 
V02I n > 0-3) are nicrobiocidea. Tliua« in greenhouse expts. 500 ppa. Et 

3 - ethyl - 3, 4-dihydro-4 -ojw lH-3 , 1 , 3 -beaaothiadiaaine- 1 -caibewylaee 
3,3-dicecide [ 65403-94O] pnvented the emmmt of iufeeclen in 
rice seedlings inoculated 3 days earlier with Piriealari* orysM. 
59966-20-OP 59966-76-«S 599S6-77-7P 

65402-7e-0P 65402-79-lF «5402-eo-4P 
65402-B1-5P 65402-82-SF S5402-83-7P 
65402-B4-8P 65402-85-9P 65402-8S-0P 
65402-90-6P 65402-91-7P 654b2-92-8P 
65402-93-9P 65402-94-OP 65402-95-lP 
fiS402-96-2P 65402-97-3E 6S402-98-4P 

65402- 99-5P 6S403-01-2E 65403-02>3P 
63403-03-4P $5403-04-5E 65403-05-6P 
63403-06-7P 6S403-07-8P 65403-08-9P 

65403- 09-OP $5403-10>3P 65403-1X-4P 
65403-12-5P 65403-13-6P 65403-14-7P 
65403-1S-8P 65403-l«-9P 65403-17-OP 
65403-18-lP 65403-I9-2P 65403-20-SP 
65403-21-CP 65403-22-7P 65403-23-'8P 
65403-24-9P <5403-25>0P 65403>26-lP 
S5403-27-2P <5403-2B'3P 65403-29-4P 
65403-30-7P «S403'-31-ap 65403-32-9P 
65403-33-OP 65403-34-IF 65403-35-2P 
65403-37-4P 65403-38-5F 65403O9-6P 
65403-40-9P S5403-41-0F 65403-42-lP 
65403-43-2P 65403-44-3F S5403-49-8P 
S5403-50-1P 65403-51-2F $5403-52-3P 
65403-53-4P 65403-54-SE 65403-55-6P 
65403-56-7P S5403-57-8F 65403-60-3P 
65403-61-4P $5403-63-$F 6S403-66-9P 
65403-67-OP 65403-68-lF SS403-69-2P 
65403-70-5P 65403-71-6F 65403-72-7P 
C5403-73-aP $5403>74-9F «S403*75-0P 
65403-ei-8P 65403-82-9B 6S403-e3-0P 
65403-9 1>0P 6S403-92-U CS403-93-2P 
fiS403-94*3P 8S403-95-4F 65403-96-5P 
S5447-75-8P 65685-19-OF 65685-21-4P 

BL: AGE (Agricultural use) j BAC (Biological activity or effector, except 
adverse) > BSU (Biological study, unclassified] i SFN (Synthetic 
preparation) } BIOL (Biological study) { PBEP (Preparatioa) ; USES (Uses) 

(^reparacien and fungicidal activity of) 
S99CC-30-0 CftPLUS 

lH-a,l,3-Beaaothi«di«sin«-l-cazbax7lio aeid, 3,4-dihydro-3- (1 -methyl ethyl) - 

4- GKO-, batyl mafr, a,a-diaxlda (9CI) (CA IVDEX mME) 



1 



BH 59»««-77-7 CUVOS 

CV lH-3.1,3-BenEochiadiazine-l-eazboKylie acid, 3,4-dihydra-3-(l>nethylecfayl) - 
4-OOCO-, ethyl eater, a,3-diaxide (9CI) (CA ISDBSC WMB) 



Of" 



BH 65403-76-0 CAPLUS 

CN lH-3,l,3-Ban.sothiadiaaine-l-oaxbcKylic acid, fi*ehloro-3-ethyl-3,4-dihydro- 
4-CKO-, l-Mthyletlqrl ••fv, a,3-diQXld* (9CI) (CA VBOBC NAMB) 



BV 65403-79-1 CAPLUS 

CH lE-3,l,3-Benaothiadiazine-l-caxbaKyIio acid, 3,4-dihydro-C-iado-3-vethyl h 
CBCO-. l-iMChyl«chyl eater, 3,3-diaxida {9CX] (CA ZHDBir HftHE) 



BN 59966-76 -S CAPLUS 

CH lH-3,l,3-Benzothiadiazine-l-eaxboKylic acid, 3 ,4-dihydra-3- (l-nethylethyl) - 
4-0X0-, vethyl eater, 3,3-dieKide (SCI) (CA INDEV HAMB) 




o 



BH «5403-eO-4 CAPLtJS 

CN lE-a,l,3-B«naothiadiaaina-l-oazbcKylio acid, 3-ethyl-3,4-dihydzo-4-iodo-4- 
GKO-, l-Mthylethyl eatar, 3, 3 -dioxide (9CI) (CA INDElf UME) 




O 



BH 65402-01-S CAPLVS 

CH lH-3,l,3-Benaothiadiaaine-l-caitboxylio acid, « -brauo-3 , 4 -dihydro>3 - (1 - 
nethylethfl) -4-axo-, l^tlgrlethyl eater, 3,a-dicKide {9CI) (CA IHDEir 
IIAMB) 




O 



BH «5403-e3-7 CAPLUS 

CH lH-a,l,3-Ba&sothiadia8ine-l-oaxboo(ylio acid, 3-ethyl-3,4-dlhydro-6-nitro-4- 
cKo-, l-Mthylathyl Mtar, a,3-dioxida (9CI) (CA IHDSir SAHB) 




O 



BH 45403-94-8 CAPLUS 

CH lH-3,l,3-Bcnaothiadiazine>l-caj[bcRyIie acid, 3 , 4 -dihydro-4 -oxo- , netlqrl 
ester, 3,3-dioxids (9CI) (CA XHDElf HANS) 



i-PrO-^ 
O 



KH 45403-83 -C CAPLOS 

CH lH-3,lf S-Banaothiadlaaina-l-cazboDiylio acid, fi-braBo*3,4-dihydrD-3-matlqrl'» 
4>eKO-, l-Mdiylathgrl aatar, 3,a-diaxidB (9CI} (CA IHDEY HANB) 



if 




O 



SH 45403-85-9 CAPLUS 

CH lH-a.t,3-Banaothiadlaaina-l-o*xbaeqrlie acid, 3,4-dihydro-3* (l-aathylatfayl) - 
4>axo-, a-ebloro-l-(chloR»ethyl)aGhyl aatar, a,a-dicKld» (9CI) (CA INDEV 
HAMB) 



ClCHa-CH-O-C 



op 



6S403-8C-0 CKPUJS 

lH-3,l,3-B«iuothiadiasiiw-l-eazbc9cylie acid. 3-eth7l-3,4-dihydro-4-( 
3.4-dimBCh7l{dtu»7l •mtur, 3,3-dicKide (9CI) (C& ISDBir lOME} 




BH 65403-90-6 CAPLUS 

CH lE-3,1, 3-Benzothla.diazina-l'C&xtxixylic acid. 3,4-dih7dro-3-(l-lMthyl«eliy'l) - 
4-axo-, a-nethoxyecbyl eater, a,a-diaxide (9CI) {CA INDBT lUHB) 



H»<r-CHa- CHa- or- c 



BN 65402-91-7 CAPLUS 

cm lH-3,l,3-Bezizot:liiadiaziiie-l-cazboKyIic acid. 3,4 -dibydro-3 - (1 -Twthylet^yl) < 
4-OKO-, a,3-didhloroprci]yl ester, a.a-dioxide (9CI} (CA INDSar HAMS) 



ClCHa-CB- CH3-O-C 



xa «5403-9a-e caputs 

CN lB-a.l,3-Ben8QtilLl«diul&e>l*ea2bcs7lic acid, 3-ethyl-3,4-dihydro-4-< 
3-chloroethyl eater. 3, 3 -dioxide (9CI) (CA IHSEX SAME) 



CI CHa~ CHa~ o~ c 




BH 65403-93-9 CAPLUS 

CN lH-a,l,3-Beazochiadla2ine-l-caxbcKyllc aoid, 3-ethyl-3,4-dihydro-4-oxo-, 
3-clLlozt>-l-(c^loz«»l:hyl)ethyl ester. 3,3-diaKide (9CI) (CA IHDBT NAME] 



C1CH3~CH~0~C 



SH 65403- 94-0 CAPLVS 

CH lB-3,1.3-Beaaothi«di«sine-l-oaKbaKylio add, 3,4-dihydro-3- (l-nethylecl^l) 
4-axo>, cyolohutyl ester, 3.3-dioKide (9CX) (CA IIDSX HBME} 



9 

f 

n 

a;, 



f 



65403-95-1 CAPLUS 

lH-a,l,3-B«asothiediasine-l-aazboKylio aeid, 3 -ethyl -3 , 4 -dihydro-4 -< 
a-brcaoethyl eater, a,3-dioKide (9CI) (CA INDmr KJkME) 



ff 



BrCHa" CH3— O— C 



65403-96-3 CAPLUS 

lB-3,l,3-Beixsothiadlazine-l-oazbaKylie aoid, 3-ethyl-3,4-dihydro-4-< 
a-nathcKyethyl eater, a,a-diaKide (9CI} (CA lUDSlf BAMS) 



MeO-CHa— CH2--0- 




65403-97-3 CAPLUS 

lH-a,l,3-B«rizothiadlasine-l-eazbaxylie acid, 3.4-diliydro-3-aeCliyl-4-< 
3-nettMKyethyl eater, 3,3-dicKide (9CI1 (CA IHDEK NAME) 



mbo- CHa" CH3— o- 



EN 65403-98-4 CAPLUS 

car lB-3,l,a-Ben.aotliiadiaai&e-l-oasbaxylio aoid, 3,4-dihydro-3^tltyl-4-i 
3,3-diohlozt:propyl eater, 3,3-dioKide (9CI) (CA ZBDEir NAME) 



CI CHa- CH- CHj - ^ 



RM (5403-99-5 CAPLUS 

CB lB-3,l,3-Beiiaothiadiasine-l-caxbaxylio aoid, 3-ethyl-3,4-dlhydm-4-i 
3,3-dibranepreFyl eater, a,3-dio«ide (9CI) (CA IBDSf NAME) 



BrCHa" CH~ CH3 ~ 0^ c 



BB 65403-01-3 CAPUK 

CB lB-'a,l,3-Bcn»»tMadia8ine-l-oaxbcBtylio aoid, 3,4-diliydro-3-netlvl-4-4 
3-prqpeiiyl eater, 3,3-dlOKida (9CI) (CA IWEIC BOMB) 



a; 



CB lH-a,l,3-BcgBSOthi<idiwBiii«'l-o«xbGKylic acid, 3-batyl-3,«-dihydro-4-< 
a-prepyi^l •■t«r, 3,3-diGKldB (»CI) (CA XHDEX lOMS) 



HN 65403-03-4 CAPLUS 

CIJ IH-a.l.a-Benzothl&diasine-l-c&iboxylic aeid« 3,4-dibydro-3-ueehc7l-4-< 
S-pnpynyl estsr, 3,3-diaxide (»C1) (C& INDBf XOHE) 



BN 45403-04-5 CAPLUS 

CN lH-3,l,3-B«nsotliiAdlazine-l-c&xbeoqrlie acid, 3-oyDlolh«yl-3,4-dll)ydro-«- 
OK0-, S-prcpynyl aptar, 3,a-dicKidtt C9CI) (CA INDOf SAME) 




BK 65403 -05 -S CAPLUS 

CS lH-3,l,3-Beiizocliiadiazlii«-l-eazbaKylle acid, 3-ethyl -3,4 •dihydro-4-< 
3-prqpe&yl eater, 3,3-dicaiida (9CI) (CA IVDSX KSMB) 




BV 65403-06-7 CAPLUS 

CV lH-3.1,3-Benzocliiadlasiua-l-eazi>aKyllc acid, 3,4-dihydre>-3- (l-oethyletljyl) 
4-CK0-, S-propynyl aster, 3,3-dieKids (9CI) (CA imBf HAME) 



II >« 



BH C5403-07-a CAPLUS 

CV lH-3,l,3-Beasoth,i«diaBlna-l-oaxboKylio aold, 3-bat7l-3,4-dihydro-4*4 
S-prepanyl ••ear, 3,a-diaxida (9CZ) (CA mar HBME) 



H2C= CH- CH3— O- C 




BN 6S403-0B-9 CAPLUS 

CN lH-3 ,1,3 -B«nBOthiadlazine-l -oazbonyl ie *eld, 3,4 -dlhydzo-3 - ( 1 -nathylatl^l) - 
4-caco-, a-prapaayl aatar, a,a-dioKida (9CI) (CA IHDElf HUO) 



EaC=CH-" CH2~ Cr- p 



BN 65403-09-0 CAPLUS 

CN lH-3,l,3-Baisotihiadiaziaa-l-eazbaKylie aoid, 3-oyolalia3qrl-3'4-<Uliydra-4- 
OK0-, 3-prGpaayl aatar, a.a-dioaclda {9CI) (CA INDBIf KAMB) 



^C=CH-CHa— O^C 




BN 65403-10-3 CAPLUS 

CN lH-3,l,3-BaaBothiadiasiiia-l-eaxbaicyllc acid, 3,4-dibydxo-4-a»D-3-pzppyl-, 
a.propaayl- aatar, 3,3-diOKidB (9CI) (CA IBDEir NAME) 



K3 C— CH"" CH2~ 0~- p 




BN 65403-11-4 CAPLUS 

CN lB-3,l,3-Baii«>thiadiaxlna-l-eaxbc»yIio acid. 3,4-dihydrt>-3- (3- 
aathylprepyl)-4-aKo-> 3-prqpynyl aatar, 3,3-dloKide (9CI) (CA 1 



ffissssc—CHa— 0— C 



BN C5403-13-5 CAPLUS 

CN lE-3,l,3-BeiiaothladiaBliM-l-oazbeB(ylio acid, 3,4-dihydro-3- (l-nathylathyl) 
4-eDco-, 3-wthyl-a-prcpenyl aatar, 3,a-die9cide {9CI) (CA ISOZX NAME) 



r I? 



BN 65403-13 -« CAPLUS 

CH ' lH-3,l,3-Beasothiadlasi&«-l-eazbaKyllc acid, 3,4-dibydro-3-nBClqrl-4-< 
a-uatliyl-a-propeayl aatar, 3,a-dioxi<ta (9CZ) (CA INDEX HAHB] 



/ 



SN fiS403-14-7 CXPUJS 

CB lH-3,l,3-Bcn20Chi(uUaaina-l-c&itiax7lic acid« 3<-eChyl -3.4 •dihydzx>-4*< 
4-elLlorofib«nyl eac«r, 2, 2-dicKi4lB (9CI) (CA INDBf lUME) 




RH 65403-15 -B C&PLOS 

CM lH-a,l,3-Beiizochiadi«sine-l-caibo9cylic acid, 3-«tb7l-3,4-dihydrD-4-< 
a-propynyl •■cer, 3,3-diaKidA (9CI) (CA IKDIX NAME) 



S540a-lC>9 

lE-a,l,3>B8niothiMUasi&«-l-e*xbaKrlio Acid, 3 -athyl -3 , 4 -dihrdro-4 -< 
3,5-dinachylib«nyl «sc*r, a.a-dioKldi (SCI) (CJk INDBC lUMB) 



SS403-l?>0 CAPUTS 

lH*3,l,3-Beiisotliiadiaaiiie-l-eaxbascylle acid, 3,4*dil^ro-4-cogo-3-pxpiyl- 
a-prcprnyl •■C«r, 2.3-diaKid* (9CX) (C& HDBf HIKE) 



IT 

Hc^c— CH3— o— j: 



KV C5403-10-1 CftVLDS 

Ca lH-a,l,3-BBisothi«di«siiw-l-oubo9qrlia acid, 3.4-dihydro-3- <a- 
Mthyl propyl) •4-00(0-, 3-prop«&yl aster. ata-dicBCida (9CI) {CA ] 



SH C5403-19-a 

CN lH-3,l,3-B«iicoChiadiaBiii«-l-o«iftx]icylio acid. 3,4-dihydro-3-nacliyl-4-csco-, 
cyelcshaxyl aacar, a.a-diaxida {9CI) (CA ISDBir mHB) 



9 

r 



BV 65403-30-5 CAPLUS 

CH lH-a,l,3-Baiizethiadiazin«-l-eaj:boKylie aeidi 3-lwxyl-3.4-dihydro-4-< 
l-wtl^latliyl aatar, a,3-diQxid» (9CI) (CA ZBDSX NAME) 



BH 15403-31 -fi CAPLUS 

ca lH-a,l,3-BaasQChiadiaain«-l-oazboatylio aoid, 3-athyl-3,4-dihydro-4-< 
nenyl aatar, 3.3-dieixida (9CI] (CA IHDB]( KAMB) 



Mb- lCHa)e-Or-j! 



BN «5403>aa*7 CAPLUS 

CN lH-2,l,3-Ben8Pthi«dlazina-l<c«TbaKylio acid, 3-atliyl-3,4-dlhydro-4>< 
octyl aatar, a,a-dioxidB (SCI) (CA INDSir NAME) 



< c 




«S403-a3-« CAPLUS 

lH-a,l,3-Benzothiadia8i&a-l-e«u:bcBtylio acid, 3-eyclebexyl-3/4-dilirdro-4- 
0K0-, atbyl mmtmr, a.a-dicixida (9CZ} (CA IlinBJr BWB) 



II r« 




(5403-34-9 CAPLUS 

lH-a,l,3-Bc&sothi«dl«sina-l-eazbaRyllo asid, 3-eyolobaxyl-3,4-ditaydro-4- 
CKO-. uatHyl aatar, a,a-diaaeide (9CI) (CA IHDEK lUMB) 




S5403-a5-0 CAPLUS 

lH-a,l,3-Benaothiadlazina-l-e«xboaqrlle aoid. 3,4-dihydro-4-ea»-3- 
(pihatqrlnathyl) -, l-matl^lathyl aatar, 2,3-dioKid0 (9CI} (CA INDEX NAME) 



a; 



XV 65403-aC-l CWLDS 

CV lH-3,l,3-B«n8ot2iiadiasi]M-l-eazbaBgrlic «cid* 3-cycloh»grl-3, 4-dilqrdro-4- 
0KO-, l-oathrleUqrl Mtsr, a,a-diaaEi<fe (9CI) (CA IBDaC lOMB) 




KN 65403-37-3 CAPLUS 

CK lH-3,l,3-Beiizochi&diAzine-l-cai±K3xylic &cidr 3-«cliyl-3.4-dili7dro-4-. 
a,4'<llahlorqFim.yl aatcr, a,a-diaxida (SCI) (C& IHDEX NAMK) 




RN 6S403-3e-3 CAPLUS 

czr lH'a,l,3-Benzothiadia2me-l-ca.xbaxylic acid, 3-«tliyl-3,4-dihydro-4-< 
a-atsthyl-a-pzvpenyl eater, a,a-diaxide (9CI) (CA VSSSEIL NAME) 



r If 



■H C5403-a9-4 CAFUIS 

CV lH-a,l,3'Baiiaoth.iadlaaina-l-eai:baKylie aoid, a-athyl-3.4-dihydm-4-< 
S-eailoxophanyl aacer, a.a*dloKida (9CX) (CA ZBDSC HIMB) 



a; 



6S403-30-7 CAPLUS 

lH>a,l,3-Saasotliiadia>ina-l-oaxbeKylie acid, 3-ath.yl>3,4- 
3-nethylphenyl aacar, a,a-diOKide (9CI) (CA INDKir HUtB] 



SH 65403-31 -B CAPLVS 

CH lH-a,l,3-Benzotliiadiazina-l-eaxbagcylic acid, 3-batyl -3,4-dihydro-4-( 
]]liaiiylnBtliyl aaCar. a,3-dicKide (9CI) (CA IHDBf NAME] 



BIT 65403-33-9 CAPLUS 

CK IH-a .1.3 -Bcusochiadiasina-l-cazboKyl io acid. 3 . 4 -dibydrD-3 - (1 -nethylaclqrl) - 
4-aBCO-, flmylnBthyl ••x.mx, a.a-diocida (9CZ) (CA IHDEir NAMX) 



BN 65403-35-3 CAPLUS 

CN IH-a.l.S-Baazothiadiazina-l-oaxbGKylio aoid, 3-ach7l-3,4-dihydzo-4-< 
fbanyl aaCar. a.a-diocida (9CZ1 (CA IHDEir HWIB) 



a; 



pho-| 



EH 6S403-'33-0 CAPLUS 

CV IH-a.l.S-BflnaothiadiaBina-l-oaxlioKyllo acid# 3-achyl-3.4-dihydro-4-i 
FbanylUBthyl aatar. a.a-diCKide (9CI) (CA IHOBT NAME) 



BH 45403-37-4 CAPLUS 

CN lB-a,l,3-BaisothiadiaBiaa-l-eaxboKylie acid, 3,4-dihydro-3-(a- 

■at:hylpropyl)-4-OKo-. adqrl ectar, 3,3-diQxida (9CI) (CA IHDSlf 1 



II r» 



BV 65403' 34-1 CAPLUS 

CV IB-a^lfS-BflDBothiadiaaina-l-caxlMKylie aoid, 3,4 -diliydro-4-oiw-3 -prenyl-, 
phanylnaehyl aaear, a.a-dicnida (9CI) (CA ISDSir VAME) 



BV 45403-38-5 CAPLUS 

CV lH-a,l,3-BaiisoChi«diasina-l-eazt>oKylio acid. 3,4>dihydi»-3- (3- 

vechylprciiyll batyl aatar. a,a-diaxida (9CJ) (CA XNDmr HUtB) 



a«Buo— c 



65403-39-6 C&PLUS 

lH-a,l,3-Beas»th.lAdiazixi«-l-c&ibaK7lie acid, 3,4 -dihydrD-3- (a- 
inacliylproi}yl)-4-oau>-, prc^l eater, 2,2-diatidm (9CI) (Cft UaDBC lOMB) 



T ^ 



65403-40-9 C&PLUS 

lH-3,l,3-Bcassothiadia2ina-l-c&zt>aKylic acid. 3,4-dih7dro-3-(a- 
naCta.7lpra[iTl)>4-ep(o-, pentyl aatar, 3,3-diflKlda (SCI) (CJl IBDEV SAME) 



fiS403<41-0 CULOS 

lH-2,l,3-B«&»>thiadiaziue-l-eazbaocylie acid, 3.4-dihydro-3-(3- 
nBthylprcOTl)-4-cB«>-, l-Mtbyletfayl eaccr, S.a-dicKida (9CX) (CA IHDBir 



l-PrO-c 




BH 65403-43-1 C&PLUS 

CH IH-a.l.S-BeazoehiadiaBlna-l-caxbcocylic acid, 3,4-diliydro-3-twthyl-4-< 
phe&yltMthyl eater, a,a-dicKide (»CX) (C& IHDEaC KME) 



a— CH3— o-j; 



SN 65403-43-3 CA7LU5 

CJT lH-a,l,3-Bena»thiadlaaine-l-caitxKylic acid, 3-ethyl-3,4-dihydro-4-cxico-, 
hBxyl eater, a,3-dioxida (9CI) (CA IHDBX K1M8) 



I? . 

Me- (CH2)5-0-j: 



Ur 65403-44-3 C&PLtIS 

CN lH-3,l,3-BeiLaothiadiaaine-l-caxtieKylie acid, 3-eChyl-3,4-dihydn>-4-i 
hepcyl eater, 3,a-diaxide (SCI) (CA IVD^ HUfE) 



Me-{CH3)6-0-C 



BN 65403-49 -B CAPLUS 

CH lH-3,l,3-Beaseebiadia«ine-l-eazbaKylio acid, 3,4-diliydro-3- (1-nethyletl^l) - 
4-caco-, 3-nechylprei9yl eacer, 3,a-dioKide (9CI} (CA INDEX DAHE) 



BH <5403-S0-l CAPI<DS 

CN lB*a,l,3-Bensothiadiasine-l-oarbaocylio aoid, 3,4-dihydro-4'oaco-3-praiQfl- 
butyl eater, 3,a-diffiK:ide (SCI) (CA IHDBir HAKE] 



1 

n-BttO— j: 



Btf 65403-53-3 CAPLOS 

CN lH-3,l,3-Beazotliiadlasine-l-cax)»eKylia acid, 3,4 -dihydrs-S • (1 -methyl etliyl) 
4-0K0-, propyl eater, 3,a-dicKida (SCI) (CA INDElf NXMS) 



i 

n-PrO— c 




BN 65403-53-4 CAPIAS 

CN lB-3,l,3-Bensotliiadiazine-l-eazbaKylio acid, 3,4-dlhydvo-4 -oKo-S-prapyl- 
prcfiyl eater, 3, 3 -dioxide (SCI) (CA XBDBC NAHB) 



BN (5403-51-3 CAPLUS 

or ' lE-3,l,3-Beiizothiadiazina-l-oarfaciiqrlio acid. 3-bttCyl-3,4-dlhydro-4-aa»-, 
Im^l eater, 3,3>dioxida (SCI) (GA XESnr HftMB) 



SH C5403-54>5 CAPUIS 

CN lE-3,l,3*S«&BOthiadlaBine-l-eaxi>eKylio aoid, 3,4-dlhydro-3-(l-inethyletliyl) 
4-eaco-, pentyl ester, 3,a-diaxida (SCI) (CA IWEX NAHE) 



fi54e3-55-« C&PLUS 

lH*3,l,3-Be&cotlii«di«aine-l-eajfbaxrlic aeid, 3 «4-dihydro-4-aoco-3 -propyl- 
pentyl ttrntmr, 3,3-diaicida f«CI) (Ok INDEX HBHS) 



RN 65403-56-7 CAPUTS 

C3r lH-3,l,3-Benzotliiadia2iiie-l-ca.ibaKylic acid, 3-0thyl-3,4-dihydro-4-i 
3-nathylprcpyl eater, 3,3-dicKide (9CI) {CA INDBT lUME) 




BV 65403-57-B C&PLUS 

CN lE-3,l,3-Bcnsoclii*diasine-l-eaxboKylic a«id« 3-bacyl-3,4-dihydro-4-< 
3-MChylprcpyl eater, 3,3-dicKid* (»CI) (Ck INDBf lOHE) 



C5403<60-3 CAPLUS . 

lH'3.1.3-B«nwthiadiasine-l-cazboogrlie aeid, 3-batyl-3.4-dlhydxo-4-« 
ethyl eeter, 3, 3 -dioxide (9CI] (Ca IHHEX BUfEE) 



BN 6S403'61'4 CAPLUS 

CN lH-3,l,3-Beiizotiiiadiazine-l-carboKyIic acid, 3,4-dlhydro-3-iafiChyl-4>axo 
3-aechylprcpyl eater, 3.3-diaxide <9CI) (CA IIDBIC NBMB) 




SN 65403-63-6 CAPLUS 

OH lH-3,l,3-BeiL20Ch.iadiazine-t-eazbaKylic acid« 3-butyl -3,4-dihydro-4-< 
propyl eeter, 3,3-dlaKide (901) (CA INDBf iOHB) 



OCr 

n Bu-n 



BK 65403-66-9 CAPLVS 

CK lH-2,l,3-BanM>thiadiaaine-l-eazbogqrlio *eid, 3 -batyl -3 , 4 -dihydro-4 -< 
l-natliyl ethyl ester, 3, 3 -dioxide (9CZ] (CA IMSEY NAME) 



i 



BN 65403-67-0 CAn.US 

CH lE-3,l,3-B«ixsothiadlazise-l-oazfecscylio acid, 3 -tontyl -3 , 4 -diliydro-4 -< 
nethyl ester, 3,3-dloKidB (9CI} (CA INDBf NAME) 



Me- (CH2)4-'0^P 



BN 65403-69-3 CAPLOS 

CN lE-3,l,3-B«iiaoClLiadiasina-l-c*zboo7lia aoid, 3,4-diliydro-4-oxo-3-prepyl 
a-uBChylpropyl ester, 3,a-dioxide (9CX) (CA IBDEV HAMB} 




BH 65403-70-5 CAPLOS 

CH lH-3,l,3-Ben«othiadiasine-l-oaibaxylic aeld, 3-etliyl-3,4-dih.ydxo-4-oxo- 
propyl ester, a,3-diaKide (9CI) (CA IBDEX lUMB} 



BH 
CH 



65403-68-1 CAPLTT5 

lB-a,l,3-Bcnzothiadia8i&e-l-oaxbaxylie acid* 3 -butyl -3, 4 -dihydro-4 -oxo-, 
pe&tyl ester, 3,a-diaKidB (9CI) (CA INDS HUfE) 



BH 65403-71-6 CAPLUS 

CH lH-a,l,3-Bca»>cliiadiasiae-l-oaxba)cylic aoid, 3-etliyl-3,4-dihydro-4-axo-> 
butyl ester, 3,a-diaxi(ta (9CI} (CA INDEir NAME) 




o 



RH 65403-73-7 CAPLUS 

CS lH-3<l<3-BensothiAdiAziiie-l-c»zbaD(ylio acid< 3 -achyl -3>4 -dih7dro-4 -ooco-, 
pentyl ••c«r, 3,3-diooiid« (SCI) {Ol imBC HWB) 



lte-{CB2)4~0~p 




o 



RH 65403-73 -e C&PLUS 

at lB-3,l,3-BenzochUdiaziii«-l-e*zboKylle Acid, 3,4-dihydro-3-n«chyl-4-GDco- , 
prqnrl Mter, 3,3-dic9(ida (9CI) (C& IHDKIf KmS) 




O 



XS 6S403-75-0 C&PLUS 

CH ia-3,l,3-BensoUxiadlasine-l-eaxbaacylle acid, 3,4-dibydn-3-netliyl-4-eaco- 
bacyl «sc«r. 3,3-diaxldB (9CI) (CA IHDEIC NftME) 



if 




o 



BH 65403 -81 -a CAPLUS 

CN lH-3,l,3-Benzothiadiasine-l-caxbaKylie acid, 3,4-dihydro-4-axo-3-proFyl- 
I'VathyUtHyl MCer, 3,3-diOTidB (9CI) (CA IBDEX BUfB] 



I? 




XH «5403-74'9 CJkPLlIS 

CH lB-3/l,3-Bensothladia«ina-l-oaiiicKylio aeld, 3,4-dihydm-3^chyl-4-0Bco-, 
pmtyl mmfr, 3,3-diaKida (9CI1 (CA INDBf NAHE) 




BK iS403-e3-9 CAVLOS 

or lH-3,l,3-B«nsothi«dl«siiw-l-cazbaKylio acid, 3, 4-dihydro-4-ooco-3 -propyl - 
wthyl astar, 3,3-dlcKida (9CI) (CA INDBf HBMS) 



f 



oc;, 



BN 6S403-B3-0 CAPLUS 

ON lH-3,l,3-B«nsothiadla*lna-l-cazbeogrlia «eid, 3,4-dlhydxo-4-(»o-3-prEifrl- 
•Ctayl aacar, 3,a-dioxidB (9CI} (CA INDEX BAMB} 




BH €5403>91-0 CAPL11S 

CB lB-3,l,3-Ban9Qthiadiasin«-l-o*zbaxylio acid, 3,4-dih7drD-3*(l-Mtfaylatfayl) - 
4-0KO-, l-nathylatliyl astar, a,3-di<»id* (9CI] (CA INDEX NAME) 



oc;; 



'1 C° 



BH 65403-93-1 CAPLUS 

CH lE-3,l,3-Bea«>thiadiaxlna-l-cazbc«ylio acid. 3,4-dihydra-3<iwtliyl-4-c 
l-natliylachyl astar, 3,3-dic»ide (9CI) (CA INDEX NAME) 



BN 65403-93-3 CAPLUS 

CH 1H-3,1,3-Baiisoth,iadiasina-I«oazba>grlio *eld, 3,4-dUiydn»-3-«aclsyX-4-4 
atbyl aitar, 3,3-dlaxid* (9CI) (CA IHDBX HAKE} 



if 

f 




BH (5403-94-3 CAPLDS 

CH lH-3,l,3>BansoChiadiasina-l-oaxboKylio aeld, 3-ataiyl-3,4-dlhydrt>-4-< 
atl^l eatar, 3,a-dioxlda (9CI) (CA INDEX KANE) 



BH 45403-95 -« CAPLUS 

CH lH-3,l,3-Baasothiadlaaiii«-l-eaxbciotylio aoid, 3,4-dihytdro-3-ii*thyl>4*4 
■atliyl aatar, a,3-dlCKide (9CI) (CA IHDEX HAMS) 



1 



BV CS403-9C-5 CftPUS 

CV lH-3.1,3-B«aisotia«diasiiw-l-eaxbaKylie acid, 3-eUiyl -3,4 -dihydro-4H 
wdiyl cacer, S.a-dioKids (9CI) (CA INDS !UMB} 



cx;c: 



BN C54«7-7S-e C&PLCS 

CS lB-a.l,3-B«nzothiadia3iiie-l-eaitK)Kylie acid. 3-ethyl -3,4 -dihYdro>4 •oxo-, 
cyelahexyl aatcr, a.3-dioKida (»CX) (CA IBDEir NUfE) 



9 



BH 45 685 -19-0 CAPLUS 

CH lH-3,l,3-BeiiBOChiadiazin«-l-cubaKylie acid, 3 -achyl -3 , 4 -dlhydro-4 -i 
l-wthylachyl aatar, a,3-dlc»cidB {9CI) {CA INDEX HAMS) 



BH 45485-21-4 CAPUTS 

CH lH-a,l,3-Be&sothiadiasina-l-caxb0Kylio acid, 3-«thyl -3,4-dihydro-4-i 
a-nathcscyphanyl aacar, 3,3-dioxldB {9CI) (CA ZHDEir HAMB) 



MaO J 

r 



I 381 07 316 CAPUTS COPYSIOHT 3005 ACS co STS 
ACCESSItXr HUNBEB: 1977:438827 CAPUHS 

QOCVHBIT nnam: 87:38827 

TITLE: Conraraim of primary aloohola to urathanaa via cha 

innar aalc of vachyl (oaxboeqraiilf«a0yllcrieeIqrl»neaiu 

a l:ydraa(idat nathyl n-haxyloaxbaoata 

AUTBOB(SJ t Borgeaa, Edward M. i Penton, Baxold R. , Jr. i Taylor, B. 

Alani ttilliama. V. Michael 

Sch. Chaa. , Oeorgia Inat. Technol., Atlanta, OA, USA 
Organic SynCbaaaa (1977), 54, 40-3 
CQDEK: OBSYAT» ISSH: 0078-4209 
Jooznal 
aigliiai 

Baaetiott of C1S03HC0 and MaOH in CCHC at 35-30* gave eS-93» 
ClSO2HHC03Ma, «iiich idian traatad vith Et3tf in CfiHS at 10-5' gava 
84 -fit Et3II^S0aN-C0aMe (I). Hkating I with l>haxanel at 95* gava 
51-2% Me(CB3)5IISCOaMa. 
296e4-56-8P 

BL: SPH (Synthatie praparatien) I PBEP (Praparatim) 

(prcparatioa and oonvaraiai of, to machyl haxyleaxbaaata) 
29684 -56 -8 CAPLUS 

Ethanaminia, H, N-di ethyl -N- [ [ (nathaxyeazbenyl ) amino] aul f any 1 ] - , imar 
aalt (9CI) (CA ISOfEX HAME] 



f J 



: 283 OF 316 
ACCSSSICH ITOHBEB: 
DOCTMiNT NlMBBStt 
TITLE t 



AOT^(S) : 
CCRPQRATB SOOBCE: 
SOOBCEi 



CAPUJS COPYBIGBT 2005 ACS flU STB 
1977:4551 CAPWS 
e(;4SSl 

Selvant eaga affaot in tha photolyaia of azameliana in 
aqoaoua aloobols and othar nadia: a aamlaBq;>irioal 
oorralation aith naenaeqpio aolvant parametara 
Hbdalnaa, Mlli Martin, J. C. 
Dap. Cbnu, Tbiv. Illiaoia, Ukbana, IL, USA 
Jounial of cha A&wrioan Chamioal Society (1976), 
98(21), 6597-408 
CODEH: JACSATi ISSH: 0003-7843 
Jounial 
Bigliah 

Photolyaaa of aaoaetha n a (I) in aquaooa MaSCOE ahow a vaxinua yield of oage 
product* near aolvant oatqma. of 0.9 nola fraetien of H30 (XH30 0.9). For 
XH30 0.6-0.9, tha fraetien of cage raceoibination of He radical a from tha 
photolyaaa of I dacreaaaa with increasing laacroscqpic viscoaity. A 
seni es^l ri cal equaticn davelopad Co treat ch.e8e data la eucceaaful in 
relating tha obaerved aacunc of cage prodact C2H6 to maeroacopic aolvent- 
pamnetera other than viacoaity (principally to aolvent internal preaaure 
and ocQieaiva energy d. ) . The correlaticoi equaticn, derivad uaing a 
Iihenomenologieal nodal, ia ruccaaaful in deacribing tlia oage affect in a 
wide range of aolvant type a for photolyaaa of I and tlia daooqaia. of othar 
radical initiators. A new aynchecic vathod, atarting with tha alkylatioa 
of (Et03CNH)2S03, ia daaeribed whicdi la aai cable for cha praparacion of syn. or 
unaym. azoalkanaa. 
5$477-47-5P 

BLi RCT (Baaceane)f SPH (SynChaCio pvepavatioo) i VBZP (Pnpamtiai) » BACT 
(Baaecant or reagent) 

(prqparacioB and alkylacioa of) 
S6477-47-S CAPLDS 

6-Qxa-3-Chia-3,4-dlaBaootanole aoid, 5-OJCO-. ethyl eater, 3,3-di<Kida 
(9CI) (CA ISDET HAMB) 



S i I? 
T 



II 



61093-4S-6P 

SPH (Synthetic prapavaticn) t PBEP (Pxvpaxation) 



(preparation of) 
BH 61093-45-6 CAPLUS 

CH Caxt>aaic acid, { [(ethaj7eaibcnyl)aainD]aulfagayl]aathyl-, 
(CA INDBT HAMB) 



achyl 



L 383 OP 316 
ACCESSIOH HIMBEB< 
DOClMiaiT BUMBSti 
TITLE; 

INVO]T0B(S) ; 



DOOJMEHT TYPE: 
LANOUAaEi 

FAMILY ACC. UOi. COOHT: 
PATENT IHFQBMATiaHi 



CAPLUS CGP'miGHT 3005 ACS cn SIN 
1976:478170 CAPUTS 
85 : 78170 

a, 1, 3-Benzothiadiazin-4-ctia 3,a-diaxida derivatives 

Zeidler, Adolf; Piochar, Adolf i Eanpraehc, Oexhardj 

Scfamidc, Peter 

BASF A.-O. , Fed. Bap. Gar. 

Ger. Offcn., 46 fP' 



PATENT HO. 



KIND DATE 



DE 3444833 

JP 51041438 

IL 47970 

m 7584331 

AV 499931 

CA 1083703 

CS 191944 

BE 833456 

CB 630573 

OD 130117 

BB 7S0S99B 

BU 18536 

EU 176194 

QK 7504184 

QK 144 331 

SX 144 321 

2A 7505949 

ES 4410C8 

AT 7507169 

HL 7511095 

ra 2285383 

FR 2305383 
PBIOaiTY APPLN. INFO. 
GI 




19760408 
19760407 
19790313 
19770334 
19790503 
19000739 
19790731 
19760316 
19S0131S 
1976060S 
197C0803 
19000738 
19010138 
19760320 
19820222 
19830713 
19760939 
19770701 
19771115 
19760333 
19760416 
19780933 



APPUCATION HO. 

DE 1974-2444832 
JP 1975-95468 
IL 1975-47970 
AU 1975-84331 



CA 1975 
CS 1975 
BE 197S 
CH 1975 
DS 1975 
BB 1975 
HU 1975 



-334314 

-5992 

-160073 

-11954 

■108397 

■5996 

■BA331S 



SX 197S-4184 



Zk 197S-8949 
BS 197S-441O60 

AT 197S-7169 
NL 1975-11095 
FR 1975-28758 



HATE 

19740919 
19750807 
19750831 
19750833 

197508 25 
19750903 
19750916 
19750916 
19750917 
19750917 
19780917 

19750918 



19750918 
19750918 
19750918 
19750919 
19750919 



DE 1974-3444033 A 19740919 



Benzochiadlazincma dlaxides I {R • acyl, &lkcocy<carbciiqrlainino, carbamoyl, 
oobaticaced •ulfeayl,. mlfamofl, pho>phaaothioat«, trinitrc^ibrayl) (63 
cocqpds.] vera prepared by subaticutiod an I (R > Ha, X). X «» 
herbioldaa. Tbaa, I {S - lIHC03Et, S02BC, 503CB3CBMa3) «C 1 kg/llA gav« 
100» control of Slnapis arvenaia, wichoat any damage to ooccen plane*. 
59966-76-6P S9966-77-7S 59966-79-9P 

SL: B&C (Biological activity or affector, couwpt adrarM) t BSV (Biological 
atudy, xmclaasif led) > SPV (Synchacie prapamticn) t BIOL (Biological 
atui^) I vaSP (Praparacion) 

(praparaticn and harbicidal ckctivicy of) 
59»«6-7(-6 CkVLVS 

lH-a,l,3-Be&socliiadia2in«-l>caxbaxylic acid. 3,4-dihydxo-3- (l-macbylad^l) • 
4-axo-, uathyl aatar, a.a-dioKlda {9CI) (C& IKDEr KSMB) 



VB S99SC-77-7 CAPLTJ5 

CN lB-3,l,3-Bcnsocliiadiaaina-l-eaibGDqrlio acid, 3,4-dihydro-3-(l-aatliylathyl) - 
4-0SCO-, atkyl eatar, a.a-dioKide (9CI) (CA IHDBX BBMB) 



cx;c 



BH 59966-79-9 CAPLUS 

CN IH-a ,1,3 -Benzothiadiazine-1 -eaitrnxyl ic acid, 3 ,4 -dihydro-3 - ( 1 -nethyletliyl) - 
4-aaco-, piianyl eatar, a,a-diaKida (9CI) (CA INDEX HAMB) 



IT 599«6-20-0C 59966-78-aE 59966-80-2P 

VLt SPH (Syntlietic prvparaticci) t FSEP (Preparatioi) 
(preparat iooi of) 
BH 59966-30-0 CAPIAI5 

CH lH-aa,3-Ben30thiadiazina-l-cazb(scylic acid, 3,4-dihydro-3- (l-nadiylatlvl) 
4-OOCO-, faucyl aacar. 3,a-dioxida (9CI) (CA IHDar lOMB) 



BS 8»9fi<-7S-e CAPLtIS 

CB lH-3,l,3*Bansothiadiaaina-l-eaxboB(ylio acid, 3,4-dihydro-3-{l-x»echylethyl) 
4-axo-, luucadMyl astar, 2,a-dicnide (9CI) (CA IHDBir HftMB) 



Ma- (CB2)l5-0^f 




BN 59966-60-3 CAPIiUS 

CH lB-a,l,3-Beii2otliiadia2ine-l-caxbcKylic add, 3,4-dihydro-3- (l-wthylatbyl) 
4-OKO-, a-netliaKypiheiirl eatar. a.a-dioacide (9CI) (CA IBDBV HftME) 



X3 

MeO I 



L9 ANSNBt 384 OF 316 CAPUTS COPISIGBT 3005 ACS c 
ACCBSSICar BlMBERt 1975:497733 CAPUTS 



DOCtMEtn NUHBHt: 
TITLE: 

IBVBrTOB(S) ; 

PATBIT ASSIGNEE (S) : 

SOUKCE: 

DOCTMEWT rypEs 
LANGUAGE: 

FAMILY ACC. KUH. COUNT: 

PATiarr inpoemation: 

PATENT NO. 



03:97723 

Cazbaoacas of ea crane darivaciv«8 
Grosae. Peters Pcnaold. Kurt; Prouaa, Bidiardi 
Schuabel, Salf; Von ZycQilinaki, Jutta 
VEB JaiuLpiuim, Oer. Sen.. Bap. 
19 Fp. 



Patent 



KIND 



DATE 



APPLICATION NO. 



DATE 



FR 1973-19540 



[ 1973-19540 



19730529 



A 19730529 



FS. 3331673 Al 19741337 

■ FB 3331673 Bl 19771230 

PfilCEITY APPLN. INFO. : 
GI For diagram{0}, aee printed CA laaue. 

AB The title caapda. I (R « Me, H; Rl - NH2, EtNH, MeNH, PliCHSNH, 

cyclahexyl amino. Et3N. Me2N, PhNH, 4-MeC6H4NH, 4-HOC6H4NH, Me2NNH, 
Me2C:HNH. 4 -MeC6S4 S03NH, EtS, PhS, HC. tplbctid. CCH20, PhO, 4-MeOC6H40, 
4-03HC6H40, N3, CN, Ne2C:NO, Et2NCE2CH20) ware prepared by ecndenaation of I 
(Bl - CI) witli RIB or their aalta. I (B - Hei Bl - PhKB) poraeaead 140% 
of tba coatraceptive activity of nestranol, but 3.9» of its uterotropic 
and 4% of ita antlgonadotropic activitiea. 

IT 56736-37-9P 

RL: SPN (Synthetic preparaticn) i PBEP (Preparaticn) 
(preparation of} 

RN 56736-37-9 CAPLTJS 

CN Eatra-1, 3,5(10) -triaa-17-ol, S-nethog?-. [[{4- 

nethylphenyDanlnDlaulfonylleazbaBiate, (17 ■ (9CI) (CA IKDEX MAMB) 

Abaolute atereocdiaaiatry. 




L9 ANSnat 2S5 OF 316 
ACCESSION NtMBER: 
DOCCHEHT NUMBER: 
TITLE t 



k STH 



CAPUTS CQPYRIGBT 3005 ACS < 
1975:479303 CAPUTS 
83:79303 

Produeta of reactiooa of dlalkylphoephorio acid amlcits 
with Bttlfooyl dliaocyanate 
Arnold, Zdzialawi Fiaaar, Beznard 

Sep. Phyeiol. Oen. Cham., Mil. Seb. Had., Lods, Pel. 
Bocaniki Chraii (1975), 49(3). 385-95 
OODBNi BOCBACi ISSN: 0035-7877 
Jonumal 
Bigliah 

Tor di«gnai(a}, see printed CA laaua. 

The title vaaotien, mn in ether at 0-5*, gave I (R - Me, Et, Pr, 



AVraQR(S) : 
CCftPORATB SOURCE: 



DOCtMENT TYPB: 



iao-Pr, Bu, iao-Bu) in 20-83% yield. I, except when R - Me, hydrolyze 
readily to give dialkyl phosphatea and l-8ulfanyl-3, 5-dicarbcnyl -3,4, 6- 
triimine (11). Degradation of II with EaO gave urea, NH3S03H and other 
produeta. II gave the dianmoniutt aalt with NH3. Refluxed 3 hr in EtOH, 
II gave the mmoannaniun aalt and (BtO)3PO, (EtO)3P(0)NSC03£t, and 
S02(NHC02Et)a. Treated with CBaiO, I Z gave H,N' -divatl^l derivative I I 
Et) treated at roan tenperature with StOH-BB3 (35% ejceaaa) yielded 40% 

(EtO) 3PO. 

IT 56477-47-5P 

BL : PREP ( Preparat i on) 

(from alcoholyaia of (diethcKyphoaphinyl) sulf cnyldic&rbonyl triinlne) 

BN 5C477-47-5 CAPLUS 

CN S-CKa-3-thia*-3,4-diazaootanola acid, S-coto-, ethyl eater, 3,3-diaKida 
(9CI) (CA INDiar NIME) 



n » i 
r 



R(S) : 
PATHST ASSIGNEE(S) : 
SOURCE: 



1 386 or 316 CAPLUS COp-niSBT 3005 ACS en SIS 
1975:43439 CAPLTTS . 
83 :43439 

Penlcillanio acid- and oajdialoaporanio add 
derivative a 

Van der Drift, Johannea K. i Bnqfnea, Cornelia A. 
' Oiat-Brooadaa N. V. 
Oer. Of fen., 135 pp. 
CODENi CmCHBX 
Patent 



FAMILY ACC. NTM. COUNT: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



BATE 



19740307 

19740305 
19740307 
19740307 
19740207 
19740307 
19740307 

19740307 
19740307 
1973030B 



QE 3405894 Al 19740936 

DE 3405894 B3 19771134 

US 3945994 A 19760333 

BB 810744 Al 19740S07 

BL 7401874 A 19740812 

IS 3318994 Al 19740906 

JP 49109393 A3 19741017 

AT 7400959 A 1976071S 

AT 335596 B 19770335 

ES 433034 Al 19761016 

BU 169700 P 19770338 

PRIORITY APPLN. INFO. i 
OI Fbr dlagram(a}, aee printed CA lasue. 

AB Fifty nine penieillanie aeida I and 5 deaeatoxyeephaloaporanie aoida II (B 
. afKHP(2a)RlRa (X, yi - O, Si R - BtO, PhO, Me3H, Ph, Me, EtS, Et) 
FhCH30, PhNB, NaOi R2 - EtO, PhO, Me2N, Ph, Ma, EtS, NaO, Et3N, 
0CHaCBMe2} i S03NBR1 (Rl . B, Et02C, FhOaC) , C0NBS02R1 (Rl - EtO, PhNH, 
(HaaCH}aN, MeaCHNH, Et02CCB2NH, 3-pyri(fylauino, S-xaathyl -3- 
iaaxaaolylamino, morpholino, NB3, S03E, FhCH3NH, 5 -vuBtl^l-1. 3, 4-axadiazol- 
3-yluethylamino, Et03CNHNB) i 3,4-dixguethyl-l-CKO-3-phoapholen-l- 
yleatbamoyl , 1 -methyl -2 -pgrr-rolidinyl aulfam^yl , HeC (NMe3 } :N503 « Rl - Na, 
03CCMe3, H] vera pzapaMd (a) by treating O- ( -) -ompici 11 in 0.5 hr with 
N,0-bia(trinathylallyl)aoetaalda at 30* and the product with 
BlB3P{yi)NCV (or a mixtora of BlB3P()n)Cl and lIH4]fCN) at 0-5*i (b) by 



DE 1974-3405094 

US 1974-4400B5 

BE 1974-140660 

NL 1974-1674 

FR 1974-4156 

JtP 1974-15803 

AT 1974-959 

ES 1974-433024 

HU 1974-OI19B 

GB 1973-6367 



crMClng tbm criaathylsilyl mmfr of D-(-) -«apicillin wich ClSOZNCO at -V 

CO -79* for 0.5 hr. then adding an ale. or aaine and scirring at 

-SO to -75*1 (c) creating th« Bllylatad D<(>) •■S9>icillin «ich a&ina 

or rabacicuted aninoaulfcnyl chlorida, generally at 0*. 

Snbaticaticn of cvcbalaxin for tha anpicillin in proc«daz« (a) gava the 

deacacoKycaphaloaporanlc acida. Tha U150 (nsnaa} of I (S • 

S.i-diwChyl-S-iaatuaolylaiklaa-Bnlfa^leazbaBarl, Rl • Hi R - 

(Ba) (EtO)P(0)BBCO, Kl - Bai ft • (Ba012P(0)BSC0, XI - Sk) waa >5000 mg/kg, 

Antibacterial BJ50 raluaa (acaiaa) aara 3.33-335 ugAs- 

XT 50BB1-77-1P 54434-54-7P 

RL: SPN (Synthetic prapaxmciflR) i PXBP (Prapaztttiod) 
(preparatioD of) 

RIJ SOeei-77-1 CAPLOS 

or 4-1bia-l-asabieyelo[3.2.011uptana>a>cazbaEylie acid. 3,3-dinec^l-7-0PCO-C- 
|{ [[(IliianaqreaxbaOTl) amino] anlfmyl laBiasIpbanr lace ^I] nine] eodim 
■alt. IaS-t3«.5a.C9(S*}]l> (9CI) (CA IBDBT BUIBl 

Abcelnca sceraodvaaiatry. 



X 



• Sa 



EN 54434 -54 >7 CAPLUS 

CH 4-Tliia-l>aaabioyele[3.a.0]bepcaaa-a-oasbea(7lic acid. C- 

[[IK (aclia37»xtx»yl) aninol sol fonyl] «nino) phnylaoatyl] amine] -3, 3-dimchyl - 
T-cKo-. vmoaodim aale, [38- [3 a,sa. Sp(S*)] ) - (9CI) (CA 

unax mmi 

Abaelnta ataraocheaiatry. 



\// T H ? ya 



• Ha 



I 397 OP 31« 
ACCESSION BOMBER: 
DOCtMEBT NOMBES: 
TITIE: 

AUTHOR (S) : 

COBPOUTB SOORCB: 



CAPLOS CQPmiQaT 3005 ACS en STH 
1974:504719 CAPUTS 
81:104719 

Convaraieo of prinary alcohol* to urethaneB. Methy: 
n-Bulfonylurachana crietbylauine cco^lexea 
Burgaaa, Edward H. t Pentm, BaroldR., Jr.; Taylor, 
Alan I Hilliana, H. Hi<^el 

Dep. Cham., Georgia Inat. Tedmol.. Atlanta, OA, USl 



Orsanic Synthaaee (1973) , 53. 1Q57 
CCOJESt ORSYATi ISSN) 007B-C309 
DOCtMBIT TYPE: Jooraal 
LASGCnCB: E^gliah 

AB OCBSOaCl reacted with He OB In C«E« at aS-30> to give lfaO3CBES02Cl. 
idiiek reaetad with Bt31> in CCHC at 35* to give 84-7% 
llBaa>CH*S02Zr*Et3 (I). I reacted with lto(CB3)S0H to give 55t 
llaaaBR(CB3)5Mft. 

IT 296e4-s«-e • 

RL: ROT (Reaetant) f RACT (Roaotant or reagent) 
(reaeticn with alca.) 
RH 394B4-5S-e CAPLOS 

CS Ethananinim. H,U-diatbyl-H- (((nathoxyeazbeayDaninolaalfesiyl] inner 
■alt (9CI) (CA IHOKir lOMB) 



i J 



L9 ANSRBt aea op 316 CAPUJS capnioBT aoos acs cu sitr 

ACCESSION HOtBER: 1974:4(3050 CAPUDS 

81 :C3850 

Trana dabydration of alcohol* witli macfeyl 
(eazbaxyaalfemoyil trieChylaBBoniuK hydroxida inner 
aalt 

O'0rodnic]c, J. S. / Eberaole, R. C. > Wittstruc)c, T. i 
Caapi, E. 

norcaatar Found. Exp. Biol., Shrevabury, MA, tTSA 
Jonroal of Organic Cbaniatry (1974), 39(14), 3134-4 
COOSVi JOCEAHi ISSVt 0033-33C3 
Jeurnal 
Bigllah 

Pbr diagrKa{a}, aee printed CA laauo. 

Dehydraticoi of fuaidlc acid analoga I [R - Ra - Ac, Rl > H, ST - 
C(C02Me)CH3CHaCH: CMeSj R-Rl - tetrabydrcpyran-3-yl, R3 - H, V - 
C(COaHe)CH3CBaC&3CBKea] and androatenona II (R - E) by HeOaCV- -S0aH-fEt3 
gave I2I-V, reap., aa a zeaalt of trana eliuinatioai. 
29684-5<-B 

RL: RCT (Reaetant); RACT (Reaetant or reagent) 

(dehydration of fualdataa analog*) 
39604-56 >8 CAFLUS 

EthananiniuDi, H, N- di ethyl - IT- [ [ (mathoxycarfacnyl ) amino} ml f oiqrl ) • , inner 
aalt (9CI) (CA ISDSX HAKE) 



CCePORATB SOOXCB; 
SOQKCB: 



OOCDHBIT TYPE I 
LAHOOAOE 



t J 



L9 AHSRIS 389 OP 316 
ACCESSICB HIMBER: 
DOCTMESn BOMBa: 
TITLE: 
lOTBOTORIS) : 
PATBTT ASSI(anS(S}t 



CAPUTS COPYRIGST 3005 ACS on STN 
1974:131011 CAPUJS 
80:131011 

Tacrahydro-3,5-diaxo-l,3,4,6-thiatriazina 1, l-dioxidaa 
Rnbar. Lndwig Xooirad 
Peanealc Cozp. 



SOURCE: 

DOCtMENT TTPBi 
LAMCUACE: 

•FAMILY ACC. KIM. COUHT: 
PATIST INFOSMATION: 

PATENT HO. 



Oer. Offen. , 10 pp. 



KIND DATE 



APPLICATION HO. 



DATE 



DB 1973-3337867 
US 1973-374936 
JP 1973-80433 
PR 1973-37038 
US 1973-374936 



19730735 
19730735 
19730710 
19730734 
19730735 



DB 2337867 Al 19740307 

US 3856786 A 19741334 

JP 49043977 A3 19740435 

FR 3193B36 Al 19740333 

PRIORITY APPLN. INFO. : 
OI For diag£«m(a), aee jn-inted CA laaua. 

AB Two thiatriaaina* I R . CH3»i and IMa3 (II) 8 aere prepared by dropaise 
addition of RSBa to (oonasoa in bcneana at a7-37*. Reaction of II 
with RIE (Rl - 3-MeC6E4NH, BtO, or Ma3NNE) gave He3NHaOONHS03HBCCBl (III). 
II and III were useful aa bactericides and fungieidea and II addnl. aa 
blowing agant. 

IT 52013>ei-7P 

RL: SPN (Synthetic preparation) I PREP (Preparaticn) 
(^cparatico of) 

RH 53013-81-7 CAPUTS 

Cn 3-Iliia-2.4.4,7-tetraasaoctanoio acid. 7-mBthyl-5-oxo-, ethyl aster, 
3,3-diaKida (9CI) (CA IHDBir HAMB) 



ff ff if 

■jpMH-C-HH-SMaa 



L9 ANSnm 390 OP 316 
ACCESSICH NUMBER i 
DOCIMiaiT NUMBS: 
TITLE: 



AUTHOR (S) : 
COBPORATB SODRCBi 
SOURCBi 



DOCWBIT TYPE: 



CAPUTS CGFIRIGST 2005 ACS on S1H 
1974:104113 CAPUTS 
80:104113 

Aaaoeiation between eheaieal structure and antiviral 

activity of biguanide, aulfoziylurechane, and 
aulfonaaide derivatives 

Denya, Andrzejj Hachlanaki, Tadaussj Arnold, Zdsialaw 
Dep. Med. Micrcbiol., Nil. Had. Acad.. Lods. Pol. 
Acta Microblologica Polonica, Series At Mienibiologia 
Ceneralis (1973), 5(3-4), 313-15 
CODEN: AKJGBB9I ISSN: 05(7-7815 
Journal 
Qigllah 

N*pbanylbl3aanide-HCl [38403-60-9], Silubin (15537-73-3], 
N-eazbethoxyaalfaaids ( 14437-07-1] , and H-phenethylblguanida-HCl 
[31338-47-7] were the nost effective of the 8 biguanide and 1 urethana 
darivs. teatad in prolonging survival of influenza virua-inf acted mica. 
Animal* treated with tha above 4 derive, also showed tha snallest eacont of 
pulmonary inflammation. Tha relation between atracture and aotivicy ia 
diaea**ed. 
14437-07-1 

RL: BAC (Biological activity or af factor, except adirersa) i BSU (Biological 
mtvdy, unclassified) I THU (Thari^autic nsa) i BIOL (Biological atudy) i USES 
(Uaea) 

(virucidal activity of) 
144 37< 07-1 CAPUTS 

Cazbamie acid, (amlncaulfcnyl) -, athyl ester (9CI) (CA IHDBIC IDMS) 



t 391 OP 316 



Docwarr type: 



CAPUTS COPYRIOBT 2005 ACS on S1H 
1974:3511 CAPUTS 
80:3511 

Derivatives of penaa-3-carbaKylic acida and 
cepliem-4-carbca^lic acid* 

Piechtig, Brunof Socsi*. Karoly? Blckel. Hans 

Ciba-Oaigy ^' 

Oar. Of fan., 78 pp. 

OODEH: OKCaX 

Patent 



PATENT NO. 


KIND 


DATE 


APPLXCATICV NO. 




DATS 


DE 


3313330 


Al 


19731004 


DE 


1973-3313330 




19730313 


CH 


5607C5 


A 


19750415 


CH 


1972 -4351 




19730322 


ZA 


7301905 


A 


19731319 


ZA 


1973-1905 




19730319 


HD 


105617 


C 


19740513 


DD 


1973-169591 




19730330 


KJ 


7353499 


Al 


19740936 


AU 


1973-53499 




19730320 


ES 


413838 


Al 


19760S16 


BS 


1973-413838 




19730330 


CA 


1049501 


Al 


19790337 


CA 


1973-166491 




19730320 


BE 


797084 


Al 


19730931 


BE 


1973-139044 




19730321 


FR 


3181839 


Al 


19731307 


PR 


1973-10084 




19730331 


AT 


7303519 


A 


19750115 


AT 


1973-3519 




19730331 


AT 


335765 


B 


19751110 










AT 


7408633 


A 


19750315 


AT 


1974-8633 




19730331 


BIT 


169031 


P 


19760928 


HU 


1973-CI1355 




19730331 


US 


3996308 


A 


19761307 


US 


1973-344030 




19730331 


NL 


7304036 


A 


19730935 


NL 


1973-4036 




19730333 


JP 


49005988 


A3 


19740119 


JP 


1973-34000 




19730323 


OB 


1433386 


A 


19760304 


OB 


1973-13848 




19730333 


SE 


7603730 


A 


19760337 


SB 


1976-3730 




19760337 


PRIORITY APPLN. INFO. ; 






CH 


1973-4351 


A 


19730333 










CH 


1972-12919 


A 


197a0901 










CH 


1972-18530 


A 


19731330 



For diagram(s) , aee printed CA Issue. 

The N-sulfaaylempiolllins I (R ■ al)cyl, aryl , subatltuted amino, 
N-hatarocyclic) (48 cctqxl*. ) were prepared by treating a trimethylsilylatad 
aapieillin with RCOUHSOaCl. The RCOBHSOaCl ware abtainad by treating 
RC03H with C1S03IICO. Sooa related cephalosporins (3 coopds.) were 
similarly prepared Thus, niootinoylsulfamyl chloride, prepared by treating 
nicotinic acid with C1S03NC0, was treated with trimathylallyl 
H-trinathylsilyl-6-D- a-phenylglyoylamlncpenicillanata to give I (R ■ 

3- pyridyl) . 

S0Bai-73-7P S0BB1-74-SE 50681-75-9P 
S0aBl-7«-OS 50BB1-77-19 50e81-78-2P 
51032-30-5S 51032-31-6P 

RL: SPN (Synthetic praparation} i PREP (Prqiazmtlan} 

(pr«parat ion ' of ) 
50881-73-7 CAPLUS 

4- Thia-l-aaabieyele[3.3.0)h«ptana'a-eaxbaRyllc add. C- [ [(aR) -4.4<dioKido- 
l,6-dicBco-2<idkaiyl>7-aKa-4-chia-3.5-diaaaocf l-ylliBinol - 3. 3 -dimethyl '7- 
«0-, (aS.SR,CR}< (9CI) (CA XHDSr HAMB) 



Ahaoltttfl •ter«o^ctti«cry. 



Absolute *c«r«oc^aiiiatry. 



C03B 

BV S08Bl-74-e CAPLUS 

or i-lbia-l-aaabicyeloU. 3.0] heptane- 3 -c&rboxylic tucid. 3, 3-diaAC]qrl-7-csw-C- 
[ I (3a) 9 , » -tri colore -4 , 4 -dioxi<k>-U 6 'diaxo-3 -phenyl -7-OBca-4-thU-3.5- 
diaswoi-l-yllaaino) {2S,SB,GB)- (SCI) (CA IHDBir B&ME) 

Absolut* ■c«r«oc3iaai«ccy. 




BS 50B81-'n-9 CAPLUS 

CN 4-Thl&-l-«z«bieyelo[3.a.0]lMpc«]M-a-Mtbatylie seid, 3 , 3 -dimscfayl - 6 - { ( (aR) - 
10-aeth7l-4, 4-diaxido>l, C.diaowa>pfa«m7l-7>aM-4-thia-3,5, lO-trlASatrndBe-l- 
yDamliio] (aS.SB.U)- (9Cn (CA INDBf HAHB) 

Abaolute acereochendacry. 



CO3H 



BH SOeei-76-0 CAPLUS 

CN 4-'niiA-l-AZAbicyclo[3.2.0]heptana>a-c&zbaKylic acid, 3,3>divetliyl-(- ({(aS) • 
B-aethyl -4,4-dicwido-l , 6-diQ3ws-3-ph«^y^-7-cKa-4-thla-3,5•diaz•llOll•■^- 
yl]auino] •7-oeco-, (3S,SB,«B)- (9Cn (CA INDEIC NAME) 

Abaelue* atereodheulatry. 





CO3H 



508B1-77-: CAPLUS 

4-thia-l-aaabicyelo(3.a.0]bepcane'3*c&zfaaKyUc acid, 3,3-dinethyl-7-axo-6- 
( ( ( I ( (phencacycarbatDcrl ) «ni&o) mlf 007I ] auiaoj pbcuoy lacocy 1] enino] - , •odiua 
■alt, [as- [aa,Sa.Cp(S*))]- (SCI) (CA IHDBX KAMB) 




50881-78-3 CAPLUS 

4-Thia-l-a»abicyclo[3.3.0)heptane-3-cai4>oKylic acid, . 4- 1 1 1 { M (3, 4- 
dic3iloroslie&CDcy) eazbeny 1 ) aalao) aiil f oonrl ) actino] phenyl acetyl ] anino] -3,3- 
diMthyl -7-0x0-, aodiim Mlc. US* (a ^rSa, Cp(8*)n - (9CI} 
(CA UmSX HAMB) 



Absolute etereochaiiatry. 




• Na 



51033-30-5 CAPLUS 

S-Thia-l-autbicyclo(4. a. 0] oeb-3-«3w-3-oaitxs(ylie acid. 

3- { (aeetyloKylmdqrl) - 7- ( ( (3(B) -4 , 4 -diaxido-l , t -dloKo-a -phenyl • 7-cdui-4 - thia 
3,5-diazaoet-l-yl]aaino} -S-eoco-, (SB,7B)» {9CI) (CA INDBf lONE) 



Absolute stereochenistry. 




51033-31-6 CAPLUS 

5 -1bla-l -asabieyelo [4.3.0] oec-3-eae- 3-eaxbaxyl ie acid, 

3- [(ae«C7laxy)wChyl] 't-oxo-?- [((3B) -9,9,9-triGihloro-4,4-diaiKida-l,C-dio: 



3-Fbenyl-7-on-4-thia-3,5-diazaDon-l-yl}aBiuo] manosodlua salt, (6B,7B)- 
[9CI) (CA IBDEir HAKE) 



01 3C- CHj- 0- C- NH— 




• Ha 



L9 ANSWES 393 OF 316 
ACCESSION HUKBERs 
DOCWBIT NUMBBtt 
TITLE: 
ADTH0B(8) : 



COBPQRATS SOUBCS: 



CAPUTS COPYRIGHT 3005 ACS CO STV 
1973!4437a4 CAPLUS 
79t4a70( 

Oefaydracion of aoaicantbin and xanthophyll. 
Takiwoto, Seialt Chin, Kiyoehi 1 Cfkiikado, tfabuhisai 
Yaaaguchi , Maearu 

Pac. Sci . , ICyuehu Uiiv. , Pukuoka, Japan 
Hemolrs of the Faculty of Science, Kyuehu Ibiversity, 
Series Cx Chsoistzr (1973)' 8(3), 197-303 
OOfDEH: MfXCALf ISSHt 0088-3635 
DOCCmilT TYPE I Jonznal 
LANOUAOE: Biglish 
01 For diagram(s), see printed CA Issue. 

AB Dehydroration of seaxanthin (I) end xanthopbyl 1 (II) by Me03CH-8 oaN Et3 

9ave nainly 3,4,3'4. '-tetradadfaydro- P-cartene 9IXI). 
IT 42273-20-1 

BL: BCT (Beactant) 1 BACT (Beaetant or reagent] 

(dehydration by, of seaxanthin and xanthoiAiy 1 1 ) 
BK 43373-30-1 CAPLUS 

CN Sthanaviniw, IT, H-disthyl -S- [ [ (msthoxyoaibcnyl ) amino) sul f onyl] - (9CI ] (CA 



HeO- C- HK-S-M+Ets 



L9 ANSffEX 393 07 314 
ACCESSION inXBER: 
DOCtMBlT HUMBEB : 
TITLE: 

AUrBOB(S) : 

CCBPOBATB SOUBCBi 



CAPLUS COPYBKrar 3005 ACS on STB 
1973:71139 CAPLUS 
78:71139 

Thennal reactions of alkyl H-carlMaethoocysulfaaate 
esters 

Burgees, Edeard M. 1 Pentcn, BarcldB., Jr. 1 Taylor, B. 
A. 

Sch. Chen., Georgia Inst. Tecbnol., Atlanta, OA, USA 
Joamal of Organic Chsnlstxy (1973), 38(1), aC-31 
CODZSi JOCEAHi ISSH; 0033-3343 

oocmmr Trp&i joumai 

raGBt Engl 1 eh 

(Caiboagraulfeaoyl) trie thy laanBonlua hydroxide, inner salt, Me aster sas 



synthesized and reacted with a broad spectron of ales, resulting in alley 1 
K-eaxbcnethoJiysulfanate esters. The soope and synthetic usefulness of the 
sulfamate ester funetlcn as a leaving groi^ in chemolytic d^yidr&cion 
reactions was denonstrated by the facile convarsioa of tertiary and 
secondary alee, to olefine and prioazy alee, to urethanee. Stereochea. 
the reacticn was eatabliahed aa a cia-atereoapecif ic eliminatlcD by the 
formation of only protio-trana-ati Ibene from threo-S-deuterio-l , 2- 
diphenylethyl -M-eatbcnethoxysulf amate triethylannoniuai salt and only 
a-^ucerie-txans-stilbcne froB the carvesponding erythro ooopoond Tha 
1st order rate oensts. for tha dipheaylathanol systatt were detemlned 
spectrcphotonetrioally ()c35*C - a.<« * 10-C] and a small 
P-D isotope effect was dbserved (IcHAD - 1-05 for erythro end 1.08 for 
Che threo ■f^^flp^m'^) . Activation parametera were calculated for the 
thezttolysis with values: Ea - 33.4 kcal/nole, AS.**. - 31.7 
kcal/Wale, - 33.8 kcal/nole. As. •*>■»■. > -3.3 entropy 

units. Hiesa kinetic and stereochea. results are oonaiatent with an 
initial zmte -limiting foxraacion of an ion-pair followed by a fast 
cls-P-protcn transfer to tha departing anion at a rate greater than 
Che interccnversion of erychro and threo ion -pairs. 
29684-56-8 

BL: BCT (Beactant) t BACT (Beaetant or reiQent) 

(esterif ication of ales, by) 
39484-54-8 CAPUIS 

Bthanaainlun. V, H-dietl^l -N- [ [ (nathoxyeaxbeayl ) amino] aul f ooayl] - , inner 
salt (9CI) (CA IHSSy WKB) 



TITLBt 
AUIK)B(S) t 
CCBPOBATB SCVBCEi 
SOUBCBt 



DOCIMBIT TYPBi 
LANQUAOE: 
OTBES SaUBCB(S) 



: 394 OF 314 CAPUTS COPniGHT 3005 ACS on STN 
ACCESSION HWBEB: 1973:539855 CAPUTS 

77:139855 

Synthesis and reactions of H- sul fonyl amines 
Atkins, George M., Jr. 1 Burgess. Edward M. 
Sch. Chen., Georgia Inst. TecSmol., Atlanta. OA, USA 
Joumai of the American Chemical Society (1973). 
94(17), 4135-41 

CODEU: JACSATj ISSH: 0003-78C3 
Joumai 
Biglieh 

CASREACT 77:139855 
For diagrBm(s}, see printed CA Issue. 
AB N- Sul f onyl amines, a new heteroouonilene system, were prepared from EtSN and 
sttlfamcyl ^lorides. K-Sulfcnylethylanioe and N-sulfonylbcnzamida were 
prepared in solution and intercepted with amines to give aulfamides or with 
niieleophilio olefins to give 1 ,2-thiaaatidine l, l<-dicixidea. «hen the 
reactions were carried out under eonditiene which did not favor ring 
q>ening. In several cases, ric^ openings gave P- substituted 
vinylsulfonamides or other aeyolio prodooca. Haither H-sulfonylethylamina' 
nor S-sttlfonylbensamida waa iaolatoible from solution, as the former uodarwcni 
exothamio polymerisation at room temperature in the absence of a tracing 
agent, «hile 

the latter rearranged to PhHOO upon warning to room temperature 
Ethyl (caxtwKysulfaBoyl) trieChylanmcniAia hydroxide inner salt, waa prepared 
from carbethootysulfamoyl chloride and treated with amines and alca. aa 
wall as with 1 -vinyl •a -pyrrol Idioena. Tha inner salt reacted at 
CO* with eecraaachylallaoa to giv« a-aaibathaBiy'3. 3-dinach7l-4- 
isaprapylidsns-1.3•thiasatidine.l. l-dioKlda (I) and a,3-dihydro-3.3- 



dloathyl»3 'I»oprop7li<iena»t>«thi3a^»l ,4,S-QxathlAgln» 4,4'dlcniidB (11) i ic 
gav« a til A<Usct with bexoaaCliylbioyclota.a.O heM-a,5<dlen«. 
Ef-SulfcBylecfaylsmiii* and atfajrl tcMlsaaymlfcaflgrl} cricthylaaatMniim h]rdz«DcidB 
inuar aalc r««ec«d wich V.ET-dinathylanlliiM giving mlfanilamidBa ia fair 
yield*. 

■Lt SPW (Synthacio pxvpu&cicn) i VKBP (Vrapu&ticn) 

(pnrparMifiOi of} 
30133-49-7 CftPLUS 

Btlkuiaminiim, H- ( ( (•thceq^axbamyl ) aadno] mlf onyl ] -S. N-diatl^l- , innar salt 
(SCI) (Cft IHPBT lOME} 



H IT f 



3595 3 -05 -a CAPLU5 

3-11iia-a,4,6-triaBttoec«oie aeid« 5,7-dia 
(9CI) (CA ZIDBC lOMB) 



•thyl Mtar, 3,3-dieDdda 



IT f 



If r 



L» JtHSffEK 395 OF 316 CftPLDS COFYBICaT 3005 ACS CD. SIS 
ACCESSKSr mMBBRi 1973:131506 CAPUTS 

DOCWWT NDMBEB: 7«:13150« 

TITLE: Antiviral activity of aacae urethana and mlfooaaida 

deriv&tivaa 

AUTHOS(S} : Deiqr»r Andrsa j } Arnold, Zdzlalw 

Wbjak. Akad. Itad., Lods. Pol. 

HBdroyiia Doniadezalna i Hilcrabiologia (1971), 33(4), 
339-45 

CODES: KEHIAZf ISSN: 0035-0601 
Journal 
Polish 

[51'79-C) and sulfonanida deriva. tasted for activity 
againat taarpaavinia In EaLa oalla and inflnansa virua in ehick anbxyoa, 
cnly H-cartecheaqrmlfaMnlda [ 14437-07-11 ahoaad aane inbibieoxy 
aocivicy in both caaaa. 
14437-07-1 24090-44-6 35052-05-2 
35052-06-3 

BL: BAG (Biological activity or effector, except adverae) i BSU (Biological 
study, unclassified] I THU (Therapeutic nsa) i BIOL (Biological atudy) i USES 
(Va«a) 

(virucidal activity of) 
14437-07-1 CAPUTS 

Caxbaaio acid, (auinosulfosyl) -f athyl eater (9CI) (CA INDEX NAME) 



S i 



34090-44-6 CAPLUS 
7-Qxa-3- thia -3 , 4 -di*sa-( -ptaoq 
eater, 3,3,6-tricKids {9CI) (CA ] 



oio acid, 6-atheKy-5-aDCo-, athyl 



35853-06-3 CAPLUS 

i-0>ca-3-thia-3,4, 6-triaaft-7-phosp*iAdecaaioio acid, 7-othoxy-5H 
eater, 3,3,7-triaDcide (9CI) (CA INDBT KAMB) 



s s s i 

EtO- 1>— HH— C— HH-^pHH— C-OEt 



L9 
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TXTLS: 



AVrHOB(S) : 
CORPCBATS SOOSCE: 



SOURCE: 



CAPUra COFYKIOBT 3005 ACS en STN 
1971:463740 CAPLUS 
75:63740 

Asa analogs of sulfeoyl oo^jounds. 3. PreparaticBl of 
1,1 -dimethyl -5-axo-4,5-dihydro>l,3,3,4,C'> 
chla(VI) thiatriasina 3,3-diaxi^ fm diva thy 1 aulfona 
di Imine 

Haake, Manfred 

Inac. niaxn. Qmu Ldbcsiandttalohm. , Uaiv. Hazfaurg, 
Haxbarg. Fed. Bep. Gar. 

Angawandta Clumie, Inteznatiooal Edition in Bigliah 
(1971), 10(4). 364-5 
CODEK: ACISAYi ISSSi 0570-0833 
DOCtMSarr TYPS: Journal 
LAKOOAGB: fiigllah 
01 For diaszaa(a), aae printed CA lasoa. 

AB Iha aulfamcyl darivatlva, M>as( :Ha) :BSO3BSC0aHa (I), laaauvartad to 

l,l-divethyl-5-a3co-4,5-dihydxo-l,3,a,4,6-chi«(VI)t]iiacriasina 3,3-dicKlda 
(II) . Thus, I ia pr«par«l by tha traatnent of MaaS) iBH)3 with C150aBHC03Ma 
in the presence of EtSH. A nixtnra of Z in IMF is haatad to give II. II is 
uethylated with CH3m to give tha 1, 1,4-trinatIiyl analog (III). KHR and 
ir data are given. 

IT a3063-27-3P 

SL: SPH (Synthetic pzapazatien) i PBEP (Pzeparatioo) 
(preparaticm of) 

KH 33063-37-3 CAPLUS 

CH Sulfur, Oiydzogen sulfaBoylearbamatoO-) ] ividadivethyl methyl eater 
(BCD (CA IHDEir HIHE) 



r 



TITLE: 
AIITBQR(S) : 
CCKPORATE SOUBCBi 



cccGMEzrr type 

LAHGUAGE: 
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1970:466800 CAPUTS 
73 :6680B 

Movel dehydration rsaccien of steroidal aleotaola 
Crahiwi Piertaj Lecn, Claudia 

Fac. Ouim. , TSiiv. Kao. AutA. Mexico, Mexico, D. F., 
Hex. 

Journal of Organic CheBiatzy (1970), 35(8), 3594-6 
CODEH: JOCEAHf ISSK: 0033-3363 

Jorumal 

CASREACT 73:66006 
Various steroidal secondary and tertiary ales, were treated with 
methyl (carboxysulfamc^l) triethylaimaanium hydroxide, inner salt, to afford 
olefins. In most cases, the nature of the ale. group (aacocidary, 
tertiary, hoooal lylic) , ita configuration, and tha enviroment , are the 
primary factors governing the course of the reaction. While tertiary 
ales, seem to react under milder conditions, thay are alao aublect to 
zaarvangenientB. The ooaq^tibility of a aatazncad katona, a,P- 
unaatd. )cetons, arooatio ring, triple bond, aeataca, and 
bi a (methyl enedioxy) function with the reagent and the taild reaction 
canditions (low tenperature, neutral medium), the satisfactory yields which 

i 

often obtained, as well as the unesqjected nature of some products, make it 
an attractive tedmiqiie for introduction of double bonds into Che steroid 
nol. 

29C84-56-a 

SL:'BCT (Seaotant) j KACT (Beaccant or reagent) 

(dehydration by, of steroidal alca. ) 
39694-56-8 CAPLUS 

Et h ana m inium. N, N-dietfayl -H- [ [ (mathoxTeazbony 1 ) aniai 
salt (9CI) (CA INDEX NAME) 



Isulfosyl] - 
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AUTHOB(S) : 
CCKPOHATB SOURCE: 
SOURCE: 



1969 :5a457B 
71:134570 

Reactions of dlalkyl phosphites with. 

aul f oay 1 dl 1 socyanate 

Arnold. Zdsislawi Pisaer, Bernard- 

Wojak. Akad. Med., Lods, Pol. 

Rocznlki Chanll (1969), 43(7-8). 1443-50 

COOSV: ROCBACi ISSHi 0035-7677 

JoutBal 

Polish 



A solution of 3.68 g. S03(NC0)a in 10 ml. dry Et30 was treated portionwi aa, 
under cooling, with 3.74 g. (MeO)aP{0)H (I) in Et30 to give 3.74 g. 
{B0)3P(0)CCBJHS03BC0 (II, R - Me), m. 93«. Similarly propared were 
the following II (R. n.p., and % yield given): Et, 73-3*, 77i 
iao-Pr. 60-3*, 36. Whan treated dropwiaa, at 30*, with 4.13 
g. SQ3(IIC0)3 diluted with Bt30 and atirrad 1 hr. , a aoluticn of 5.73 g. I ii 
ml. EC30 afforded 8.4 g. [ (RO] 3P(0)C(0)ira] 3S03 (XII, R - He), m. 
130.5*. The following III were reported (R, m.p., and t yield 
given) : Et, ia9«, 70) Pr, 111*. 41< iso-Pr, 135», 
63/ Bu,. 77*, 10; iso-Bu, 13Q*, 56. A solution of 3. B g. 
S03(NC0)a in 30 ml. Et30 was treated dropwise, at 30*, with 3.54 g. 
(BtO)aP(0)H in Et30, stirred 30 min. , then treated with 0.5 ml. EaO and 
filtered after the evolution of c63 ceased to give 5.6 g. 
(EtO)3P(0)COIlHS03R (IV, R . NHS), m. 136-7*. The following XV vara 
reported (R, m.p., and ft yield given): 11BC03EC, 50-60*, 36i 
NacoHHPh, 117-19*, 98. HI (R - Bt) was dtaractarisad fay ita 
dicyclohexylaaina salt, tt. 134-5*. 
24090-44-6P 

RL: SPN (Synthetic preparation) I PREP (Prepcuration) 

(preparation of) 
34090-44-6 CAPLUS 

7-Qxa-3-thia-3,4-diaza-6-phosphanaDanolc acid, 6-ethoKy-5-aKo-. ethyl 
3,3.6-triaKida (901) (CA INDBIC BUfB) 



BtO-^-C-KH-^SH-C-OEt " 
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ACCESSIOH mMBEB: 
DOCWaiT KUMBffi : 
TITLE: 

iinTaRaR(S} : 

PATENT ASSI(aiEB(S) : 
SOURCE: 

DOCTJMEaJT TYPE: 
LANOUAOE: 

FAMILrACC. not. COU 
PATOn imraRKATION} 

PATBNT NO.' 



1969 :466038 CAPUTS 
71:66030 

Aczylio acid derivatives for hardening gelatin 
Froahlich, Alfred 
CIBA Ltd. 

S. African, 36 pp. 



Patent 
aiglish 



XIHD SATB 



A»LICATI<V SO. 



DATE 



19660918 



19690000 



19670105 



ZA 6800017 
CH 513576 
OB 1730076 
FR 1549919 
OB 1163648 
US 3455893 
PRIORITY APPLH. IKPO. : 
AB Acrylic acid derlvs. having the general formula I: 

B3C:CHCOIIBGO(llHSOaiIH00)n-l rrZ(Cai]BS0311H)n-lC0BHC0CH:CHa (I) where X and Z 
are O, S, IS, or KBCO groups linked to Y whioh io (CBa)m, 

aaCB3[0CB3Caa)q, (CBa)rO(CHa)r. or (CHa)rS(CHa)r, Y ia also CO ^en X and 
Z aadi ara KH, and a S 3. m ^ 14, q - 3-4, and r < 4, 

are prepared for usa aa gelatin hardaning aganca, aspaolally for photogr^io 
gelatin eonlsiona ahan added in tha zanga 0.5-5ft baaed on cha aaoont of dry 
gelatin. I nay ba added to gelatin aolntion in tha fozn of 3.5-lOft * 
aolution 



and tha hArdening accioa la dae to «xteiitflv« cross -1 inking. For exaaple, 
a solucioa of 7.1 g. acrylamlde In 110 cc. of absolute acetonltrile mm droppsd 
ac -10* into a solution containing 14.8 g. oulfonyl diisocyanacs in 170 
oc. absolute • tiler, stirred otremls^t at roca ceaperature, 3.1 g. of achylOM 
glycol 

1 in while cooling with ice, and stirred for 13 hrs. at roca 
A c rystal line confound (m. 21S-30*) having fozvula II 
(E2C:CBCCBHCCHHS021IHC»gCH3)3 (11) was obtained (yield 31 g.}. A 10% aqoeoos 
solacicQ of 21 at pB 6.5 was added to a 10* ptiotograpbic gelatin solution to 
give a solution ecaitainlng 3t XI based on the dry gelACin. The nixcure was 

allowed to solidify for 15 «in. and dried for 34 hm. at 36*. Th« 
filn had a m.p. 95*. 
24683-66-7 24663-67-6 24663-66-9 
24730-05-0 24730-06-1 
BL: USES (Uses) 

(pbotograpd^ic eoilsioD hazdsaiar) 
34 (8 3- (6 -7 CAPUJS 

Catboaic acid, ( (aeryloylearbaaoyl ) •olfaoBoyll • . etliyla&a ester (SCI) (CA 
INDEX NAKE) 



f it II R 

H3C= CH- c-in-c-BH-^-SH-c-o^cHa-CB3-of-cHa- att3-o^cHa— 



34730 -05-0 CAPUJS 

or Carbamic acid, ( (aerylarlcarbsBayDstilfaBorl) dseaaathylene ester (BCI) 
(CA INDSy HAME) 



PAGE 1-A 

ff ff 1? ff ff ff iT 

H2C=ca-C-UH-C-liIH— ||-NH-C-O-CHa-CHa-0^C-MH— j^HH— C— MH — 



Ha CH"" C~HH~ C~llff~ ; 



•|pHK-rC-Cf-(CH3)io" 



if 



BU 34 693-67-6 CAPLUS 

Of C&zbaaic acid, ( (acrylaylo«rbfl»oyl)sulf«»ayl) - , hexanethylene ester (eci) 
(CA tmSX NAME] 



SH 34730-06-1 CAPLUS 

CH Ca.zbaalc acid, [{AorylcylearbaaoyDsnlfanoyl] •> oatydiechylene ester (SCI) 
(CA USmSX NAHE) 



PAGE 1-A 

1? ff I r ff I? • f ff 

H3C=CH-C-Htt- C—MH-|— HH-C-(r-{CHa)«-Cr-C— MH-^BH— C-NH— C 



PAGE 1-A 

_ f ff iT f it it 

HaC CH~ C~KH~ C~lIH~j|~NH~C~0^CH3~CH3~0~CH3~CHa~Cr-C"-NH~j| 



it if 

" •C~CH^CH3 



24683-6B-9 CAPLUS 

Carbamic acid, [ (acrylcylcarbamoyl) sulfOMpyl] - 
glycol (BCD (CA IHDEy NAME) 



diescer with trietliylene 
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ACCESSICU mMBERi 1969:413494 CAPUTS 

SOCOHEtIT lIUHBBti 71:13494 

TITI£: nurtxiwate deriv»tiv«s related to maproibsaate 



AOTHoa(S) : Ludwig, Bernard J. i Powell, Leo S, i Berger, Frank 

Milan 

Wallace Lab. , Carter -Wallace, Inc. , Cranbury, NJ, VSA 
Journal of Medicinal Chetaistry (1969), 13(3), 463-73 
CODEN; JMCMABi ISSN: 0023-3633 
DOCUMEKT TYPE: Journal 
LAHOUAOE: .Qiglish 

AB A series of 3-»ubsti tuted 1 , 3 -propanediol dicaibamaces, related chemical to 
'meprobamate, was prepared for central nervous system. Pharmacol . 
investigation. The N-unsubsci tuted propanediol dicaibaaates were obtained 
by an ester- exchange reaction between the corresponding diol and urethane, 
by phosgenation of the diol followed by ammoniatian of the 

bis(chlo]mcaxbonate) derivative, by the reacticn of the diol with cyanic acid, 
and by awcoiatiea of the bis(phenylcai±>QKiate) derivative of the appropriate 
diol. The sya. N,H< -substituted prqpcuiedlol dicarbanates were synthesized 
by direct oatbsmoylati on of the prcpanediols, and the unsym. substituted 
derivs. stepwise cazbsBoylatian via the m-dioxanane and hydroxyprcpyl 
caib«BBAte intermediAtes using similar cazbamoylaticn reactions. In addition 
to the preparation and phys. prcpertios of these compda. , the muscle paralyzing 
activity, anticonvulsant activity, and toxicity of these carbamates and 
many of the intetmediates etoployed in cheir synthesis are presented. 
Structure-activity relaticos aucng these conpds. are discussed. 

IT 25652- U-5P 

KL: snr (Synthetic prsparmci on) » PBBP (Prepamticn) 
{pr«p«r«tiaa of) 

XH 35C53-13-S CAPLUS 

CH Caxbsnio aoid, sulfamoyl-, 3-(hydroKymstlvl] -3-«sthylp«n^l ester 
eaxbsaate (ester) (BCI) (CA IDDBf NAME) 



If T 



(PhOaCKH) 3S0a (I), isolated by filtration. Concentrat ion of the filtrate 
yielded 

an addal . 20.36 g. of product, m. 153-153. S*. Similarly prepared 
were N,N' -sulf cny Ibis (phenyl thioearbauate) (PhSCONB) 3S03, m. 
144-S*> N,N' -sulf any Ibis (l-naphthyl cazbamAte) , u. 145* 
(Et30) ) and N,N> -sulf anylbis(3-iuicihtfa7l thioearitianaee) , m. 150-3* 
(Bt30-petroleum ether) . 

IT 2267l-7e-9f 22«7l-80-3(' 

BL: SPH (Synthetic preparacien) f PREP (PsepsmtioD.) 
(preparation of) 
BH 33671-78-9 CAPLUS 

CH CAzbaaio AOid, sulfonylbls-, dipbmayl ester (9CI) (CA ISDSaf NAME) . 



r 



33671-80*3 CAPLUS 

C«zba»ie aoid, sulfoi^ldl-, dl -1 -nsphtfayl estsr (801] (CA INDEX SAME] 
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ACCESSIOtr WMBER: 
DOCIMBIT NUMBBti 
TITLE t 

INVQnQE(S) : 
PATIHT ASSiaHEB(S) i 
SOUKCB: 

DOCTJMENT TYPEi 
LAXTOUAGB: 

FAMILY ACC. HIM. COQNT: 
PATBrr IHFOBHATION: 

PATENT NO. 



1969:403137 CAPUTS 
71 ;3137 

N, -Sul f onyl bis(aryl OArl 
( thi ocarbama.te s ) 

Xbhlsr, John J. i Boss, Lonis A. 

Anml Co. 

U.S. , 3 pp. 

CODEN: USXEAH 

Patent 

Eaglish 



I 303 OF 31« 
ACCESSION MIMBER: 
DOCWQIT NUMBiS: 
TITLE! 
AUrBOB(S) : 
CCBPORATB SCUXCBt 



DOCWEST TYPE: 
LANGUAGE: 

E(S) 



DATE 



APPLI CATION HO. 



US 3430867 
PBICRITY APPLH. INFO. 



19690107 US 1966-574934 19660835 
ITS 1966-574934 A 19660835 

r,N' -Sulfonylbi8(aryl caztoanatee) and -(aryl thioearbaaates) , useful as 
herbicides, mildewicides, fruigicides, and especially as neiaatocidas, are 
prepared 

hf treating sulfuryl isocyanate with the selected phenol or thiophenol in 
the presence of an inert dilutent. Thus, IB. 8 g. phenol in 13S nl . dry 
Etao was Added slowly ewer 1 hr. to 14. B g. sulfuryl diisooysaats in 300 
«1. dry EC30 *t 0*. After standing IB hrs. at room teaperaturs, the 
rsaetiw mixtors deposiesd 0.37 g. . N,N' -sulf any Ibis (phexyl csitMinsts ) , 



CAPUTS COPYBIGEr 3005 ACS cn SIN 
1968:506683 CAPUTS 
69 :1066B3 

The reacticna of an N-sulfonyl amine inner salt 
Atkins, George M. , Jr. i Burgess, Edward M. 
Oawgia Inst, of Tacdinel., Atlanta, OA, USA 
Jonxiuil of du JtaMriean Chanloal Society (1968), 
90(17), 4744 -S 

CaOEB'. JACSAT; ISSN; 0003-7663 
Journal 
Kiglish 

CASBEACT 69:106603 
For diagFaia(s), sea printed CA Issue. 

Crystalline ethyl {cazboKysulfa»oyl ) triethylanctxiuu bydrcocide, EcOSCN-SOSN-fEtS 
(I), was prsparsd by treating EtaociIESOaci with EtlH in C6H6 and the various 
raaetiois of I were studied. Treating a C6H6 soluticn of I with PhNHS, 
3-prcpanol, or PhNMe3 yielded Bt03CNHS031IHPh, EtO3CHHSO30CBHe3, or 
N,N-diasthyl-N'-eaxbetha97Sulfanilaalde, resp. The eleetrephilic additicn of 
I to N-vinylpyrolidinone yielded N- (2-ca.xbethao7amidosulfanylvinyl)pyrroli 
doQA. Treating I in MeCN with tetramethylallene yielded a 5-1 mixture of 
a, 3-difaydro-3, a-di methyl •3-isqpropylidene-6-ethoxy-l ,4,S-oxathia3ine 

4.4- diaxide and 3-cat±>ethoxy-3 , 3 -dimethyl-4- iscpropylidene -1 , a - 
thiazetldine 1,1-dioxide. Treating I with hexamethylbioyclo{3.3.0]he]w 

2.5- diena yisldsd the 1-1 oyoleadduet II. 
20133-49-7P 

SLt KCT (KeMtaac) i SSV (Synthetic pntpAration) i PBEP (Prepare tics) i BACT 



(Se&ctont or rMgenc) 

(prepamcion and rBaatlons of) 

20133-49-7 avajs 

EthiiTMnainiqa. V> [ [ (•Uusc.TearbonyD «aine} mlf cnyl ] -H,N*diaClqrl - 

(9CI) (cft izDoc mam 



EtO-C-B — S-V*Bt3 



ACCESSIGV mMaOES: 



1 303 07 31 S CAPUTS COPYRiraT 3005 ACS < 



oocxMEurmrpE: 

LANGUAGE: 

FJailLY ACC. BW. COUNT: 
VaWT ISPOSKATIOVi 

PATENT BO. 



1968:505890 CAPUTS 
69 :10589e 

Substituc«d mtlfonyl di«aaidfta u phocpgraphie gelatin 

CXB& Ltd. 
Brit.. 17 pn. 



Patent 
B&gliah 



KXKD DATE 



GS 1119306 
CS 473QB7 
DK 16102 36 
JSE 1730068 
FS 1535393 
US 3455093 
PRICeiTY APPLXr. ISPO. ! 



19690000 



APPU CATION HO. 



CH 



19660413 



Cotgpda. useful in hardening gelacin, especially in photogrt^ic layers, of t 
fonnila SlCOUHSOaSTOCBS, where Bl. amd. S3, idiich aay be the some or 
different, axe residues bound Co the CO group by a hetero atom, and iriiich 
are capable of reacting with a coaqpaund containing one or vure reactive H at 
to fom CMia or tuire bcacpolar bonds, nay be prepared by reaoting an 
appropriate aetlvs H-oentaining ooB T CTn nrt with aalfonyl dliao^f«n«te (I) in « 
w>lar ratio of 1:3. Thus, I 148 in EtSO 500 is slovly mixed at -5 to 
0* with a floluticn of OSCCCl :CC1C03H (II) 338 in Et30 100 parts, and 
Che oixc-ure eoxfced up to give SOS (IIHC03C0CC1 :CClCEO) 3, m. 130-a*. 
Other cocpds. prepared in a similar manner usinq I are 803 (BBCaBCCCB:CH3)3 
from acrylamidei S02 (HBCatmcoCHBiCH2Br}3 from a,p- 

dibroncpropicnio acidt bis (3,3-epaxyprcpylGKyoarbeaiylaBlBo) mlfaoa frcn 
glycidej S03 (IIBCCB1HS03CH:CH3)3 from CS3 : CHS02NH3 f S03 (lia003CE3CE3Cl) 3 fron 
chloroethanol ) S03 (MECGCJBCOCHe :CH3) 3 from nethacrylamidei 
SO3(HBCOl]EC0CE3Cl)3 (III) frcm chloroaceCamide; S03 (KH00BB00CR3CH3C1 ) 3 
(IV) from P-cixloropropianic acid (in IV the CI atoms are very 
reactive and, react wich MeOH e.g., to give S02 (NHCQNHOOCHaCHSOIte) 3) } 
S03(l]HCaiIECE3CH:CH3)2 is prepared from all yl amine; 

CH3 : CHC01]HC0IIE502I]HCaiIHC0CH2CH3Cl from acrylamlde and 01 (CH3)3C0NH3f 
CH2:CHC0I]HC0IIHS0211EC02C0CC1 :CC1CH0 from aczylamide and IIi 
S02(NHC03CH2CH0)2 frcm glycolaldehydet SOS CNBCaNOCHSCHtOEt) 3] 3 from 
aminoacetaldehyde di-Et acetal » S03 [NH :C03CHMeCH3CH0) 3 fromaldol) 
bis [ethyl (cKetan-3-yl)nethyIopiycarbarylamino] eulfcne froa 
3-hydra>iyttethyl-3-ethyl-l-eow3cyclQbutane> S03 CNHC0N(Ca2CH3Cl)3j2 fxxjm 
bis(2-ehlorDethyl)auine> S03 (KBC03CH3CH:CH2] 3 from allyl alcchol; and 
bi8[3- [V-4,6-dichloro-s-tri«sin-3-yl)glycyl}ureido] salfone frcm cyanurio 
dilorids/ Ibi3C03/ and aeetaalds, followed by reaction of the intexnediate 



vith I. An alCeznAtive preparation of III is oondneted by reacting salfamids 
with ClCE3CH3CatRX}. The cross-linlcing of gelatin is achieved using 10» 
solns. of most of Che cooqpds. exeaiplifled aboira in a snitabla aolvcnt. 
205S0O1-0S 20S«0-33-2F 20360-40-lP 
20S60-42-3S 20591-58-6F 20S»1'59-7P 
20619-95-OB 20619-57-2P 

BL: SPH (Syntbecie preparation) t PBEP (Preparation) 

(preparaeiom of) 
a05C0-31-0 CAPLOS 

CariMBifl aeid, •olfonyldi*, bls{a. a-epa typrmiy l) aster (8CI} (CA ISBSX 



A S S S y\ 

' * CH2~0~C-1JH-^11H-C— O-CH3 ' ^ 



BN 305«0-33>3 CAPLOT 

or Caxbeaio acid, aiafeayldi-. bi«(3-e^lon>aclgrl) ester (BCX) (CA 1 



I? » J 

ClCHa~CHa'"0~^lH~j|~lJB~C"0""CH2~CHaCl 



BH 30560-40 •! CAPLUS 

CNT Caibauie acid, eulfonyldi-, diester with glycolaldehyde (OCX) (CA INDEX 



S fi I 

- CH3- or- C-Sa-j—HH- C~ qr- CHa-CHO 



30560-43-3 CAPITIS 

Cazbamlo add, snl f ony Idi - , diestar with 3 -hydrosvbatyvaldahyde (8CI) (CA 

imsBX nam) 



CHC—CH3— CB— O-C— BK^S— HB—C*-! 



Me— CBf~ CBj— CBO 



BN 30591-58-6 CAPLUS 

CN Malealdefaydic acid, diehloro-, dianhydrlde with Balfonyldicazbamie acid 
(eCI) (CA INDElf NAME) 



r T I? if If if iT T ? 

CHC- C= C— C- O- C- HH- j|— MB- C- O- C— C= C— CHO 



BN 30591-59-7 CAPLUS 

CS Halealdehydic acid, diehloro-, anhydride with 

[(acxyloylcarbamoyDsulfaaoyllcarbamic acid (8CI) (CA IMDEK NAME) 



_ if iT I? if if? T 

B3C CH— C— NH~C"HH'~||~'HH— C~0~C~C^=C~CHO 



BN 30619-5S-0 CAPLUS 

CN Caibamic acid, sulfonyldi-, bis [ (3 -ethyl -3 -oxetanyl) methyl] ester (SCI) 
(CA IlTOEir NAME) 



i I t 
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The title conoids., B03CinrS03BYC02B are useful as fungicides or herbicides. 

I were made by treating dialkyl esters of N,H' -sulfonyldicarbamic acid 

wich haloaUcylsulfenyl chlorides and a base. For example, a solution of 7.3 

g. of 03S(NSC03Sc)a in 30 ml . iso-PrOH and e Bolucicm of 3.4 g. KaCH in 35 

ml. H30 were ecnbined and cooled to 5*. C13CSC1 (ll.a g.) was 

added during 5 min. and the mixture stirred 30 min. to give 15.1 g. I (B - 

Et, X - T - C13CS), m. 134-5' (bepCane) . The following X were 

similarly prepared (B, X. Y, and m.p. given): CClSCBa, C13CS. C13CS, 

140-3*1 CC13CH3, H, C13CS, 10B-9«} Et, E, Cl3CS, 

10B-»»» Me, C13CS, C13CS, 14B-51*, iso-Pr, C13CS, C13CS, 

147-51 •» Ph, C13CS, C13CS, 169-73* j p-Me0C6E4, C13CS. C13CS, 

lSl-4*. 
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AB cicle ca^da. 1 wmn pcvpaxed (W . HD3, CB. Vh. and Hi P - H toad 1103 1 0 

> alkylj T ■ halocarbooiate, halothioeazbeoAta, CArbaaoy-loKy. 
e&xbaaoylthio, pMudoureido, pMeudochioimido. or ACHIIR3S4 where A ■ O ejid 
S> M - O, S, ioino, «aid elkylioino) . tbue, to a eolutiooi of 3.12 g. 
l-iaechyl-3-h7drax7neth.yl-S-nitzoimidazQle (11) in 4.5 cc. PhI91e2 and 30 
CO. dioxane 30 co. C0C13 waa added, che mixture atlrred 3 lire, at 

0- 5* and H inexodooad for 3 hrs. ce glv« (l-Mthyl-5- 
nitroi«idasolyl-a-yl)-nethyl ohlerafomate (III). Similarly, fim. 

1- ttethyl-a-mereaptamatI]yl«5>nitroimidasol« (IV) the chlorathioformata 
analog of III waa obtained. A aolutlon of 0.05 g. (1 -methyl -5 -nit roimidazol - 

3 -ylmethyl phenyl carbonate (V) in 50 oo. liquid NHS waa elowly evaporated, and 

the reaidue washed with MeCB to give (1-methyl -5 -nitroimidazol -2-ylaethyl 

carbamate (VI) , m. l((-70* (AcOBt) . VI was alao prepared from. II in 

caSClS by creacnanc with UaOOT and CF3C03B. l-Mathyl-3-eiiloraunthyl-S- 

nicroimid&BoU (VXI) (1.3S 9.) in 35 eo. EcOH, with 1.11 g. KSOf rafluxad 

3 bra. gave 1-usthyl -3-thiocyBnoathyl-5-nitroimldazole, m. B7-8* 

(C4E(} , idiich at 0* with eancentrated H3S04 gave (1-methy 

5-nitroimidazol-3-yl]methyl thiocaxi>amate . m. 13B-40', which alao 

waa prei>ared fre» IV and C0C13 in C(H( and pyridine. Ill and liquid HH3 at 

0* or II and pyridine in C(H( with C0C13 gave VI. VI waa alao 

prepared from II, 1IH3CQ3EC, and IIHaCH3CH301Ia in C4H4 by refluxing tha mixture 

a hra. From II and Ha iaocyanata l-methyl'5-nitrol«idazol-3-yl)aethyl 



aathylcaztMmate waa efctained, a. 99-101* (H30] . II and Me 
iaothiocyanate gave (l-methyl-5*nitroimidazol-3-7l)mechyl 
aathylchicauaoazfoamata, m. 135.5-34* (H30] . Prea II (3.14 g.), a.C 
ee. BF3-£taO. 80 ec. 1 , 3 -dimacheoTmthaiw and 1 g. B3nCK 
a- (l-«etliyl-S-aitroiQldazol-3-ylmBthyl)paaudflarea hydrof luorAor a ta was 
prepared II and diethylcaztodilmide gave 3> (l•methyl-5-nit^oimidazol-a- 
ylmathyl) -l, 3-dieth7lpaeadotirea-ECl . Prcm VII and thioorea in Et (S by 
refluxing 17 hra. S- (1 -methyl -S-nitroimldazol- 3 -ylmethyl) -paeudothiourea- 
ECl waa obtained, m. 300*. VII and imidazoline- 3- thi one gave 
3- (1 -nath7l-5-nitroimidasoI-3-ylaathyIthio) -3-imidazolina. u. 
330-4* (dee o di po aition) . Treating 14.9 g. l-butyl-5-nicroi«idasola 
(Stained by heating 4 (5 ) -ni troiml dazole (VIII) and Bu toaylata 1 hr. to 
180-90*, m. 51-4*}, 15 g. paraf ozmaldehyds, and 150 oc. 
Hb3S0 13 hra. at 110-50* gave 1 -batyl -3-faydraxymechyl *5- 
nltroimidasole whic^ in pyridine at 0* with C1003Ph gave 
(1 -butyl •5-nitrolmidazoI •3-yl)iwthyl phenyl carbonate 1 thi a conpound in 
mci3 with gaaeoua IIH3 at 0* gave (1 -batyl-5 -nltroimidazol -3 - 
yDmethyl carbamate. Similarly frcm 1 -benzyl -5 -nitroimidazole tha 
1 -benzyl analog of VI waa pr«pared> likewiae from l-alkyl-S-nitroinidasola 
(oil, prepared from VIII and allyl toaylatei p- toluene Bulfoaate m. 
145-9*} the l-alkyl analog of VI waa prepared l-Phcxtyl-S- 
nitroimidasole (m. 140-70*, prepared from 1 -phenyl imidazole (im in 
CBC13 by treatment with nitrcnium fluoroborate) gave the 1 -phenyl analog 
of VI. Prom I -(y-nitrepbanyl (Imidazole (m, 154.8-58*, prepared from 
IK in coDeantratad B3S04 with fuming the 1 • (p-nitrophenyl) analog of VI 

waa ebtalnad. VIII in AaCa waa treated with BP3-Bt20 and ethylene oxide 
to give 1- (3-hydxv0gr«chyl) -5-nitit>imidazole {It), hydrochloride, m. 
173-5*, ebieh with AeaO gam l-(3-acetaxyethyl) -5-nitroimidazole 
(VI), m. 41-a*. By traataut of 34.35 g. iri vith IS g. 

parafoxmaldehyda and 150 ce. Measo 1 - (3-acetaKyethyI] -3-l^drcKymethyl-5- 
nitroimidazole was dbtainad, m. 138-45*, which in pyridine with 
ClCOSFh gave [1- (3-acecoxyethyl) -5-nitroimidazol-3-yl]methylphcnyl 
caibcaiate, -m. 93-5*, from i^ich and liquid IIH3 the 

1- (3-acetoxyethyl) analog (Via) of VI, m. 1(0-2*, waa prepared Via in 

BtCH with UBS gave the 1 - (2-hydraxyethyl) analog of VI, m. 150-2*. 

1- (2-Hydroxyprqpyl) -S-nitroimidazole in Me3S0 with pyridine, CF3C02H, and 

dicyclchcxyleaxbodiimida gave 1- (3-axaprcpyl) -S-nitroimidazolium-HCl, m. 

198-200*, idilch by refluxing with Ac20 gave 1 - (3 -acetoxypropyl ) -5- 

nitroimidazolium.-HCl, m. 1(5-75*} «hich with paraformaldehyde and 

He2S0 gave 1 • (3-acetcKyprop7l) -3-hydraxymethyl -5 -nitroimidazole, m. 

150-5* which via II- (3-acetQ3cyprepyl) -S-nitroiwidaaol-3-yUmethyl 

eazbenate m. 104-8*, gave che 1 - (2 -hydroxypropyl ) analog of VI. 

Prom 1 - (3 -achoxyacliyl) -5-nitroimidazole the 1- (3-ethoKyethyl )«nalog of VI 

waa prepared K in Ha3S0 and pyridine with dicyclchexylcarbodiimide gave 

5-nltroimidazol-l-ylacetaldebyde-ECl, idiich with HaOCl gave 

5 -nitroimidazol-l-yl acetic acid (KII), m. 225-30*; Et eater mil) 

m. 1(5-75*, hydrochloride m. 76-7*. If 1 1 with 

parafotmaldehyde in He2S0 gave Et 2-hydraxymethyl-S-nitrolmida2ol-l-yl- 
aoetate, which in pyridine with ClCOSPh gava Et S-phencKyearbonylaocymaChyl - 
5-nitroimidazol-l-yl acetate, m. 10(-8*. Thie ester in EtCB with 
liquid IIE3 gave the correaponding 3-cazbem0ylaxymethyl derivative, Aich in 
MeOH with IIH3 3 hra. at (0* gave S-carbanoyloxymethyl-S- 
nitroimidazol-l-ylacetaaida, m. 321-3*. Y via the 3 -hydroxymechyl 
derivative gave 1 - (3-oarbamayloocyethyl ) -5-nl troimidazolyl-3-machyl oarbamata, 
m. 174-5*. Similarly were prepared the VI analogs; 
l-(3-«ozTliolinottthyl)i 1 - (a-etfaylthioethyl) 1 l-(a-eclgrlaulfiaylachyl) 1 
l-(a-ac^l«ulfeoylethyl) . Pm l-Mthyl-3-(l-bydraocy«chyl) -5- 
nitroimidazole l-(l-msthyl-5-nitroimidazol-3-ylethyl carbamate, m. 
154.5-(0*, was obtained 1 -methyl -3- O-hydroKyethyl) -5- 

nitroimidazole gave 3- (1 -methyl -S-nitroimldazol-a>yletbyl carbamate, m. 
l(5-(*. 1 -Methyl-3- (3 -hydra xyprcp -1 -enyl) -5-nitroimidazole gave 
3- (l-methyl-5-nitroimidazol-a-yl)prop-3-en-l-yl carbamate, m. 
173-5*. Prom (l-maU)7l-5-nicroiuidasol-3-yl)nachyI phenyl 
caxbotata, {l-methyl-5-aitroi«idasol-3-yl)v«thyl H-meefayloaribamaca m. 



99-101*, waa prepared III and MeaNH gave l-nethyl-S-uitroimidazolyl- 
3-ylmethyl W,lT-dimathylcarbamate, m. 93-4* (C(H(). Prom III and 
moipholine 1 -methyl -5-nl troimidazol-2-ylmethyl morpholinocarbojcylate was 
obtained, m. 108-10* (C(E6) . Ill and 3 - chloroethy lamina gave 
1 -methyl -5 -nitroimidazol -2 -ylmethyl V- (3 -ehloroecbyl ) catiianaca . VI with 
paraformaldehyde and Me2S0 gave 1 -methyl -S-nicroi«idasol -3 -ylttattayl 
N- (hydroxymethyl) carbamate (YIV) . II and 3,3,3 -trichloro-1 -hydrcscyeChyl 
iaocyanate in dioocane kept 48 hra. at 15* gave (1 -msthyl -S- 
nitroimidazol- 3 -ylmethyl H- {2, 2, 2-trichlora-l -hydroxyethyl ) carbamate. 
1-Methyl -5 -nitroimidazol -3 -yl -methyl N-hydroxycarbamate and CC13CH(0B)a 
gave 1 -methyl -5 -nitroimidazol -2 -ylmethyl N- (2, 3, 3-trichloro-l < - 
hydroxyechaxy) carbamate. Prom V and HH3C&2CH30H 1 -methyl -S-nicroimidasol- 
3-ylmethyl N-(3-l^draxyethyl)earbamate, m.133-5*, waa prepared XIV 
waa created with p-Coluenesulf cnic acid in EtOH to give the H-«thaacyMChyl 
derivative III and glycine gave K- (methyl -5 -nitroimidazol -3 - 
ylmechoxycarbonyl) glycine, cryscals (AcOEt) . Other l-methyl-5- 
nicroimidazol- 2 -ylmethyl carbamaCea prepared are N- (H, H-dietfaylaminoetlqi'l) 
di -p-tolueneaulfcnace, m. 101-3*i N-meChoxy (p-colueneeulfcoate m. 
113-15*}; K-benzoyloxy m. 147-51 III and PhNH3 was stirred 90 min. 
at 0* to give 1 -methyl -5 -nitroimidazol -2 -yli&achyl phenyl carbamate, 
m. 145.5-48*} the me thy Iphenyl carbonate analog m. 94.5-98*. 
Prom VI and AcCH3C03Gt 1 -methyl -S-nitroimldazol-3-ylmethyl H • (1 - 
cazbethoxy - 3 - propylidenecaxbamaCa, m. 117-30*, waa prepared VI 
in acoiMea with S02C13 gave H- (l-methyl-S-nitroimldaxol-a'yl- 
methoxycarbanyl) -N' ,V' -dixaathylformamidinium chlorida-ECl, m. 
147-51*, which by treatment with NaHC03 gave 1 -methyl -5- 
nitroimidazol -3 -ylmethyl f on^lcarbamate . VI with Ac30 gave the 
N-aoetylcaibamate (YV) , m. 140-3*. By treating II with acetyl 
iaocyanate (prepared by refluxing AcNH3 and oxalyl chloride in 
1,2-dieihloroathamB) XV, n. 133-5* (CCHC) , la obtained. A aolutioo of 
II in l,a-dimathaB(y«tbane waa treated with HOCN (prepared by depolyng. 
cyanuric acid) to give 1 -methyl-5-nitroimldazolyl-3-ylmethyl allq' 
tt. 310-11*. Fron VI and dimethylcarbaiwyl chloride the analogoua 
4,4 ' -dimethyl allophonate was cbtained. VI and piperidlnooaxbcnyl 
chloride gave the H- (piper idinocarbonyl) analog of VI, m. 
78.5-60.5*. Ill and KOrS gave l-matl^l-S-nitroinida2ol-3-ylttathyl 
a'-thienoallcphanate. VI, by treatment with Ac30 and 95* H1103, gavw 
1 -methyl -5 -nitroimidazol -3 -ylmethyl H-ni trocarbamata . Pro* V, 95* 1 " 
and ClOOSEt l-maChyl-5-nitroimidazol-3-yl -methyl oatbazate (XVI), m. 
135-40*, waa prepared V may alao be treated with MeIlHlIH3. Seflvixing 
of IfVI in Me3C0 gave 1 -methyl -5-nl troi ml dazol -2 -ylmethyl 
N3-ieoprcpylidenylcarbazate, m. 1(0-2*; from 3CVI in pyridine with 
BzCl tha Ha-benscylearbazate analog was prepared III and semi caibaz Ida -^1 
gava 1I4-(1< > Mthyl - 5* - nicroimidasol - 2 • ylmathaxyearbanyl) 
•anioaxbamida. To a solutioai of 0.384 g. Na in 40 ee. MaCB at 0* 
aftar addition of 1.17 g. NB30H.HC1 in 45 min. 3.33 g. V in (0 ee. ttaOH waa 
added to give 1 -methyl -5 -nitroimidazol -3 -ylmethyl N-hydraxyoarbamaca, tt, 
189-90*. The corresponding 1- (3-acetoxyethyl} analog m. 
153-5*. Phenoj^thiocarbonyl chloride and II gave 
1 -methyl -5 -nitroimidazol -3 -ylmethyl phenyl thioaocarbcciate, m. 
103-5.5*, idiich with IIB30B.HC1 gave l-msthyl-S-nitrolmidasol-a- 
ylmathyl K-hydroxychieoooaxbamate (YVII), m. 94-S*. IfVII in BtOB 
bf treatment with 11B30B.BC1 and BuCOl gave bi a (1 -methyl -5 -nitroimidazol -3- 
ylmathyl • H - hydxtaj^iminocarbonyl ) diaulfide, m. 180*. 4- (p-Aeet 
amidaphany 11 -5 -nitroimidazole in EzGR end H3S04 was treated with NaHOa 
than with Ca bronze to give 4 -phenyl -5 -nitroimidazole (XVIXI), u. 
384-8*, idiich with (MeO)3S03 gave 1-methyl -4 -phenyl -5- 
nitroimida^ole (YIY), m. 74.5-5.5*. XIY in Me2S0 created with 
paraformaldehyde 12 hrs. at 110-50* gave the 2 -hydnugrnathyl 
analog, idiich with ClC03Fh gave l-methyl-4-phenyl-5-nitroimidazol-3- 
yluechyl phenyl caibcnate (XIO ■ Treatment of YY with liquid USD gave 
1 -methyl -4 -phenyl -5-nl troi ml da zol -3 -ylmethyl carbamate. 

1 -Methyl -4 -oyano-S -nitroimidazole and paraformaldehyde in Mb3S0 gave the 
3-hydroKymetfayl derivative, which gave 1 -methyl -4 -cyano-5 -nitroimidazol -3- 



ylmechyl carbamate. 3-Nitro-7-oxo-S,4-dihydroimidazo(l, 3-a] -pyrrole by 
reduction with HaBH4 gave the 7-hydraxy derivative, which gave 
3-nitro-5, (-dihydroimidazo(l.ara]pyrrol-7-yl carbamate. Prom 
3 -hydroxymethyl -4 -nitroimidazole and NaKHS in 1, 3 -dime thoxye thane and 
(MaO)asoa, tha 1-msthyI derivative (KYI) n. l((-e*,-« 
at 350*/0.01 m. alao gave XXI. l-H«cliyl-4-aicroimidazoi-a- 
ylmathyl carbanaca, «. 187-9*, was obtaixwd from 
1 -mthyl -4 -nitroiwidasol -a -ylmathyl phenyl earbcnata (m. 105-4*) by 
treatment with liquid UBS. The ooopds. are uaeful against paras i tie 
protozoa, eapecially ezypanoaona. 
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AB Aronatie aulfesiyl iaoeyaaatas ArOS03NEC03Ar, are prepared by treatment of a 
phenol with ClSOaSOO (1). For axaapla, 141.5 g. I in 150 ca.l PhMe is 
added dropwiaa at room tcn^rature to 94.1 g. PhOB in 300 om.3 PhMe to form Ph 
N-chloroeulfonylearbamate. The mixture ia then heated to 100-10* 
with stirring for 9 hrs. after which tha HCl evolution stops. Distillation 
yields 130.5 g. Ph H-pheno9qr"ulf enyl iaocyanate, blO 104-9*. Other 
sulffsiylisooyanataa were obtained similarly as follows (starting phenol, 
phys. oonstant of product datainad given) t p-craaol, bO.3 80-3*i 
3,4-dlmethyliiienol. bO.3 74-8*i 4-G3ilorBifacnol, bO.a 91-5*; 

3- dhlorqphenol, bO.3 93* 1 3, 4, (-trichlorcphenol, bO.Ol 
111-19*} 4 -hydroxyaaisole, bo.oa 94-9*i 3-hydrc9cyanisola, 
bo.oi 88*} methyl S-hydroKybenzoate, b0.03 118-33*} methyl 

4 - hydraxj^jenzoate, bO.03 114-33*i 4-hydro(X]^enzonitriIe, bO.Ol 
113-18*; 4-hydra3qr«sobenBene, m. 88* (hexane) i hydroquinona 
biattf-chlorosulfcnyloazbaaata), n., 90* (0C14}| a^hydroa^phenylane 
oxide, m.p. 118* (PhMe) t and p-erasyl H-czhlorosalfciiyleaxbBmaCe, 
bO.Ol 197-310*. 

IT 14793-46-5P 

HLj SPH {Synthetic pzwpaxmticn) 1 PKXP (Preparatiea) 
(preparation of) 
EN 14793-4(-S CAPLUS 



C&xboaic Acid. sulfo-. S-aohydzidB wieh Isooyanio aoid« p-phcnylaE 
(•CI) (Cft lUDBT HAKE) 



T 



HH-C-O 



r if 
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1967:55345 C&PLX7S 
ii :55345 

SulfoEiyliirebliaxia 
Boehringer, C. i 
HKth. .^1., 10 pp. 
OOfDBT: KQUCUH 
Patent 
Dncch 



FUlXLY ACC. Vm. COOHT: 
PATSirr IKraSKATIOV: 



PATEHI BO. 



KIND DATE 



JU>PUCATICH BO. 



DS 



BL CS03399 19(C< 
DG 1259973 

PB 1471099 F8 
PRICBITY APPLN. INPO. : DB 19&S0316 

AB To « Sttapenaion of 10.65 g. 4-C1C6H4S03MHHa in 350 ml. PhM« ia AddUtd B.35 
g. (ScOCO)aO. ch* mixeur* is heated SO min. «t 90*, than ooolad, tha 
•olid Iw filtered off and dieeolved In ISO al. Hao, the eolntian ie eoldifled 
with dilate BCl to pa 3, the precipitate ie filtered, weahed with EaO, end 
dried to 

give 13. S g. 4 -ClC6E4S03SHC03Bt (I), m. a4>5*. Similerly prepared 

are analoga of I (axibetitaenta on the phenyl group, m.p. i end % yield 

given): 4-MeO, 119-30*, 90.3; 3-lfeO, 174>S*, 92. 4i 

a,4>(02B)Cl, 13a-3«, 96; 3,4*«»N1Mb0, 138«, 95.3; 

a,4>(0ainMe, 13t«, 07) a,4-(AdBa)He, 177*e>, 09i 

3,S-(Adera)Hs, 163-3*, 91. 3( 3,4-(03inEt, 137-0*, 95i A-AeSR. 

173«. 93. <j 4-Me, e3-3», 97, 3-1I0CH3, iaO-l«. 90.7) 

3- (4-MeOC6H4COMHC3E4) , 186-7*/ 96.5) 3 - (2-HeOC6H4C(SIBC2H4) , 
170-1*, B9i 4-PbCOCH:CH, lBO-1*, 93, 4 -PhC0CH3CH3CE3 , 
118-19*, 94) 4-O-C10H7C0CE2CH3CH3), 78-80*, 93; 

4- PhCOBHCBaCEa, 158-9*, 93 i 4- (3-ClC6H4C0eiHCHaCB3) , 13e-9« 
(HeCB), 94 f 4- (3-MeOC6H4C0SIHCEaCBa) , 150-5*, 95; 

4-[a,S-(lte0)ClC6H3C(»lHCHaCB3l, 144-5*, 95. Alao prepezed are the 

following R503NHCO2S1 (R, Rl , n.p. , and % yield are given): 

3,5- {AcNH)ClC6H3, Me. 197*, BB.tt 3, 6 - (AcKH) C1C6H3 , Me, 

338*, 92.1) 4-HeC6H«, Me, 115*, 94.4) 3, 4- (MeO) 3C6H3 , He, . 

115-16*, 91. 5t Ph, Ph, 134*, 89) Me3N, St, 66-7*. 

94. »i H3H. EC, 135*, 93; H2V, Ma. 135*. 93. 5 1 a-thienyl, Bu, 

79*, 93.51 eyoloOisxyl' Bu, 64*, 85. 3 1 HaaCKCaaCEa, hescyi' 

78-9*, 881 4,3-ClC6H3(S0ailBC0aEt), Bt, 14a-3«, 95. 
IT 144a7-0«-0P 14437-07-lS 14437-08-2P 

RLi SPN (Synthetic preparaticD) » PKSP (Preparation) 
(preparation of) 
RB 14437-06-0 CAPLUS 

CB Caxbemio aoid, (dlvachylattlfaneyl) ethyl ester (8CI) (CA IHDEir NAHE) 



ff If 

EtO~C~llH~^J^I0le3 



RB 14437-07-1 CAPLUS 

CB Cazboio aoid, (aminanUfanrl) ethyl eater (9CI) (CA 1 



RB 14437.08 -a CAPLUS 

CB Caxbaaio acifL aulfanoyl-, netlqrl ester {7CI. SCI) (CA IBDEir 1 



MeO^C-HH-jpBH3 
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1966:84714 CAPLUS 
64:84714 
U:159a5e>g 

nuispharylated sul f cnylurethaa derivative) 
Timler, Helniti Wegler, Sidiardi TSicerstt 
Ouenter, Eamaann, Xngaborg 
Faj:benf abriken Bayer A. -O. 
•7 pp. 
Patent 
Utajnrai labia 



pATEarr ho. 



KIBD DATE 



APPLICATIOr BD. 



BATE 



19660334 



19640714 



DB 1313967 

BE 666861 BE 

Ccnndensaticn of plios!phaarylated nrethansulfcnyl halidea of Che general 
fonmla (KO)aP(0)CH(CC13)03CBBS03Y (I) (X - halogen) with aainea, ale. 
wrc^tans, phenol a, or thiophenola leada to the following I, which are 
used AS inaeccicidea and peatlcidea (S, <uid m.p. given) : R ■ Ma, n 
NHPh (11), lai*) R - Me, r NEC6H4C1-4 (111). 168") R - Me 
X . BSC6 H3C13-3,4 (XV), 174 *; R - Me, X - BBC6H3Cl3-2,4 (V), 
163*1 S > Me. X « »te3 (TI), 57*| R . Me, X ~ VB2 (VII), 
oili B - Me, X - piperi<^l (VXII), 131*i R > Et, X - BHPh (IX). 
IBS*, R - Me, X - OPh (X), 155*i R - He, X - 0C6H4C1.4 (XI), 
176*1 R « Me, X - 0C6H4HOa-4 (XIX) 173*. A aolncicn of 284 g. 
(MeO)3P(0]CH(OE)CC13 (XIII) and 141 g. 0:C:NSO2Cl (XIV) in 500 ml. CEC13 
waa stirred 3 hre. (CA 63, 4334a) and mixed in portiona with 1B6 g. PhKH3 
in 200 ml. CHC13. The precipitate was filtered off, waahed with H20, end 
reoryatd. (together with the residue of the evaporated CEC13 solution) froi 



EtOB to give 87t II. Similarly prepared were III-V. A alow atream of 100 
g. MeSNH waa introduced into a solution of 284 g. XIII and 141 g. XIV in 350 
ml. C6H6 which had been stirred 2 hrs. The mixture was stirred aeveral hra. 
more, filtered, waahed with E20, and evaporated to give 300 g. VI. Similarly 
prepared were VII and VIII. Condenaation of 30 g. (Et0)aP(O)CH(GB)CC13 and 
14 g. 0:C:BS03F in SOO ml. CC14 gave I (R - Et, X • F) which was treated 
with 18.6 g. PhBB3 to give 4 g. IX (aqueeua EtCH) . A eolutien of 138 g. XIII 

70.5 g. XIV in 500 ml. CHC13 waa stirred 3 hra. Dropwiae additieo of 47 g. 

PhCH and SO.S g. Bt31f in SOO ml. CEC13, filtration, and ev^oration gave 150 g. 

X (aqueous MeOH) . Similarly prepared were XI and XII. 

5739-68-4, Carbamic acid, ( (2, 4-diohlorophenyI ) sul f amoyl] - , ester 

with di-Me (2, 2, 2-trichloro-l-hydraxyethyl)phosphanace 5762-10-7 

, Carbamic acid, ( (3 ,4 -dichlorophenyl) sulf amoyl] -, ester with di -Me 

(2,2,2-trlchloro-l-hydroxyetfayl)phosFhcKiate 5762-11-8, Carbamic 
acid, ( dimethyl sulf amoyl) eater with di-Me ( 2, 2, 2- trichloro'l- 
hydroxyethyl )phospha3iate 5762-12-9, Carbamic acid, sulfamcyl', 
ester with di-Me (3, 2, 2-trichloro- 1 -hydroxyethyl )phoBphanate 
5762-14-1, Carbamic acid, (pbenylaul fanayl ) - , ester with di-Et 

(2,2,3-trichloro-l -hydroxyethyDphospbcnate 6039-54-9, Carboaie 
acid, (phenylsulfaaoyl) -, ester with di -Ma (3, 3, 2-trichlaro-l- 
hydrco(yechyl)pho8phcDate 6039-SS-O, Carbamic acid, 

((p-cihloraFhenyl)sulfancyl] ester with di -Ha (3,3.3-cridUoro-l- 
hydroocye thy 1 ) phoaphoaace 

(preparation of) 
5739-68-4 CAPLUS 

Carbamic acid. [ (3,4 -di^larophenyl) aulfanoyl] eater with dimethyl 
(3,3,3-trielhloro>l-hydR»yethyl)phaeph«Hiate (7CI. 8CI) (CA INDEX BANE) 



MeO^p— OMe 



5763-10-7 CAPLUS 

Caxbaaio aoid, [ (3,4-dichlarapbeQyl) aulfamcyl] -, ester with divnthyl 
{a,3.3-tric3iloxo-l-hydz(»yethyl)phosFbmate (7CI, 8CI) (CA IBDEX BAKE) 



f 

MeaN^ ^ NH- |j— O— Ca- OCl 3 



5762-12-9 CAPUTS 

Cazbomie acid, sulf amoyl-, ester with dimethyl ( 3,3,3 -triehloro-1 - 
hydroKyethyl)pho8pit»nate (7CI, 8CX) (CA IBDEX HBME) 



I MeO— ^OMe 

HaH^ |— lIH-|r— O- CCl 3 



576a>14'l CAPLUS 

Caxbamio aoid, (phanylsulfaaeyl) e 
hydreKyethyDphoBphonate (TCI. 8CI] 



Iter with diethyl (3,a.3-trieliloro-l- 
(CA IBDEX SAME) 




6039-54-9 CAPUTS 

CaziMmio acid, ({lieayl sal fancy 1) ester with dimethyl 
{3.3,a-crlcai.loro-l-hydrag(yethyl)Fhoophcnate (8CI) (CA XBDOf BAKE) 



ja-CCl3 



MeO^P— CMe 



5763-11-8 CAPLUS 

Cazbomie acidU (dimethyl sulf aaoyl) -, eater with dimethyl 
(a,3.3-tri<^loro.l-hydraxyetlqrl)phoephonate (7CI, 8CI) (CA INDEX NAME) 



i 

r 

jj-sa- jj- 0^ CB- OCl 3 



MeO^P— OMe 



6039-55-0 CAPUTS 

Caxt>emlo aoid, ( (p-ehlorophanyl) sul fancy 1) ester with dimethyl 
(3,3,a-triehloro.l-hydn»yethyl)ihoepheaate (7CI, 8CI} (CA INDEX 



(a,a,3-crieblovo-l-h7dxoiiy«c^l}plioaitiai«t« (tCZ) (C& IHDBC BUIBI 



XT' 



pa— CCI3 



ifcO-Jp-Ote 



L9 JUJSnat 309 07 316 CAPUTS COPYBICTT 3005 JbCS on StH 



ACXIESSICH NOIBEB: 



OKIGUBL REFBtBCK BD. 
TITIS: 

iHvsrraa(s) : 
soracE: 

DOCXMBIT TYPE: 



19«6 3 84713 CAPLUS 

64:04713 

64:15935c-e 

Alkylenadlphoaphawcm 
ricch, Stavwi J, » Liu, Shih I 



rAKILT ACC. HW. OOUOTt 
PATXST IHFaBMATIQHi 



PATEHT NO. 



Patent 



DATE 



APPLICATICH no. 



DATE 



DB 1311200 
VS 3356370 
PBICRITY APPUr. INFO. 



19660334 OB 
1966 US 

US 19631313 
Canada. (R0)2P(0) (CH3)nPO(0B}a (I) were prepared by an Aztmzoir rear: 
of Cl«S3)nPO(Ce)3 (II) wich (R013P. II were prepared froa dichloraalkaxwe. 
PC13 and A1C13/ and treating the intermediate cos^lax wich SOB) or> If n ■ 
1. fraa PC13.CB30. and HCH. A mixture of 10.6 g. II(n - 1, K - Et) and 33.2 
g. (BtO}3P was heated xmder refliw. At 160*t evolution of EtCl 
took plarn at a o onatant rate. After refluxing 17 hrm., thm tenparatun 

Ad 

330* and gas evolution slowed down, the mlxtun was cooled and 

dietilled in vacuo to give 77% I (n - 1, R - Et) , bO.9 130-9*. . 
Heating the aboire mixture 74 hrs. at 160-80* gave the product in 83% 
yield. Aleo prepared was I (n - 3. B - Ec), ba 160*, in 80% yield. 
S7$2-10-7, Carbanic acid, ( (3,4-dichlorophenyl)sulfaaoyl] eater 
with di-He (a.S.a-tricUaro-l-faydraxyethyDpbosphfloate 6039-54-9 
, Caifeaie acid, (phenylsulfonoyl) eater with di-Me (3,3,a-crichloro-l- 
bydroxyethyDpihosphanate 6039-5S-0, Carbonic acid. 
[(p-ehloraphenyl)sulfanoyl] eatar with di-Me (3,3.3-trichlaro-l- 
bydraxye chyl ) phoephonate 

{preparation of) 
5763-10-7 CAPUTS 

Caxbtnio acid. ( (3(4-dieUoroph«ayl) salfocyl) ester with dinsthyl 
(3.3,3-criailozo-l-hydraxyectyl)phosphonat« (7CI, BCI) (CA ISDBX IDHB) 



pH-CCl3 



HeO-t— CMe 



BV 6039-S4-9 CAPUTS 

CH Cazbamic acid, (phenyl sal foPMyl) - 



•ster with diwthyl 



f 



MeO-p-ONe 



EhJJH-jpllH-|pO-CH-OCl 3 



6039-S5-0 CAPUTS 

Caibmio acid, ( (p-ehlorophssyl) salfeooyll sstsr with divethyl 
(a,a.3-tridhloio-l-hydmi^tl^l|phasphflaKCe (7CI, SCI) (CA IHDBlf 



XT' 



T 



■^H— CCl3 
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1965:463435 CAPUn 
63)63435 ■ 

63:113S5f-h,11356«*f 

Reacticn of snlfooyl isocyanatss with orthoearfaoxylio 
acid esters 
Bicner, Bans 

Faxbwszks Ebsohst A. -O. Msister Laelua Bxuaaing. 
Tnolcfurc. Osxvasy 

Justus Liebigs Annalen dsr OMrmle (19C5), 686, 103-7 

CODEir: JLACBPf ISSN: 0075-4617 
Journal 



DOCtMENT TYPE I 
rjOJGUASE: 

GI F^or diagram(s), see printed CA Issue. 

AB Aryl saf f onyl isocyenates reacted with orthoeaxboxylie acid esters with 
cleavage of caxbcxylic acid esters and rearrangenent to £om , 
N-arylsulfanyl-N-al)cylcaxba&ic acid esters. Foxraally, addition products of 
dialkyl ethers and arylsulfooyl isocyanates, which are not accessible by 
direct- reaction, were thereby fomed. The reaction cpened up a productive 
and sivple access to this class of coopds. Prcn ClSOaHCO (I) were fomed 
C1SO3NRC03H (II), iriiich on partial si^Kaif icatioQ gav« H-alkyl sulfamic acids or 
V-alkylearbsBie acid asters. To S3 g. EC(CHe)3 in 50 eo. CH3C13 was added 
dropwlss 70. e g. I (%af, CA 51, SBlfid) at -30* with Stirring and 
after 30 min. the solution warned to roan tenq^rature end f recti enated to giv* 



87 



g. II (B - Me), bO.3 45*, n30S 1.4S07. ^(0Et)3 (146 g. ) Created 

wich 141.5 g. I wich acirring and ice cooling, the oixture let stand 1 h. at 

rocoi tenperatore, BC03Bt evaporated in vacuo, and the prod u ct fractionated 

vigrenx coluanj bath kept below es*) gave 195 g. ZI (B - Bt) , bD.3 

65-7*, nSOD 1.4515. This reacticn also proceeded practically to 

eooqpleticn at lower teoperature Thus, a nix cure of 39.6 g. EC(0Et)3 and 38.3 

[ 

prepared aC -30" sicrred 1 h. in vacuo (oil poaqp) gave (product 
collected in 3 traps cooled at -75* with dry ice-Me3C0) 13.9 g. 
HCQSEt, b. 53. 5-4. 0*. n30D 1.3598. HCOSEt (0.33 ttol] treated 
dropwiss wich 0.33 sol I at 0* with acirring and the nixturi stirred 



3 h. at room temperature and fractionated gave only 28% IX (B ■ Et) . To 47 g. 
HC(0fiu)3 in 80 cc. CHC13 was added drt^ise 28.3 g. 1 in 20 ec. CHC13 with 
cooling and stirring (the reaction was cooplece itnnediately after addition of 
I), the mixture evaporated in vacuo, and the residue distilled as rapidly as 
possible (ehort Vigreux colunmi bach kept below 115*] gave 42 g. II 
(B - Bu), bO.a 87-9*, n30D 1.4480. Similarly wns prepared from 54.9 
g. EC(QAm}3 and 38.3 g. I 48 g. II (B - Am), a product which decoD^eed only 
slightly by distil laticn via a thin- layer ev«^rator. PhSOaucc (III) (14.5 g.) 
added to 14 g. PhC(0M9)3 in 30 ec. CH2C13 with cooling and stirring (the 
tenperacure muse noc exceed 30*), the mixture stirred 1 h. at room temperaCurs, 
CH3C13 and BzOMe evaporaCed, and the residue f raccionated gave 1.8 g. 
4-BC6H4S02NR'C02S' (IV) (B - H, R' - Me). bO . 35 137-8*, nSOD 
1.5300. A mixture of 45 g. EC(0Et)3 and 55 g. Ill let stand at 
35-30* (xintil a saaple treated with H20 no longer evolved C03) and 
fractionated gave 41 g. IV (R . B, R< - Et), bO.l 116-16*, n30D 
1.5150. From 333 g. EC(aBu)3 and 198 g. 4 -MeC6H4S03MCO was similarly 
prepared 185 g. IV (R - Ma, B' - Bu) , bO. 3 152-4 *, n30D 1.5038. 
EC(0Ee)3 (140 g. ) in 60 cc. CH2C13 treated with 74 g. OaS(MC0)2 (V) (molar 
ratio 1:0.5) ac IS* with Stirring, after 1 h. CH3C12 and HC02Et 
distilled (the laccer in vacuo), and the residual oil refrigerated a long 
time gave 133 g. 03S (NEtCOaEt) 3 (VI) , m. 54* (EtCB) 1 when not 

entirely pure starting cooyxls. were used, crystallisation of VI frequently did 

not 

occun oily VI was purified by distillation, bO.a 96-100*. BC(0Hs)3 
(10.6 g. ) in 30 cc. C&3C12 treated with 14.8 g. V in 30 ec. CB3C13 (w>lar 
ratio 1:1) at -5*. the mixture warmed slowly to room tenqie rature , aS3Cia 
and HC02He distilled (the latter in vacuo), and the residue fractionated gave 
11 g. OCNSoaNHeCOaMe (VII), unstable oil, bO.3 59-60*, identical 
(b.p. end ir spectrum) with VII obtained by thexmlysis of VIII. To 3 g. 
VII in 3 cc. BC30 was added 1 g. PhOB in 3 00. Etao and ths solutioi either 
kept a long tine or heaced (faster reaecicn] gave PhoaCKESOSlMeCOaMB (IX), 
u. 116-17* (MeCS-B30), identical (mixed m. p. ) with I prepared from 
VII obtained from VIII. II (R - Et) (31.6 g. ) and 30 cc. 12 N NaOH diluted 
with ECCH until dissoln. , the solution heated 1 h. on a water bath and 
evaporated 

in vacuo, the residue digested with SO cc. hot absolute EtOB, and the extract 
filtered, ooskcencraced, and cooled gave EtNESOSNa, m. 310-1S* (absolute 
EtCB), which (7.4 g.) trmated wich 35 ec. 3H HCl, the solution kept sevenl 
hrs. over KOH in an wvaeuated desiccator, the crystalline residue digested with 
50 cc. hot absolute BtOE, and the extract filtered and evaporated gave 5.4 g. 
ECNHS03E, m. 170* (EtOH) . To 300 cc. HSO were added dropwise 
simultaneously at 30-30* 315.6 g. II (R . Et) and 13N HaCB in such 
a way as to maintain a pB of 3-7 (170-90 cc. aqueous NaOH was ccnsuBed) , the 
pH adjusted to 7, ths u^Mr phase (A) sepazmCad, the aqaeens phaaa axtractad 

wich 

CHC13, ths. axcrmet dried and avapozncad. and cha reaidna oenbinad with pbaaa A 
and dlstillad to glva IDS g. Bc]lBC03Bc (X), b. 175-C*i «s«l. X waa 
obtained by iriuJclng 0.5 h. wich 3N ItaOB and distil ling rcpaacadly. 

IT 3375" 16-7, Carbanic acid, N-nathyl-H^V -aulfonyldi-, l^efayl Ih 
ester 

(preparation of) 

BS 3576-16-7 CAPUTS 

CN Cazbamic acid, N-uetlqrl-H,N> -sulfonyldl-, 1-methyl pbsByl aster (7CI, SCI) 
(CA imSX VOKSi 



$ S 

ipHH-C-OPh 
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4 (3H) -Qxo-a, 1, 3-bensothiadiazine 3,3-diaxides 
Teufel, BaluttC 
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5 pp. 
Patent 
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US 3041336 
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PRIOR ITY APPLN. 

AB Cf. CA 57, 



INFO. : CE 19581001 

e43h) CA 57, e44b. The title ccmpds. are prepared and used as 
antiinf lamn&tory agents. Thus, NaOEt solution (3.3 parts Na) is added to a 
mixture of 37.4 parts 3-phenyl -4 (3H) -oxo-3, 1,3-benzothiadiazine 3,a-dlaxide 
in 900 parts ashydroos EcOS, 17 pares PhCHSBr in anhydvoua BeOS is added 
drqpwiae, end the uixcura la haatad 6 hra. (bath tsBperacore 90-100*) to 
give l-bensyl3-phenyl-4(3H)-OKO-3,l,3-benzothiadlaslna 3.3-dioxida, m. 
134-5*. Similarly prepared are the following I (R, R>, m.p. , and 
m.p. ECl salt given): Me2NCH3CH3, 74-5*, 195-6*, 

3-pyrrolidinylethyl, Me, 87-8*, 341*t a-morpholinoethyl, 
85 -6*, 341-3*1 Me3NCHaCH3, Bu, 53-4*, —1 Et3NCB3CBa, 
Bu, — , 146-a*i 3-(dieyolohejgrlaalxio)echyl, Bu, 94-5*, --1 
£t2H{CBa)3, Bu, 9<-0*i p-HaN503C6H4NBCOCBa , Bu, 330-3*. 

-- . Similarly prepared are the following I (B' - Ph) (B sndm.p. given): He, 
189-90*1 Bu, 105-6*> allyl, 115-17*} 

Aa-cyolopentenyl, 138-40*1 H0CH3CH3, 187-9*> BtCaaCE3, 

187-8*1 Cl(CH3)3, 115-17*j Br(CH3) 3. C1CH2CH3, --# 

a,3*epaxypropyl, lS3-5*> Et3BCH3CS3, 85-7* » 

(iao-Pr)3NCHaCBa, 79-«l*i MeGH(IMa3)CHa, HCl salt m. 

(5-e*f a-plparidinoschyl, 106*i a-nozptolins achyl, 

133-4* > (piperidinooarbooyDmaChyl, 163-5* 1 Bs, 

147-8*1 ClcaaCHaCO, 144-6*1 C02Et, 170-3*1 CH2C0aEC, 

174-5*> BzCH2, 143-4*) CH2CN, 215*> He2NS03, 

150-2*1 p-BC(»HC6B4S02, 301-2*j p-AcKHC6B4 S02 , 193-5* 

(deceo^siticn) > C13CS, 118-30*i p-HaNS03C6H4NBC0CHa, a54-6*t 

MeOCHaca2, 100-1*1 EtOCB3CB3, 104 -5 *t iso-PrOCaaCH3, 

116-17*1 BU0-CH3CH3, 59-60*i Et3NCB3CB30CE3Caa , --, BCI salt 

m. 164-6*. Similarly prepared are (m.p. given): I (B ■ 

As-oyelopentenyl, R> - PhCB3) , 84-6*) I (R - R' - PhCH3) , 

137-8*. S-Chlote-3,6-dlphenyl-3(2B) -axo-1,2, 6-thiadia2ine 

1,1-dloxide (6.7 parts) in 60 parts C6E6 ie created with 35 parts KB4C1 

and 13 parts Zn dust to give 3, 6 •diphenyl-3(aB) -oko-1, 3, 6-chiadiazine 

1,1-dlaxide, m. 189-90* (CCl4) . 

1919-22-8, 1H-3,1,3-Bensoehiadi«siaa.l.earimj7llo acid, 
3,4-dihydro-4-axo-3-phanyl-, ethyl esCar, S.a-dioaUda 

Cpreparation of) 
1919 -a3*8 CAPUTS 

lB-a,l,3>BenaDehiadiaslne-l-caxtx2xylic acid, 3 , 4 -dlhydro>4 -oxo-3 -phany 1 - , 
mtl^l aatar, 3,a-diaxidB (7CI, 8CI} (CA IBDBf NAME) 
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CAPUTS CQP-XRIGBT 3005 ACS on STV 
1963:53876 CAPLUS 
56:53876 

58:893»h,8940«-h,B941a 

Ksaetlcu vich N-carbanylmlfwaic «sid eUoride. II. 
Aloohols Mid pbeaols 
Or«f, Bodsricb 

Faxbweike BMclut A. -O., VoxMla HaisCar Luoius , 
Bruening, Prcnkfurt/Bbaehst, Oanany 
Ber (1963), 9C, 5«-(7 
Jounuil 
Ounrai labia 
CASBEACT 58iSae7S 

Ales, and phcaiola add to 0CKS03C1 (I) with tha 
fomation of uretJuux^H-aulfodilorides {II} . Tha reactions of II with S30t 
ales., phenola, and primary and secondary amines are reported. I (SC g. ) 
in 100 cc. 4:1 CC14-CH3Cia treated with stirring with 13.8 g. MeCE, 
allowed to warm to 50*, and cooled yielded abcnit 60 g. MeO2CllES03C 
(III), m. 73-3* {C6H<). I (S« g.) in 300 ce. liquid SOS treated 
dropwiae with aeirring ac -10* with IB g. (CE3<S30a}a in 50 oo. 
liqaid S03 and filtered gave nearly 100« {CH3CE20aCiaHSOaCl)3 (IV), m. 
135-30* (deeonpositicn. wl th gas evolution) . 3, 4-C13C6H30H {81.5 g. ) 
mixed with 71 g. I and cooled gave 3 , 4 -C13 -C6H303CKHS03C1 , a. 
117-lB* (C6H6) . Similarly ware prepared the following R02CNHSO2C1 
(S, m.p. , and react! cn nediim given) ; Et, 47-8*, CCl4-cyclchexanei 
ClCH3CHa, 57-8*, C6a«i iae-Pr, 70-1* liqaid S03| n-CiaB35, 
65*, oyclohexanai n-C18E37, 90*, eyelohaxanaf oyolchexyl, 
93-3*. C6R«i Ph CV), loa-3*, C6H6f p-ClC6H4, 118-19*, 
C6H6> 3,4-C13C6H3, 103*, C6H6) p-Ol-VCSEA, llB-19*, C6H6 > 
PhS, 108* (deccmpositicn) , C6H6> PhCH3 (VI), SO-l*. C6H6 . In the 
same manner were prepared [ (CH3) 3-03C!iIHS03Cl] 3, m. 109-13*. in liquid 
S02, and o-C6H4(0aaiH-S03Cl)3, n. 160-5* (deeodcmaition) , in C6H6. I 
{383 g.) in BOO cc. liqaid SQ3 creacad with atirring and cooling at 
'10* with 133 s- S(CH3CBaOH)a, Ch* mixCttxw addad with atirring to 3 
1. H30, the ibole heated IS min. at 70*, cooled, and filtered 
yielded 190 g. S (CB3C&302CIIB3) 3, m. 154* (MaOE) . Ill (174 g. ) added 
in porticns with stirring at O-IO* to 140 g. K3C03 in 300 oc. H20 
and filtered gave aboat 50% Me02CNH503K. VI (125 g. ) added with stirring 
at 0-5* to 400 oo. 4K HaCB, the mixture adjusted with cooling and 
atirring with dilute HCl to 5, tanA salted with KaCl pracipitatad 
PhCH303GlIES03Ha.Ha0 (VII), iriileb, cn Standing at rocK ta^Mratara deoaq>oaad 
FhCH303CNB3 andia;aES04. Moist VII (.appex.130 g. ) in 300 ce. 2N HaOH 
heated to 50-60*, treated with stirring gradually with 500 cc. 
MeCa, cooled co O", and filtered gave about 100 g. 

Ka3 (PhCH202CNS03J .2H20. Similarly were prepared the Ha urethan-N- sulfcnates 
fren BuOH, n-C12H35CS, and n-CieH370H. V (25 g. ) in 100 cc. Me2C0 tr«ated 
with stirring at about 0* with 10.6 g. Sa2C03 in 50 cc. H20 in such 
a manner that the pB. remained below 5, and filtered, and the residue 



dissolved in 200 cc. EaO, filtered throng kleselguhr, and salted with 200 
ce. saturated aqoeoos BaCl yleldad Ph03CiraSO3Ha.E3O (VIII) . Aqaeous VIII 
acidified 

with dilute BCl end cooled pxacipltacad Ph03CWH2, a. 153*. Ccawencrated 
aqueous VIII 

treated with a few drape aqaeous HaaC03 or SaOAc to pB 8 and warmed slightly 
gave PhOE. Ill from 38.3 g. I and 6.4 g. MeOB in 100 cc. (Sacl3 added 
with stirring at -30* to 100 cc. CH3C13 into which UH3 is passed, 
the mixture evaporated, and the residua dissolved in the rain, amount H30, 
acidified with cooling with concentrated ECl, and filtered gave 10 g. 
HB03a]E5Q31IH2, m. 139-40* (BtOAc)) the analogous co^mIs. from 
higher ales, are obtained in the same manner in better yields because of 
their lower solubility III (174 g.) in 300 eo. EtSO added with atirring at 
•30* to 300 eo, llqiiid HeSlIH and avapoxmtad, tha poadazy raaidna 
asldifiad with ocneentracad BCl and axcraeted with BtSO, and tha roaidaa from 



tha 



extract kept seme time at 60-70* at <1 ma. and cooled gave a crude 
product idiich was purified by partial melting and filtering to yield pure 
He03CNHS03IMe3 (lY), m. 53.5*, bO.l 135*. IX in Et20 

treated with VaOMe-MeOH gave Ba [Me03CI!ISOaiiMe3] .Me<S. IK (IB. 3 g. ) heated 
vich 30. B 9. PClS Co 85-115* gacra MaCl, tha residue distilled yielded 
13 g. 0CIIP0C13, UOO 73-5*, naOD 1.468, sad 10 g. H»3VS03C1, blOO 
116-30* laiich with 1IE40B yielded He3BS03KB3, m. 97-8*. 

BUO3CSHS03C1 from 43.5 g. I and 33.3 g. BttOE in 300 cc. CH3C13 added to S« 
g. PhKH2 in 300 cc. CE2C12 with cooling and stirring, filtered, and extracted 
with dilute aqaeous KaOB, and the aqoafbas mtroct acidified yielded about SO g. 
~" ,. 139-30*. Similarly were prepared the following 

t<K> '.frem the eerrsqKndisg XCB and S'X<<I3a in CH3C13 (S. R', 
R", m.p. given) : Ma, Ph, E, 139-30* (C«B<)i Ma, oyoleliexyl, H, 
149*} Me, PhCB3, H, 113-13*} Et, H. B (inEtSO), 
138-9* (BtOAc) I Et, cyclediexyl, H. 166-7*i Et, Ph, H, 
141-3*1 Et, p-Et02C6H4, H, 164-5*j Et, p-Et02CC6H4, H, 
154-5*} ClCH3CHa, Me, Me (inEt20), 47-8* (Et30) } C1CE2CH3, 
P-MBC6H4, H (in C6K6), 149 -SO* « Pr, Pr. E, 90-1*} iso-Pr, 
Ph, H, 157-9*} Bu, H, H, llS-17*i Bu, eyclchotyl, H, 
105*) Ba, Ph, E. 139-30*} StSCBBHS, H, H, 141-3*} 
BaEtCHCH3, H, H, 117-18*} n-ClSEaS, H, H, 143-4*} n-C12B3S. 
Me, }fe (inEt30), 4S-6*i n-ClBE37, Me, Me, 71-3* (Et20)} 
CH2:CHCH3, CH2:CHCH3, E (in C6E6) , 7S-6* (C6E6}} CH3:-CHCH3, Ph, E, 
115-16*} cyclobexyl, Ph, H, 139-40*} cyclohexyl. Me, Me (in 
£t30), 93-3*} Ph, S, E, 141-3* Ph, Me, Me (in Et20) , 
133-5*} Ph, Ph, E, 135-6*} PhCE3, E, E, 1389*} PhCE3, 
Pr, H, 138-9*} PhCE3, Ba, H, 133-3*} PhCEa, p-Bt3Bt»CCCE4, 
H, 141-3* (with .gas evolution) } all coopds. were reerystd. from aqaeeos 
MeCH except lAiere stated otherwise. In the saiM manner were prepared 
p-C6H4(MH02SNHCOaMe)2, m. 187-90* (deconqposi tiao.) (aqaeous MeOE) , in MeOT, 
and (CBaCE202ClISS02NEPh)2, m. 167-78* (decGB^siticn) (aqaeous MeOH) . in 
CS2Cia. IV (37.3 g. ) added at -40* to MeOH, treated with cooling 
with 300 ce. 3H MeOVa, and evi^rated in vacuo, and the residae dissolved wi^ 
cooling in 100 ee. 3H BCI and extracted witifai CESCIS gave about 30 g. 
(CH3CE30aCKHS0aMe} 3, m. 70-4*} an aqueous aoluticn deposited 
(CH3CHa03CNB3)3. Ill in CE3C12, treated with n-C12H250E in the presence of 
Et3K, the mixture stirred with dilute ECl, and extracted with c:H2C12, and Che 

oily 

^residae (30 g. ) heated brief ly at 170* to incipient turbidity, 
dissolved in MaOH, trsaCad with C, and diluted with H30 to beginning of 
ezyatalliiatioBi gave S g. (n-C13E350}aS0a. m. 48* (MaOH). PhOH (18.8 g. ) 
and 30.3 g. Et3N in 100 cc. Bt30 treated with 35 g. Ill in 50 eo. Et30, 
the mixture washed with E20 and extracted with 200 cc. K HaOE, and the aqaeous 
alkal ine 

extract treated drcpwise with stirring with dilute HCl to turbidity, filtered, 
acidified, and cooled yielded 40 g. Me02 -CIIHS03Ph, m. 63-4*. 
P-C1C6E40B (36 g.) and 160 cc. C6H6, treated with stirring with 14.3 g. I 
and then with 8 g. CSESH, Che mixture cooled to 30* and stirred with 



100 cc. E20, gave from the C6fi6 phase 35 g. p-ClC6H40aCI)BS02C5H4Cl -p, 
136-7' (C6H6). Similarly were prepared the following H02CIIHS03Ar (H, 
Ar, and m.p. given): Me, p'ClC6H4, SO' (C6ES); Me, p-02NC6H4, 
141-2* (aqpieoUB MeCH) > Et, p-02NC5H4, 79-80*» iso-Pr, p-ClC6E4, - 
70-1"; Bu, P-02KC6E4, 89-90*. 

14437-07-1, Carbamic acid, sulfamoyl-, ethyl ester 
14437-08-2, Carbamic acid, sulfamoyl-, methyl ester 
69168-09-2, Carbamic acid, (dimethyl sul fomcyl )- , mathyl eater 
89487-65-0, Carbamic acid, ( dime thy 1 sul famoyl )- , a-chloroethyl 
ester 89694-29-1, Carbamic acid, sulfamoyl-, phenyl eater 
89851-11-6. Carbamic acid, (propyl aul famoyl )- , propyl ester 

89851- 12-7, Carbamic acid, sulfamoyl-, 2-ethylbutyl ester 

89852- 27-7, Carbamic acid, (allyl sulfamoyl) allyl ester 
90222-26-7, Carbamic acid, (cyclohexylsulfamoyl) methyl ester 
90271-52-6, Carbamic acid, (phenyl sul famoyl )- , methyl ester 
90271-53-7, Carbamic acid, sulfamoyl-, benzyl ester 
90324-88-2, Carbamic acid, sulfamoyl-, butyl ester 
90438-28-1, Carbamic acid, (benzyl sul faiwyl )- , methyl ester 
90438-30-3, Carbamic acid, ( dimethyl sul faxooyl) -, phenyl ester 
90438-31-6, Carbamic acid, (pOienylBulfamoyl) -, etlyl ester 
90729-26-3, Carlaomic acid, (cyclohexylsulfamoyl)-, ethyl ester 
90729-27-4, Carbamic acid, (dimethylsul famoyl )- , cyclohexyl ester 
9079C-S3-1, Carbamic acid, sulfamoyl-, 2-ethylhexyl ester 
90870-34-1, Carbamic acid, (phenylsulfawyl) -, allyl ester 
90B74-22-9, Carbamic acid, (phenylsulfamoyl) -, isopropyl ester 
91431-18-4, Carbamic acid, (phenylsulfamoyl)-, butyl ester 
91431-35-5, Carbamic acid, [(p-ethaxyphenyl)sulfaw>yl] -, ethyl 
ester 91559-16-9, Benzoic acid, p-( (carboxysulfamoyl) amino] -, 
diethyl ester 91817-79-7, Carbamic acid, (p-tolylsulfamsyl) 
3-c^loroethyl ester 91824-63-4, Carbamic acid, 
(cyclohexylsulfamoyl)-, butyl ester 91906-87-1, Carbamic acid, 
(butyl sul famoyl) -, benzyl ester 92034-34-9, Carbamic acid, 
(phenylsulfamoyl)-, cyclohexyl ester 92153-85-0, Carbamic acid, 
sulfamoyl-, dodecyl ester 92577-65-6, Carbamic acid, 
(propylsulfamoyl) -, benzyl ester 92867-41-9, Carbamic acid, 
(dimathylsulfamoyl)-, dodecyl ester 93187-44-1, Carbamic acid, 
(phenyl aul famoyl}-, phenyl ester 94629-04-6, Carbamie acid, 
^-phanylanabiadminosulfanyDJdi-, dimethyl ester 95008-64-3, 
Caxbomio acid, (dluBthylsulfaacyl) -, octadecyl eater 95291-31-9, 
Benzoic acid, p- { (cazbcKysul famoyl) amino] -, bensyl l-[3- 
(diethylamino) ethyl] eater 9B636-38-5, Carbamie acid, 
(phenylsulfamoyl)-, tetrametliylene ester 

(preparation of) 
14437-07-1 CAPUJS 

Cacbamic acid. (aninoaulfoDyl) -, ethyl eater (9CI) (CA mnEX NUfB) 



f If 



BN 14437-08-3 CAPUJS 
Cir Carbamic acid, sulfamoyl 



-, mathyl ester (7CI, 8CI) (CA IHSSIC NAME) 



S I? 



BN 89168-09-3 CAPUIS 

CN Cazbamie acid, (dimethyl aalfsnoyl } -, metbyl eater (7CI} (CA IBDEir HAHB) 



BN 89487-65-0 CAPLVS 

CN Carbamie acid, [dimethyl sulf amcqrl) 3 -chlcroechyl ester (7CI) (CA IHDEr 
NAME) 



ClGHj" CHa~ 0~ C~ HBT" jr~lilea 



BN 89694-39-1 CAPLU8 

CN Caxbttio acid, (aninoonlfoDyl) pheiqrl eater (901) (CA INDSr I 



or 



^j-HHa 



BN 89851-11-6 CAPLOS 

CH Cazbamio aoid, (prcnrlsalfanKsyl) -, propyl eater (6CX, TCI) (CA IKBBX 
HAMB) 



f I 

n-Pr4IH~ S~KH~C~OPr-n 



BH 89851-13-7 CAPLVS 

CH Caxbamio acid, aulfamoyl-, 3-echylbutyl eater (6CZ, 7CI) (CA : 



if If 

BtaCH^CHa"" 0~ C" HH— jp-HHa 



BH 89853-37-7 CAPLDS 

CH Cazbamie acid, (allylsulfaaoyl) -, allyl eater (6CI, 7CI) (CA INDEK NAME) 



5 CH~ CH2~ JBH""j|"~ HH~ C 0~CHa~ 



KS 90 323 -as -7 CAPLU5 

CH CAJcbaaic acid, ((eyclaluugrl«»iao)*ulfairrl] uatlqrl Mtar (9CI) (C 



i fi 



RS 90430*30 •S CAPLDS 

CN Cazbnie uid. (dinathylMilf«aiarl) pbaayl ttntar (7CI) (C& ] 



ff f 




'HH-C-Clto 



BS 90271 -53 -C CAPLU5 

or CaxiMnio aeid, (pheaylsulfoaoy^l} >. nathyl rater (fiCI, 7CI} (CA INDSC 




0 



BN 90371-53-7 C&?LUS 

or Cubnie Acid. malfamirl-, benzyl eacer {7CI1 (Ok IlIDEir HIHE) 



I? I? 

a- Ca2~ 0- C-NH-|p MH2 

o 



IN »03a«-n-3 CftPLDS 

CET Cutmio Mid, (nincwttlfcaiyl) butyl astar (9CI) (CA UOIEX lOHB) 



if I? 




o 



RN 90430-31-6 C&PLUS 

CB Cazbanio aeid. (phanylaalfaBoyl) athyl aatar (fiCI, 7CI) (CA IIDEIC lOKB} 



I? ff 




O 



XN 90729-aS-3 CAPUTS 

car Cazbauie acid, {oyelebaigrliilfaouqrl} atl^l aatar (SCI. 7CI| (CA INDEX 
BftMS) 



S I 




BS 90729-37-4 CAPLDS 

CH Cazbnie acid, (diaathylaalfttoyl) oyelcdiaj^l aatar (7CI) (CA ISDBir 
HANB) 



n-BuO~ ^ KH~ J^»H2 



90430-28-1 CAPUJS 

CaibwBic acid, (benzyl Balfaaeyl) - 



necbyl eacer (7CI) (CA IIIDEV lUMS) 



I? I? 

aO-C-NH-j-MMe2 



90796-83-1 CAPLDS 

CaxbBBiie acid, aulfancyl-, 3-athyllwgrl MCer («CI, TCI) (CA XNDSar NUfB) 



Et— C^Bu-n 



90870-34-1 CAPUJS 

Caxbaaio aoid, (pha&ylaalfamoyl) allyl aatar (SCI, 7CI) (CA ] 



BH 90074-22-9 CAPUJS 

CN CaztMmic acidU ( (phanylaaiso) aulfanyll 1 -uatliylathyl aatar (9CI] (CA 

INDEV NAME) 



r 



XT 



BN 91017-79-7 

CN CaAamic acid, (p-tolylaulfaiwyl) 3-Gihloroat2]yl aatar (SCI, TCI) (CA 
INDEX HUIE} 



""a 



f i 



i-PrO- C-HH- s-HHPb 



BK 91431-18-4 CftPLUS 

CN Cazbanio acid, dhenylaalfaaoyl) butyl aacar (SCI, TCI) (CA 1 



r r 
r 



BN 91431-35-5 CAPLUS 

CN Cajibuie acid, ( (p-achoKypheayl) aulf MW/l] ethyl eater (7CI) (CA 1 



XT' 



S fi 



BN 91559-16 -9 CAPLUS 

CN Bensoie acid, p- ( (carbaxyaulfawFyDamlno] diethyl eacer (7CI) (CA lUDEY 



BH 91834-63-4 CAPUJS 

CH Caibanic acid, (cyelcbexylsulfeaoyl) bocyl eacer (SCI, TCI } (CA INDBT 
HUffi) 



I? it 



■ BB~ S~ »B~ C" OBu • n 



BH 91908-87-1 C&PUJS 

CH Cacbnie aoid, (bucylaulfaaoyl) bensyl eater (7CI) (CA INSBX X 



if s 

n-BuMH-^ »H- C- O- Ca2- Ph 



BN 93034-34-9 CAPUJS 

CN Caxbanio acid, (ibenylaalfanuoyl) -' cyololiaxyl ester (SCI, 7CI) (CA INDEY 



BN 93153-85-0 CAPUJS 

CN Caxbanio aoid, sulfaaoyl-, dodacyl aster (SCI, 7CI} (CA INDEX HAKE) 



it a 

Me- (CSa ) 1 1 -O-C— HH-jpHHa 



HH »a577-fi5-< aaws 

CB C&zbomie acid, {prtfiflmaUmtarl) benayl esc«r (CCX, 7CI) (CA taOEX 



-HH— C-O-CHa— Ph 



93BS7-41'9 CULOS 

CutMUle «u:id« (dinet]xylBalfam<7l) >, dodscyl eater (7CX) (CA ] 



it f 



Mb- (CHa) ii-0-C-BH-S-Mle2 



RN 93107-44-1 CAPLUS 

CH CaztMnic acid, (phenyl sulfanciyl) phenyl «acer ((CI. 7CI) (CA ZHDEX 
mHB) 



IhO- C-HBT* S-HHPh 



KN 94639-04-6 CAPLUS 

CS CKxhtmia maid, [p-phanylflO^iadttlzioaalfaayDldi-, diveOiyl eatar (7CZ] 
(CA INDEX HAMS) 



I « jcr"T 



EN 95006-64-3 CAPLUS 

CN CaziMmic axsid. (dinethylaalfamoyl) octadsoyl aacer (7CI) (CA ] 
MAMS) 



r if 



95391 -31 -9 CAPLUS 

Benzoic aeid, p- ( (cexbaxysalfanoyDBBino) - 
(diediylaaiiiolatfayl] eater (7CZ} (CA ZHDB 



benzyl l-(a- 



ii r 
r 



tt- CHaTO^C-BB-S-MH 



Cr~0~CHa— CH3— KEt2 



BB 9tS36-3B-5 CAPLTIS 
CH Car to amle acid, (j^iianylaiilfancyl) - 
XBDBT lONB) 



lathylone eater (6CI, 7CI) (CA 



iT iT ff f 
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CAPUTS CQPKSI^ 3005 ACS on SIV 
1963:475430 CAFLDS 
57:75430 

57 :149321i-i, 14933a 

CyanoechylacioD of l«xig-cbain aliphatic prinary aasinea 
CaldOt Coxnelio 

Ocin. Ind. (Milan) (1963), 44, 7S3-5 
Jonucnal 
Uhavai labia 

Manocyanoechylacion of n-dodacyl- n-hexadBcyl - , an.d noctodecyl amine baa 
been effected in absence of aolvenca and catalyst in high yields (97-9%) 
by heating 1 mole amine with 1.1 moles acrylcnitri le (I) at 55-60" 
IS hrs. The corre spending nitriles have been vacuixa- distilled frraa the mixture 
aad have the following propertiea «h.ieh agree well with previoua valnaa: 
n-C13Ha5nCE3CHaCN (II), m. 30-1*, bO.5 140*, nol . wei^C 33S 
[ECl salt, u. 195-7* (decoBpoaition)] I n-C16H33Krz&CH3CH3Cir, m. 
39-43*1 b. 174-6*, mol . weight 393; n-ClBH371iaCH2Cfi2CN, m. 
50-2*, bl.2S 205*, mol. weight 334 IBCl salt m. 1B5-7* 
(deccopositicn) < picrate m. 7S-9*] . The bis( p-cyanoethylated) -n- 
ckMjecylamine has been also synthesized by treating I with II in AcOB at 
55-60* IS hrs., extracting with diethyl ether, neutralizing, washing 
with water, drying, and distilling the ether to yield 7,5* product, bO.5 
181*, mol. weight 294. 

5S477-47-5, Carbamic acid, sulfonyldi-, diethyl eater 
85797-19-9, Carbamic acid, sulfonyldi-, dipropyl ester 
85797-20-2, Carbamic acid, aalfcnyldi-, dibutyl ester 
91565-50-3, Carbamic acid, aulfcnyldi-, dipentyl eater 
92326-76-6, Carbamic acid, sulfonyldi-, dihexyl ester 
94307-07-0, Carbaaic acid, sulfoayldi-, dioetyl ester 



(preparation of) 
56477-47-5 CAPLUS 

6-Ooc&-3-thia-a,4-diazaoctanoic acid, 
(9CI) (CA INDEir NAME) 



S-axo-, ethyl eater, 3,3-dieKide 



f 



65797-19-9 CAPLUS 
6-Qxa-3-thia-2,4-dii 
(9CI) (CA IBDSC NAME) 



ic acid, 5 -a 



propyl eater, 3, 3 -dioxide 



H it n 

n-PrO- C— MH-S- HH- C— OPr-n 



eS797-ao-3 CAPLUS 

6-Qxa-3-tihia-a,4-diazadeeanoic acid, 5-< 
(9CI) (CA IH>EX NAME) 



. butyl eater, 3,3-dicKide 



it it it 

r 



RH 91565-80-3 CAPLUS 

CH Cazbmio acid, aulfonyldi-, dipentyl eater (7CI) (CA- ] 



T 



Htt-C— O- (CHa) 7-Me 



L9 ANSIVHt 314 OF 316 
ACCESSION N1HBER: 
DOCTJMEaJT HUMBXB: 
ORIGINAL REFERENCE NO. 
TITLE: 
AUTHOR (S) : 
CCRPORATS SOORCEi 



DOOMEirr TYPE: 
LANGUAGE: 



CAPUTS CQPKSIOBT 3005 ACS on STH 
1963:475439 CAPUTS 
57:75429 
57!l4932g-h 

The reaction of anlfuryl dliaooyanate with alcohol a 
Cbodera, Norio 

Nitco Inst. Cbe«. Bee., nrawa 
Kogyo Kagakn Zaaahi (1963], 65, 790-3 
CODEtTt KaKZA7» ISSN: 036B-5463 
Journal 
unavailable 

The reactim of sulfuzyl diiaocyanate (I) with mcnchydric ale. was 

investigated. The reaction velocity constant of I with 2-ethylhexyl ale. in 

benzene at 30* was >150 + 10-4 aec. -1 Sulfuryl diuxaChanB 

were obtained in high yield and in his^ poritiea by addition of ale. -benzene 

aoluticn to I in benzene at 35* 1 hr., heating at 50* 3 hra. , 

distilling the solvent, and recrystg. the product f ran ale. -benzene. The 

phys. consta. of the aulfuryldiurechana obtained were (alkyl groqp, 

rserystn. solvent, and m.p. given); Et, C6H6-EtOH, I58.e-B.9*j Pr, 

C6H6-EtOB, 130.B-1.B*) Bu, C6H6-EtaH, 75.4-6.4*1 Am, C6H6, 

78.379.3*1 n-C6H13, -, 38. 3* r n-CeH17, C6H6, 

91. 3-3. 8*. 

65797-19-9, Carbamic acid, aulfonyldi-, dipropyl eater 
85797-20-2, Carbamic acid, sulfcnyldi-, dibutyl eetsr 
91565-50-3, Carbamic acid, sulfonyldi-, dipentyl eater 
92326-76-6, Carbamic acid, sulfonyldi-, dihexyl eater 
94307-07-0, Carbamic acid, aulfonyldi-, dloctyl ester 

(preparatlea of) 
B5797-19-9 CAPLUS 

6-Qxa-3-thia-3,47diaBancaianoio acid, S-oooa-, pnpyl eater, 3,3-dieixlda 
(9CI) (CA IHDSr mMB) 



it it S 

- (CHa)4~0-C— HH-jIpHBp-C-O- (CHa)4~Me 



RH 93336-76-6 CAPLUS 

CH Caxbamlc acid, aulfonyldi-, dihexyl eatar (7CI) (CA IHDSK NAME) 



s It i 

Ma- (CH3)5-0-C-BH-jj-SH-C-0- (CSa)5-Ms 



RN 94307-07-0 CAPLUS 

CN CaztMBic acid, aulfonyldi-, dioctyl eater (7CI). (CA IKDSf ] 



9 it If 

n-PrO— C— KH— S— NH— C— OPr-n 



RN 85797-30-2 CAPLUS 

CN 6-Qxa-3-thia-3,4-diazadaoanaia acid, 5-oxd-, butyl eater, 3.3-diagtide 
(9CI) (CA INDEX BAMS) 



91565-50.3 CAPLUS 

Caibaaio acid, aulfonyldi-, dipentyl ester (TCI) (CA 1 



ft ft s 

lto-(CHa)4~<r-C-BH-jj-SB-C-<r- (CH3)4~lfa 



KB 9333C-76-S CUVJS 

CB Cazbanio acid, ■alfoorldi-, dibcjqrl ester (7CI} (Cft IHDESf KMB) 



II ff s 

(CHa)5~o^c~irar-^»a-c-o- ({B3}s~m* 



SH 94307-07-0 C&PLQS 

CH CuEbanio acid, mlfonrldi-. diootyl eater (7CX) {C& imSX UMB) 



03S.Ka.CO.BH.CO.IIH (III), needles, m. 213*, containing 0.5 nole HaO 
idiich «a* reaoved in vacuo at 80* onrer CaC13. II in B30 treated 
with 10% aqaeoua A^03 and the nixtare treated with 3 drops dilute HHfOB 
yielded 

the di>Ag salt (IV) of III.3H30. IV (7 g. ) in 300 oo. Eb30 heated 15 hrs. 

vich 3.5 ee. Mel on the steam bath, filtered, and eveporaCed in vaeoo, the 

residue (1 g.) dissolved in MeSCO. and the solutitin evaporated gave 

H,H' -dinetl^lstilfttxylbiuret, m. 194* (Me3C0) . 
IT 56477-47-5. Carbamlc acid, siilf«Byldi -, diethyl eecer 

(prejMration of) 
BV 5S477-47-5 CAPLUS 

CH 4-aBca-3>thia-3,4>dlasaoctanoio acid« S-oxo-, ethyl ester, 3,3-dieKida 
(9CI) (CA lUDBT lUME) 



S i7 f 

Me- (CH3)7-0-C— SH-jpHH-C^O- (Ctta) 7~Mb 



CAPUTS COP^ISBT 3005 ACS on STIT 
1950:113138 CAPUTS 
53:113138 
53sl9938o-9 
Salfuryl diisoeyanate 
Jlp|>el, Kolfi Oerber, Hexnam 
ttiiv. Heidelberg, OexMny 
Cheaische Berichte (1958), 91. 1300-3 
ISSH: 0009-3940 



L9 AKSnra 315 OF 316 
ACCESSICN nUHBES: 
DOCCNESnr HUMBQ: 
QRIOINAL XBFBKEIICB NO. i 
TITLE t 
AUTEOR(S) : 
CCBPORATE SCVSCB: 
S0U5CE: 

SOCtMSaiT TYPE: Joamal 

LAHGOJUS: Oiavailable 

61 For dlagreK(B), see printed CA Xesoe. 

AB C1S03HC0 (70 g.) and 80 g. dry AgOOT heated 45 hrs. at ISO-SO*, the 
product eublived in vacuo into 3 Dry Ice traps during 3.5 hre. at 
150-60*/3-5 lan. , the condensate (63 g. ) in the let trap again 
refluxed 40 hre. with 15 g. AgOCH, the mixture worked up again in the usual 
nonner. and the resulting 60.5 g. product treated twice in the saoae manner 
with 15-g. poreloM AgCCir yielded 55,3 g. C3S(11C0}3 (X), b760 139', 
d33 1.588. I (5.3 g.) added alovly dropwise Co H30 and Che E20 evaporated 
left 3.1 g. 03S(KH3}3. m. 89*. I kept in the open gave an 
unidentified solid, m. 138-42', vhich boiled 5-10 min. with H30 
gave 100% 035(1^3)2. I (IS g. ) in 200 cc. C6H6 treated with stirring 
dropwise with 9.2 g. EtOH in 23 cc. C6H6 at 33 • and the precipitate 
filtered off and recxystd. from EtCH yielded O3S(HHC02Et)3, m. 
169*. I (S g.) in 100 CO. C«E6 treated drqpwisc with stirring at 
room tegqwrature with 10 oo. (CH3aH)3, the CfiSfi soluticn decMiced from, the 
pxeeipi cated ' 

gel. and the precipitate washed with Me3C0 and repptd. from ECCINHe3 with Ke3C0 
gave polysulf cure than, m. 169*. I (15 g,) ia 250 cc. C6H6 treated 
slowly with stirring with a slow stream of dry HH3 at 35-40*, the 
precipitate filtered off, dried, dissolved in 50 cc. H30, repptd. with Me3CO, 



L9 AN5HEB 316 OP 316 
ACCESSICB7 NWBER: 
DOCCMEKT HOKBati 
OSIGIiaL SBFEKENCE SO. s 
TITLE: 

II)VBITOR(S] : 
PATOrr ASSIGa3EE{S) : 
DOCtJHEHT TYPE: 
UBGUAGE: 

FAMILY ACC. Vm. COOOTi 
PATEirr INFOBMATIOH: 

PATEUT HO. 



CAPUTS COPYBXGST 3005 ACS OH STS 
1958:82773 CAPLUS 
52:83773 
S3:146«7a-e 

mtrogcn- and salfnr*eaataining eondenaatlon products 
Oraf, Sodericii 

Faxbexke Hbsdist AO von.. Msister Ineins A Bnmi&g 

Patent 

XSiavai labia 



XIHD DATB 



APPLICATItB BO. 



SATE 



this treatmsnt repeated 4 times gave the dl-lilE4 sale (XI) of 



DS 940293 19560315 DE 

AB aO(CaHH503Cl)n, idiere B ia an organic radical, X ia O, S, or KH, and n a 

^ole nutnber, were treated with coopds. ccsxtainiog a reactive IIH2 or OH groop 
in the presence of ECl binding agents. Thus, solna. of phenyl carbamate 
N-sttlfo ehlorids (prepared by treating PhOB 9.4 and N-eaxbonyleulfemie acid 
cliloride 14.3 in C6B4160 parte) and KiOB 8 in H30 150 added simltaneously 
to PhNBS 9.4 and H30 100 parts with stirring and cooling, the C6E6 -layer 
eeparated, the aqueous solution acidified with dilute HCl, and the precipitate 

filtered off 

gave phenyl cait>«iaate N-eulfanilide, m, 144* (C6H6) . Sixailarly 

were prepared the following R' 03C1IHSO3S* ' (K', H", andm.p. given): C13H35, 

ma, 148-9*1 Et, HBC6B40BC, l€5-6*i Et, IBSh, 

141-3*1 Et, BECGB4CQ3Be, 154-5* (EtCE and H30} i « 

niNHS03BHC03(CH3)4, SBPh. 193-3*j He, OPh, 63-3*| He, 

P-OC6H41I03, 147-8»» Et, p-OC6S42>03, 79-80*j Bu, 

P-OC6H4K02, 90»j p'C6H4Cl, p-CC6H4Cl, 139-40'» C1BH3S, 

I1HC6H4C03{CH2)31JEC2, 103-5* (EtOH) i Me, HHPh, 133* j Me, 

P-OC6E4C1, 94*1 Me, 3,4, 6-C6H3C13, 116-; Et, DHC6H11, 

173*1 C1(CB3)3, SaPh, 140-3*1 C1(CH3)3, p-NHC6H4Me, 

149-50*f»Pr, HHPr, »3*i iso-Pr, HHC6B11, 161 -3*i 

CS3iCHCH3, NHPh, lt6-17*» CH3:CaCH3, NBCB3CH:CH3, 75-«*i Btt, 

8HPh, 134-5* J Bu, HH-C6H11, 107-8* j Bu, NB3, 109-10*, 

EtaCHCHS, NH2, 140-1»» BuEtCHCES, NH3, 114-15*j C6H11, BHPh, 

140-1", PhOaa, NHPr, 144*i Ph, IIH3, 135* j p-C6H4Cl, 

UHCB3CB:CH3, 170*, MeOCH3, lsIBC!H3CH:CE3, 98-9", PhCHS, 

l]HC<E«C03(CH3}31IEt3, 155-7*, C13B35, BHC6H4C03 (CH3)31iEt3, 

133-4*1 C18E35, I]H(CH3}31IBt3, pasty. Similarly vers prepared: 



N- phenyl urea -N' -sulf anil ide, m. 164-5* (MeOH and H30) , 
N- (4 -ethoxyphenyl ) urea -H' -sulfonic acid 4-phenetidide. m. 190-1* 
(MeOH) . The ccnpds. thus prepared are useful as textile assistants, 
pharmaceuticals, and pesticides. 

89851-12-7, 1-Butanol, 3-ethyl-, sulfamcylcarbauate 

90796-83-1, l-Hexonol, 3-ethyl-, sulfamcyl carbamate 

91B17-79-7, Carbamic acid, p-tolyleulfamoyl-, 3-ehlaroethyl ester 

92034-34-9, Cyclohexanol, (^enylsulfomcyl) carbamate 

98490-77-8, Carbamic acid, ( (p-chlon^encocy) sulf amcyl] -, methyl 

ester 98554-35-9, Carbamic acid, [(2,4,6- 

trichlorophenyl] Dulfamcyl] methyl ester 98636-38-5, 

1,4-Butanediol, hi s ( (phenyl aul famoyl ) carbamate] 99115-62-S, 

Hethanol, methoxy-, (allylsulf amoyl) caiboraate 119771-80-1, 

Carbamic acid, [ (ethoxypbenyl) sulf amcyl] - , ethyl ester 124343-62-0 

, Carbamic acid, [(3-diethylaminoethyl]sulfaiiuyll octadecyl ester 

(preparation of) 
89851-13-7 CAPLUS 

Carbamic acid, sulfamoyl-, 3-ethylbtttyl ester (6CI, 7CI) (CA INDEX H 



it i 

EtaCH""CHa"~0~C~NH~^~NHa 



HN 98490-77-8 CAPLUS 

CH Carbamic acid, [ (p-chlorcpiwunnixy) sulfamoyll -, methyl ester {6CI) (CA 
IHDEX HAMS) 



XT' 



BH 98554-35-9 CAPLUS 

CH CartMmio aoid, { (3,4,4 -criehlerophenyl) sulf a»orl] methyl ester (SCI) 
(CA IHDBX HAMB) 



A" 



» IT 

T 



90796-83-1 CAPLUS 

Carbamic acid, sulfamoyl-, 3-ethylhexyl < 



■ ter (SCI, 7CI) (CA INDEX HAMS) 



BN 98636-38-5 CAPLUS 

CH Carbamic acid, (phenylsulfampyl) tet rane thy l«ne ester (6CI, 7CI) (CA 
IHDEX NAME) 



I? I? f r 

PhHH-jj-NH-C-O- (CHa)4-0r-C-BH-J-»HPh 



91817-79-7 CAPUTS 

Carbamic aei d, (p- tolylsul f anoyl ) - , 

ISDBX HAMS) 



S-diloroetbyl ester (6CI. 7CI) (CA 



BN 99115 -S3 -5 CAPLUS 

CN Cazbamio aoid, (allyl sulfamoyl) -, wthestymatl^l ester (SCI) (CA IHDEir 



I? I 

CI CH3 — CHa— o- c- MB- 1— 



I s 

BaC=CH-ca3-iiH~|r-iia- c- o-CHa~ omb 



BH 93034-34-9 CAPLUS 

CH Caxbemlc acid, (phenyl sulf aaoyl) eyelohexyl ester (SCI, 7CI) (CA INDEX 



BN 119771-eO-l CAPUTS 

CN Carbamic aoid. [(ethcKyphenyDsalfancyl] ethyl ester (SCI) (CA INDEX 
NAME) 





o 



SS 124343-62-0 CAPUTS 

CB 3-Thia-a,4,7-triA7ffncomoie aeid, 7-«tlt7l-f cetMSaefl Mtar. 3.3-diaaddB 
(«CI} (CJV IVDEX SOME} 



Ite- (CBa) 17— O-C-HH-S-SH-C^— CBa~»E6a 



-> LOGOFF 

ALL Ltt VrmiZS AND AUSHES SETS ARE OBLBTBl AT LOGOFF 

LOGOFF? m/s/aau)sY 

COST ZH U.S. DOUUmS SIBCB TILE TOTAL 

ENTKir esssioN 

FOLL ESTIMATED COST 18S4.(4 18B9.CC 

DISCOUNT AMOUNTS (FGR OUAUmHG ACCOUNTS) SINCE FILE TOTAL 

KNTHY SESSION 

CA SUBSCaiBlB PSICE -330. 60 -330.60 



STS INTSSK&TIOHAL LOOOFP AT 13:31:17 OH 22 JUL 3005 



WslooM to 8TH InMmatlanal < Bucer xix 
LOGXHID : SSS7TA1 S23ZCI 



WftlooM to STH InMznACianAl 



« FS 36 

5 MAS oa 

6 HUt 03 

7 MAR 03 
e MAR 33 

9 MAR 23 

10 Mu as 

11 MiOt 33 
13 Ant 04 

13 AVSt. 04 

14 Ava. la 

15 AVa. 25 



17 MAY 33 

18 KAY 33 



30 JUV 13 

31 JUS 13 

33 OTJH 37 

33 JUL 01 

34 JUL 07 

35 JUL 13 

36 JUL 30 



Wd> P«ge U2l>a for STV SanlnAr Se^«dul« - H. JtaariM 
"Ask CAS" for self -ha Ip arouod th* elo^ 
PATDPAFULL - Hew diaplay fields provide for legal ecatoe 
data fren IBPADOC 

BAB8 - Current -avareneae alerte (SDJe) available 
aSFfJLLt Nev full -text patent databaee on STH 
KBI>IS1SY/ZKE9ISTSY • Seqaence aanotaticne eahanoed 

MESLIlilB file oe^neait of TO^fCEVTES reloaded 
KGREAPAT now iqpd&ced iiioaichly» patent informacicn enbansed 
Original IDE display fozmat retaroe to SEGI STSY/ZSEOISTEY 
PATDPASPC - Hew patent database available 

SBOISISY/ZREaiSTRY eshanead vith ej^rinantal property tags 
XFF^nX caihasoed with additional patent infonatiooi and 
field* 

EKBASB - Database reloaded and enhanced 

Hew CAS Inf ortnaticn Use Policies available online 

Patent seerching, including current -awareness alerts (SDIs) , 

based en spplieation date in CA/CJ^lus and VSPATFVLL/USPAT3 

may be affected by a cSunge in filing date for V.S. 

«^lieaticna. 

Improved seardiing of 17:S. Patent Classif ieatloos for 

U.S. patent records in CA/C^lus 

GSFULL enh<uiced with patent drawing iuages 

KB&IS1SY has been enhanced witli source infornation fxvn 

CHEMCATS 

The Analysis Edition of STB Ejipzess with Discover I 
(Version 8.0 for Windows] now available 
SUSSIAPAT: New full -text patent database on STH 
?SFQLL enhanced with patent drawing images 
MARPAT displays enhanced with expanded G-groi^ def initials 
and text labels 
HEDICOIIF removed from STS 
sm- Patent Fozums to be held in J«ly 3005 
SCZSBIECa: reloaded 

Powerful new interactive analysis and visualization software, 
STH AnaVist, now available 



HEWS IHTEK 
HEWS LOGIN 
HEWS PHOHE 
MEWS WWW 



JUHE 13 CUHSISrr WIHDCWS VERSION IS VG.O, CURRENT 
MACIHTOSH VERSION IS V6.0c{E»S) AMD V£.OJc(JP), 
AND COBSBIT DISCOVEB FILE IS DATED 13 JUNE 3005 

STH Operating Hours Plus Help Dedc Availability 
General Internet Informacicn 
Wei cone Banner and News Items 

Direct Dial and TelecoUDunicacion Network Access to STH 
CAS World Wide Web Site (general information) 



Enter HEWS followed by die item number or t 



I to see news on that 



i^oifie topic. 

All use of STH is subject to the provisions of the STH Custaaer 
agreement. Please note that this agreement limits use to seicntifle 
research. Use for software develcpiaent or desi^a or inqilensntatiai 
of ooQBkereial gateways or other similar uses is prohibited and may 
resnlt in less of user privileges and other penalties. 



FILE *HGME' EHTBtB) AT 08:S1>04 OH 3S JUL 3005 

» ....Testing the current file screen 

THIS OCnfAND HOT AVAILftBLB IH THE CUBKafT FILE 

Please dhange to a suitable file and repeat your iq>load 

Some couBVonds only woric in certain files. For exasq>le, the EXPAND 
coonand can only be used to look at the index in a file which has an 
index. &ter •BBI^ COHHANDS" at an arrow pzonpt C->) fw * list of 
eoBBsads «hieh oan be used in this file. 

>> file reg 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SIBC B FILE TOTAL 
EBXKY SESSION 
1.89 1.89 

FILE •XBSISTRY' EHTIKB) AT 08i56t31 ON 35 JUL 3005 

USE IS SUBJECT TO THE TIBMS OF YOUR STH CUSTOMER' AGSEEMEHT. 
PUSASE SEE "HELP USAOSTERMS" FOR DETAILS. 
COPYRIGHT (C] 2005 American Chemical Society (ACS) 

Property valuee tagged with I C are from the ZIC/VIHITI data file 
provided by InfoChen. 

STXUCTUBS FILE UPDATES: 34 JUL 3005 HIGHEST BH 85C767-39.0 
SICTICUKSY FII2 UPDATES! 34 JUL 3005 HICaSST SH 85« 767-39-0 

Hew CAS Informatioi Use Policies, enter HELP USA(ST£SHS for details. 

TSCA XHFaBMATIOH HOW CUB&BIT THROUGS JANUARY 18, 3005 

Please note that seareh-tena pricing does apply when 
conducting SktartSELBCT searehea. 



' The CA xolea and docnment type infornation have been removed from * 
I tbm IDS default display fomat and Che B> field has been added, * 
' effeotiv* March 30i 3005. A new di^lay fontat, IDSUw is now • 
' available and contains Che CA role and docnaent type Infozmation. < 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

Experimental and calculated property data are now available. For more 
informacicn enter HELP PROP at an arrow pronpt in the file or refer 
to the file summary sheet on the web at: 
http; //www. cas. org/OtlLIHB/DBSS/registxyss.html 

■> ... .Tssting the current file. . 



8NTSB SCSEBH SXPRE5SICH OR (BHD) :end 



Uploading CAProgrsn Files\Stnc3q>\0ueries\BURGESS REA<SNT 
\^<^ Me'l 



\J 



SULEAMIDES.str 



10'9 



J a ^13 



chain nodes : 

4 5 6 7 B 11 13 19 30 31 36 
ring nodes : 

1 3 3 » 10 13 14 15 16 17 IB 
chain bends : 

3>4 3-5 3-6 6-7 6-8 B-2S 12-13 19-30 20-31 
ring bonds : 

1-2 I-IO 3-3 3-9 9-10 13-14 13-18 14-15 lS-16 16-17 17-18 
exact/norm Isonds : 

1-3 1-10 3-3 3-4 3-5 3-6 3-9 6-7 6-8 8-36 9-10 

13-13 19-30 30-31 
normaliMd bonds : 

13-14 13-18 14-15 15-16 16-17 17-18 

Ol! r*lj, [-3], [-3) 
Matdh level i 

l:Atan 3 lAton StAton 4:CLASS 5:CUSS 6:CLASS 7:CLASS 8:CIiASS 9:Aten 
10: Atom 11 :CLftSS 13 tCLASS 13:Atan 14!Atan 15 lAtcm 16iAtan 17tAtOBi 18 li 
19, CLASS SOtCLASS 31>CLA8S 36iCLASS 



LI STBVCTUKB UHXIADED 

■> que Ll 

L3 QUE Ll 
-> d 13 

L3 HAS HO AN8WEKS 
Ll S1K 




M. 1 



61 [•!) , (•3), [«3] 



Structure attributes must be viewed using STS Ei^ress query preparation. 
L3 QUE ABB-GU PLU-OH Ll 



SAMPLE SEARCH INITIATED 08:56:37 FILE 'BEOISTBY* 
SAMPLE 5CREE2I SEARCH CC»IPLETED - 6 TO ITSBATE 



6 ITERATIONS 



100.0% PROCESSED 
SEAKCH TIME: 00.00.01 

FULL FILE PKOJECTKmSi ONLINB • •COMPLETE* • 

BATCH ••COHPLETS** 

PROJBCTID I TERAT IOWSi 6 TO 366 

PB0JBCT9D ANSWERS: 0 TO 0 



L3 



0 SEA SSS SAM Ll 



m> a 13 SSS full 

FULL SEARCH INITIATES 08:56:44 FILE 'BEaiSTKY' 
FULL 8CBEBT SEARCH COMPISTED • 141 TO ITOtATB 

100.0% PROCESSED 141 ITEBATICNS 

SEARCH TIME] 00.00.01 



■> file o^los 

COST IV U.S. DOLLARS 



FULL ESTIMATED COST 



SinCB FXLB TOTAL 
ENTRY SBSSIOH 
161.33 163.33 



FILE • CAPUTS' ENTSB) AT 00:56:48 ON 35 JUL 3005 

USB IS SUBJECT TO THE TESMS OF YOUR STH CUSTOMER Ajl»EEMBIT. 

PI2ASB SEE "HELP USASETSMS" FOB DETAILS. 

COPYRIOBT (C) 3005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of th« articlM to idiieh records in this da t abase refer is 
held by the publiohers listed in the P0BLISKE2 (PB] field (available 
for records published or ^q>dated is Cheaical Jkbatraots after Decenbar 
26, 1996) , xmlesa otherwise indicated in the original publieaticns. 
The CA htxicaa is the ccpyrighted incel lectnal property of ths 
Amsrioan Gheaioal Socis^ and is provided eo assist you in saarebing 
databases on SIV. Any disseninacien, distrlbation, oepyisg. or storing 
of this informaticn, «i cheat the prior written ocmssnt of CAS, is 
strictly prohibited. 

FILE COVERS 1S07 - 25 Jul 3005 VOL 143 ISS 5 
FILE lAST XJPDkTB}'. 24 JUl 3005 (30050734/0)) 

Zfsw CAS Infenatioi Use Polioies, enter HELP VSACTTBtHS for details. 

This file ccotains CAS Eeglstxy lAaibers for easy and aooiirate 
B\ibstance identification. 



-> d 1*7 ibib abe hitstr 



hS AUSWffi 1 OF 7 
ACCESSICK NIMBER: 
DOOMEST HOMBBti 
TITUC: 



COKFGRATE SCURCB: 



CAPLCJS COP^IGST 3005 ACS en SIS 
2004:1011073 CAPLOS 
143:134530 

Hew uses for the Burgess reagent in dheaical 
synthesis) Methods for the fao'ile and stereoselective 
fomatlon of snlfaaidates. glycosylanines, and 
sulf amides 

Kicolaou, K. C.j Snyder, Scott A. i Loac^t tea, Deborah 
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Althoa^ the Burgess reagent (nethcocycarboaaylsulfaaaiyltrieChylamBoakiai 
hydroKide, inner salt) has found significant use in cbeaical synthesis as a 

dehydrating agent, almost no work has been directed toiAirds its potential 
in other synthetic applications. It was fcxmd that the Burgess reagent is 
remarkably effective at accoopl i shing a munber of nan- dehydrat i ve synthetic 
tasks idien applied to appropriate substrates, such as the formation of 
sulfamldates from 1,3-diols or epoxy ales., a~ and 
P-glycosylamines from caxbohydrates, and cyclic sulfomidss from 
1,3-amino ales. Beyond delineating the power of these new reaction 
manifolds, the construction of a group of alternative Burgess-type 
reagents that extends the scope of these new reactions even farther is 
also described. 

503310-4S-1P 503310-52-9P 503310-71-2P 
503310-72-3P 503310-74-5P 503310-75-6P 

BL: SCT (Beactant) » SPN (Synthetic preparatiaa) > PBEP (Preparation) t BACT 
(Beactant or reagent) 

(use of the Burgess reagent in the facile and stereoselective formation 
of sulfamidates, glycosyl amines, and sulf amides) 
503310-46-1 CAPUTS 

l,3,5-Thiadiazolidine-2-caitxKylic acid, S - (phenyloethyl) uechyl ester, 
1,1-diaxids (9CI) (CA INDBK NAME} 



\ 
r 

o 



S03310-53-9 CAPUTS 

l,3,5-11iladl«solidine-2-ca2bcocylic acid, 5-(3,5- 
blsCerifluarOBsthyDphenyl}-. methyl ester, 1,1-dioKide (9CI) 



503310-71-3 CAPUJS 

l,3,5-nLladi«aolidine-a-oarbcKylio acid, 5-(l,l-dimethylethyl) - 
a-prv«>snyl ester, 1,1-diaxids (9CI) (CA IHDBC DAME) 



t-Bju 

\ 

|r"Cr"CH3~CH=CH2 



503310-73-3 CAPUTS 

l,2,S-niiadiazolidlne-a-caxbooqrllc acid, S-phei^l-, a-pr«f>enyl ester, 
1,1 -dioxide (9CI} (CA IHDEV KAHE] 



\ 



- O— CH3— CH= CH2 



503310-74-5 CAPUJS 

l,3,5-Thiadlazolidine-3-eaxboKylic acid. 5 -methyl-; 
1,1-dioKide (9CI) (CA INDEIC lOME] 



phenylnathyl ester. 



\ 

^0P-CH2— Sh 



KH 503310-75-« CAPUTS 

CN 3H-[l,3,5]ThiadlazoIo(3,3-a]Fyrldine-3-carbQxyllc acid, hexahydro-, 
phenyluethyl ester, 1,1-dioxide, (3aS) • (9CI) (CA IWBC XUME) 

Absolute stersotdisalstry. 



503310-4S-0P 503310-47>2F 503310-48-3P 
S03310-49-4P 503310-50-7F 503310-53-OP 
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721958-78-7P 721958-79-8P 

BL: 5PH (Synthetic preparation)* PBEP (Preparation) 

(use of the Burgess reagent in the facile and stereoseleetivs fomatia 

of sulfamidates, glycosyl amines, and sulf amides) 
503310-45-0 CAPUTS 

l,a,5-1hiadlaxoridina-a-oaxbeKylie acid, S^netbyl-, methyl ester, 
1,1-diaxids (9CII (CA ZUDBf KAME) 



A/ 



EN 503310-47-3 CAPUTS 

CN l,3,5-Thiadiazolidine-3-cazboKylic acid, 5 - (1, l-dinethyletl^l) methyl 
ester, 1,1 -dioxide (9CI) (CA tSDBX HANB) 



ff 

tr- OMe 

A/ 

N 



SV 503310-48-3 CAPUTS 

CB aE-[l,a,5]Thiadiasolo[3,3-a]fyridine-3-earboxylic acid, hsjcshydro-, methyl 
ester, 1,1-dioxide, (3aB)- (9CI) (CA INDEX NAME) 

Abeolnte stereochemistry. 



BV 503310-49-4 CAPUTS 

CB l,3,5-Thladi«8olidins>3-oazbao7lio sold, S-pbaayl-, methyl ester, 
1,1-diaxids (9CI) (CA IHDBT HAHE) 



o 

KS 503310-50-7 CAPUJS 



CH l,3,5-ThlAdiazolldina-a-cazbaK7lic aoid« S'l4-ikitrcfiuaxirl) natlqrl m»fr, 
1,1-diaxido (9CI) (CA lUDEX UJMB) 




IIO2 



RH 503310-53*0 CJtPUIS 

CV l,3,5-Thi«diazolidlM-2-eajftM9i7llo acid, S-O.i.S-trinacfacueypbenyl) 
methyl «ae«r, l,l-die«icie (SCI) (CA IHDBr NJME) 




BH 503310 -S4-1 CAPUTS 

or l,a,5-TliiadiazoIidiiie-a-eaxboeqrlio acid, S-d-MthylsUqrl} -3-( (l- 
]upbchalcnylaKy}nBCh7l] wthyl ast«r, 1,1-dioKlde, (3S)- (SCI) (CA 
IBDBX BSHE) 

Abaoluta aterttodxaniacry. 




BH S03310-55-3 CAPUTS 

CN 1,3,5-Thiadia3olidlne>3>eazbaxylio acid, 5,5 < - (l,3-«chfaiediyl)bia- , 
dinathyl «aeer, 1, 1,1M« -MCraeocids {9Cl) (CA IHDBX HAMB) 




o 



HH. 503310-57-4 CAPUTS 

Cir l,a,5-1hi«di«solidiiw-3-caxt>eKylic acid, vatliyl aster, l.l-dioxida (9CI) 
(CA INDBT KAMB) 




O 

SN 503310-58-5 CAPIXTS 



l,3,5-Th.iadl«zolidine-a-eaxt>cKylic acid,' 4 , 4 -dimethyl - , uethyl eater, 
1,1-diaxide (OCI) {CA IHDEaf HAMS) 



H yO 



BH 503310 -SI -0 CAPUTS 

CH l,3,5-Ihiadlasolidine-3-caxbcKylio acid« S-pheagf^l-, methyl eater, 
1,1 -dioxide, (3S)- (9CI) (CA IHDElf HAMB) 

Absolute atereodhemiatry. 



V" 



BH 503310-63-1 CAPUTS 

CN l,3,5-Thiadiazolidi&e-3-oaxbaxylla aeid, 3,4-dipihenyl-, methyl 
l.l-dioKide, (35, 4S)- (9CI) (CA ZHDEV NAME) 

Absolute Btereochemiatry. 



731058 -78-7 CAPUTS 

l,3,S-Tliiadiazolidine-3-cazba]iylic acid, 5* [ {3>altropheayl]aethyll - 
methyl eacer, 1,1-diaxide (OCI) (CA INDEir NAME) 




731958 -79-e CAPUTS 

l,3,5-Thiadiaaolidine-a-cartx»tylic acid, 5- [ (5 -metlqrl-3-thienyl)metb.yl] - 
methyl eater, 1,1-diaxide (9CI) (CA ZNDEac NAME) 
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Ticl« [(pyrrolo[3,3-b]p7ridinyl)p/reizolyl] inidasolldinoae* «uad ralated 
ocnpda. I (wherein D - CR8R9, CSe« O • CRlOSll, CRlOi W - (un) subs Citu ted 
cazbocyclyl, hecerocyclyl) - C, Ni Y - », CR7( Z « (ua) substituted 
beterocyelyl , Ph> R > (un) substituted (betero) Axyl f Rl - E, (eyelo)al)cyl , 
(Ii*lo)Al]cQxy, alkylthio, alkenyl, elkynyl, bAlo(elkyl) ,. halo, NR3S4, CSi 
K3, R4 . iadepende&tly H, alkyl; S7 . H, (balo)alkyl, halot SS-Rll - 
independently B, (cyelo)«l)cyl, alkenyl, alkynyl, Na3R4. CHi «nd 
stereoisooers, prodrugs end pharDACeutieally acceptable salts, or solvates 
thereof] were prepared as corticotropin- re leasing factor (CRP) antagcniats. 
For example, 4 -iodo-fi-iaathyl -1 - [3-iBechyl -4 - (iaethylaK7}Fhenyl 1 -3, 3-dihydro- 
lH-pyrrolo[3, 3-b]pyridine was cockled with l-(lE-pyrazol-3-yl) iaidasolidin- 
a-one (preparaticn of reaotants given) in the presence of Cul, K3C03, dodeci 
end trens-eycl chexanedianine in anh. HHP to afford II (53%). In binding 
assays using reeonblnant huian CRFl and CRFS receptors e3q>ressed in C80 
cell membranes, eoopds. of the invention showed affinity for CBF receptors 
with Ki values of <10 f>M. Tlxas, I and their pbazoaesatioal ooeyns. are 
useful for the treatment of flepressioo, anxiety, IBS, and IBS (no data) . 
786701-75-5P 

RLi PAC (Phamacological astivity) i SPN (Syntlietio prspaxmtioB) f TEV 
(Thenipeutio use) i BIOL (Biological study) t PES (Preparation) t OSES 



(OSes) 

(CRF entaganisci preparation of { (pyrrolopyridinyDpyrazolyl] imidazolidinone 
s and related cctafda. as CRF receptor antagcniats for treatment of 
depressicBi, anxiety, IBS, and XBD) 
78K701-7S-5 CAPLD5 

l,3,5»Ilkiadiazolidine-3*ca2t»iylie aeid, S> U' (3, 9-dihydro-l •(4•mechcKy•a• 
aeth7lphaayl) 'C-naCliyl 'IB^prTroloia. 3-bl prridln«4-rl) -IB'PTrasol -3-yll 
wchyl eater, 1,1-dlflKlde (9CX) (CA IBDEV BIMB) 
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AB The title coo^Mla. (I) (A - C, N« D, E - independently C, H, O, SO, or S03, 
idxere by a fused carbocycle ia formed if A, D and E are all C. where by a 
fused beterocycle is formed if at least one of A, D, or E is N, 0, or Sj )f 
- O, H, S, S03, Ci Rl - H, CI -6 aD^l, CO-6 alkyl-O-Cl-6 alkyl, C0-« 
alkyl-S'Cl-6 alkyl, CO -6 alkyl -C3-7 oyoloalkyl-CO-S all^l. hydrcwy, 
heterooyele, oyaao, NSa, aoylaalno, sal fenyl amino, aeyl, CCBlHa, ete. t if T> 
" C, then B3 - H, Ph. ooco, (un) substituted Cl-3 alkyl or alkoxyj if D « N, 
then as - H, Ph, oxo, (un) substituted CI -3 alkyl or alkoxy; if O - O, SO, 
or SOS, Chen R3 ia absent; if E « C, then B3 - H, BO, CI, F, Br, Ph, oxo, 
(un) Bubacituted Cl-3 alkyl or alkoxyj if B » B, Chen H3 - H, Ph, oxo, or 
(un) substituted CI '3 alkyl or alkoa^i R4 « CI, F, Br, Ph, (un) substituted 
01 alkyl or Cl-3 alkoxyf R5 - Cl-« alkyl, Cl-C alkoscy, Cl-C 
•Ikylcarbonyl, Cl-C alkylthio, pyridjrl, F, CI, Br, C4-( oyoloalkyl, C4-6 
oyoloalkoKy, Ph, ete.i R6 - H, HO, CI, F, Br, Vh, (un) mbvtituted CI -3 
allcyl or alkcocy, ecc.j H7 - H, phenyl-, heterocyclyl -, C3-7 cycloalkyl-, 
acyl-, or sulfo-CO-6 alkyl, ecc. i liien Y - 0, then S7 la absent) KS - H, 
HO, Cl-6 alkyl, hydrooiy-Cl -6 alkyl, Cl-3 alkoxy, acyl, NH3, cyano, etc.j 
R9, RIO « H, HO, Cl-6 alkyl or alkoxy, bensyl, Ph, etc.i m, n - 0-3] and 
phanMcautieally aooeptable salts .thereof and individual diaacareanars 
thereof are prepared Tbese rmigHlB. are useful as wo^lators of the 
ehenekine receptor CCS -3 and could be useful in the preventieo or 
treatment of certain inflanaacery and immonoregulatory disorders and 
diseases, allergic diseases, atopic canditiona including allergic 
rhinitis, dermatitis, conjunccivicia, and aethna, as well as aucolToaune 
pathologies such as ilieunatoid arthritis and atherosclerosis (no data) . 
Thus, intermediate (II) was cyelocondsnsed with parafomaldehyda in the 
presence of p-HaC6H«S03B in tolu«M under refluxing for 18 h with removal 
of water using a Dean-Stark tr^ to give the precureor (Illt R ■ C0CF3} 
idiich was treated with HaBH4 in ethanol at room tes^rature for IS h to givi 
after BPUC purification and treaCment wich HCl/Et30, XII.xHCl (R - H) . 

IT 7542<X-72-0P 

RL: RCT (Reactanc) i SPN (Synchetio preparation) i PREP (Preparation) t BACT 
(Reactant or reagent) 

(preparation of aainoeyolopeatyl fused hetexocrieyclie amide derivs. as 
modulators of chemoklne receptor aotivlty) 
RH 7S4341-73-0 CAPLUS 

CN 3,1.3-Benzothiadiasole-1(3H) -carbojgrlio acid, 4- { ( ( I (IS, 3R) -1- (1 - 

mechylethyl) -3- ( (tetrahydra-3H-pyran-4 -yl) (trifluoroaeetyl) amino] oyolopent 
yl]earboa!yl]aalno]nethyll -(-(trifluorouathyl)-, phenylusthyl ester. 
3.3-dieacida (9CI) (CA HOST HAMB) 

Absolute •eereoebemisexy. 
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US 3002-417936P P 20021012 

MARPAT 141:133636 

A practical and hi^-yieldiag method for the efficient, one-step synthesis 
of diverse clasaea of N,N' -differentiated sulfaaides enploys a wide range 
of amino ales, and simple amines using Burgess-type reagents. This 
mechodol. extends the application and availability of salfamides within 
th.e fields of cbeaieal biol., medicinal ^amleal. asym. synthesis, and 
1. 

chemical 

503310-74-5 S03310-7S-6 

RL: RCT (Reactant) f BACT (Reactant or reagent) 

(in the synthesis of nan-sym. sulf amides using Burgess- type reagente) 
503310-74-5 CAPLD8 

l.a.S-Thiadiasolidl&e-a-caxtMBiylle aeid. 5-methyl-. phamylwthyl aster, 
l.l-dioKide (OCX) (CA XHDEir BIMB) 




SV S03310-7S-S CJIPU7S 

or 3H*Il»a»5]Ibi*diazolo[a, 3-a]i]jrridiiia*a-e«zl3c»ylie «cid, hexalqr^-* 
itoiylMGhrl ••ter, l.l-dioKidB. (3«at- <9CI) (Cft imST SU4S) 

Abaolut* aearMeihaaiatry. 




E 



IT S03310-45-0P 503310-46-lB S03310-47-2P 
503310-4e-3P 503310-49-4F 503310-SO-7P 
503310-S2-9P 503310-53-OP 503310-S4-1P 
503310-5S-2P 503310-57-4P 503310->5B-5P 
503310-61-OP 503310-62-lP 721958-78-7P 
721950-7»-eP 

SI.; SPH (Syndwtie px«paz«eical I PBSP (Preparaticn) 

(■yatlMSi* of ncu-ayK. mlfjanidAS iiaing Burgesa-cyp« raagcsxea) 
BV 5033JO-45-0 CAPLOS 

CN l.a.S-Tbiadiasolidina-a-eui^OKylio «eld# Smatlqr^-' «achyl aaear. 
Irl-diaxida (9CI} (Ok INDSir »ANB) 




RV 503310-46-1 CAPLOS 

CN l,3.5-Tliiadiazelidin«-a-e«zbeK7lio Midi, 5 - (pbenylnBthyl } - , wethyl sacar, 
1,1-diaxida (901) (C& IKDSC lOMB) 



CHa-Ph 




o 



BS S033l0-47-a CAPLDS 

CH l,a,5-1bi«dlasolldine>a*eaxbcs7lio aeid, 5-(l,l*dinathyUU)yl) vadgrl 
aatar, l,l-dlaatld» (901) (CA IVDEX KAKB) 




Bu-C 



KK 503310-48-3 CAPUDS 

CH aB-(l.a,5]Thladlasolo(a.3-a]pyridina-a-e«rbai7lle aeid, hexahydro*, nathyl 
aaur, 1,1-dicuclde, OA}- (9CI) (CA IHUmr HAME) 

Abaoluca aceraoebaniatry. 



H 



RN 503310-49-4 CAPUTS 

CK l,a,S-Th.i&dia2olidlna-3-eAxbaxylic acid, S -phenyl-, wchyl aster, 
. 1,1-dioKida (9CI) (CA INDE3( HOME) 




CV 1, 3,5-Thiadlazolldine-a-catboBcylie acid, 5- (4-nicropheiiyl) uachyl aaur. 
1,1-dioocide (9CI] (CA INDEX NAME) 




HO3 



RH 503310-53-9 CAPU^ ' 

CN l,3,5-Thiadiasolldina-3-oaxbeKylie acid, 5-(3,5- 

bia(erifliioroiMtlqrl)S<Mn7ll-' nathyl aacar, l,J-dieKida (9CI) (CA INDEX 

NAME) 




RN 503310-53-0 CAPUTS 

CN l,3,S-Tlxladiaaolidina-a-oubGKylio acid, S-(3,4,5-erinathEOcyph«nyl)-, 
vathyl aacar, 1,1-dloKida (9CI) ' (CA IHDBC NAME) 



if 




OHa 



RN 503310-54-1 CAPUTS 

CN 1,3,5-Tliiadiazolidiiie-a-earbaocylie acid, 5.- (l-nechylatfayl) -3- [ (l- 
napbthaleIlylaKy)nBthyl] Mthyl aacar, 1,1-diaKidc, (3S)- (9C1] (CA 
INDEX NAME) 

Abaoluta ataraochaBiatry. 




RN 503310-55-3 CAPLI7S 

CH 1.3,5-Tliiadlasolidina-3-oaxbaxylie aoid, 6,5 •- (l.a-aduoadiyDbia-, 
dimchyl aacar, 1,1,1M '-cacraoxida {9CI] (CA INDEX NAME) 



(I 




O 



RN 503310-57-4 CAPUTS 

CN l,a,S-TlLiadiasolidina-3-eazbaKylie acid, maU^l aatar, 1,1-dicKida (901) 
(CA INDEX NAME) 



\ 

r 



503310-58-5 CAPLU5 

l,a,5>llii«dlazolidiiM-a-caibaKylio acid, 4,4 -dinatlirl-« nechyl •star, 
l,l-di<Kid0 (9CII {C& IHDBie SUfS) 



KB 503310-Cl-O CAPUTS 

CN l,a(S-Thi«diaaolidin«-a-e«tbaKrlio «oid< 3-ph«flyl-. natliyl Astart 
l,l-diOKid«, OS)- (9CI) (CA INDSir mKS) 

Absolut* atereoeliettisexT. 



V 



KS 503aiO-(a-l CAPUJS 

CV l,a,5-Tbiadiasolldine-a-MibaKylle acid, 3 , 4 -diphsny 1 - , mtihyl 
1,1-dicKidB, (3S,4S)- {»CI] (CA XNDBr NAHB) 

Abaoluce sc«r«ochemiBtry. 



1< 



721958-78-7 CAPLUS 

l,a,5-11ii&di«zoIidi&a-a-caxboKylie acid« 5- ( (S-nitrspheayDaetliyl] • 
aechyl «*ber, l.l-dioKide (»CI) (CA IHDEIC HAMB) 



f 

r 



RV 7ai»5B-7»-0 CAPUTS 

CH l.a.S-SiiadiaaolldiiM-a-eMtMacylio acid, 5* [ (5*a«tkyl-a-cl^i»9rlln>thyl] - 
wthyl mmtmr, l.l'dioKldB (901) (CA IHDBC KIHB) 



f 

r 



L5 ANsnm 5 or 7 

ACCSSSICH B»fBERi 



PtIBLISHEB: 

socwEarr type: 

LfiNGUAGE: 
OTE£S SCIUSCE(S) 
AB The r««u;cica of com. 



cAPiiDS cayistiom aoos acs en sin 

a003:BS9 313 CAPUTS 
138:371601 

A naw mathod for th» syntheain of nansyisBwtrieal 
sulfAuidss using Burgeas-type reagenta 
HIcoIaou, K. C.J Lon^bocumi^ Deborah A.) Snydar, Scoct 
A. f Hhlbwiadlajii Annie Z. i EuAng> Xianluii 
Dap&rcnent of Chemiacry and The Skaggs Inatitute for 
Chemical Biology, The Serifpa Saaaarch Inatituta, La 
Jolla, CA, 93037, TJ5A 

Angewandca Chrale, Incamatieaaal Ediclfln (3003), 
41(30), 3e«6-3870 
CODEH: ACIEPSi ISSU: 1433-7851 
ffilay-VCH Varl&s Ouba « Co. KGaA 
Journal 
fiiglish 

CASREACT 138:371601 
available P-aaino alca. with Burgess reagent 



gave cyclic aulfamidss in high yield. For axasple, the reaction of 
H, H-diatfayl -V- ( [ (nathoxycaifacnyl ) amino) aulf on^l] acbanaminiua innar aal t 
(Burgasa raagant) »ith a -'■alnoathanol 5-M»thyl-l,a,5-Thiadiaselidina-3- 



carboKylic acid Ha aacar l,l-dioxid» In 75% yield. Other Burgaaa-typa 
reagenca included Hitf-diathyl-IT- [[[(a-farqpcnylcKy)eaxt>cayl]«uinolsulfoixyl] 
echananiniuu inner aalt and HrlT-dictliyl-II- (( ((];iiaiYlaethcKy}eaxbaayll amino 
]aulfanyl] ethanamlnium inner salt. 
IT 503310-71-2 503310-72-3 503310-74-5 
503310-75-6 

SL: RCT (Reaccanc) ) BACT (Beactant or reagent] 

(preparation of nonaym. sulfaaidea from amino ales, and Burgaaa-type 
reagents) 
SH 503310-71-3 CAPIATS 

CH l,3,5-Thl«di«zolidina-a-eaxboKylio add, 5-(l,l-diwchylaclqrl) 
a-propenyl astar, 1,1-dicKlda (9C2) (CA HDBf lUMS) 




g!~ <r" cHa*~t.ii ' CBa 

0 

RN 503310-73-3 CAPUTS 

CM 1, 2,5-Thiadiazolldine-3-catbaxylio acid, 5-phaxyl-' a-prcp«ayl eater, 
1,1 -dioxide {9CI) (CA INDEX NAME) 




^ O- CH3— CH= CHa 

o 

XV 503310-74-5 CAPUTS 

CV l,a,5*11iiadla8olidina-a>eazbeKylic aeid, S-matbyl-, phenyliMdiyl astar, 
l,l-dic8cidA (9C2] (CA IHDEIC NAHK) 




jpO-CHa-Ph 

o 



RN S03310-75-C CAPUTS 

CH aH-(l,a,5]lhiadlaielo(a,3-a)pyrldiM-a>oazt)(uvlio aeid, haxafaydro-, 
fiie&ylMthyl astar, l.l-diacida, (3aB) - (fCI) (CA IBDm KIMX) 



Absolute stereochemistry. 




IT 503310-46-lF, 5-<Phenyliaethyl) -l,3,5-Tliiadiazolidiiie-3-cart>axylic 
acid methyl ester 1,1-dioKide 503310-52-9P 

RL: RCT (Reactant) » SPN (S^^chetic preparation)) PREP (Preparation)} BACT 
(Raactant or raagant) 

(preparation of nonsym. •nlfomides from aaizio alas, and Bnrgsss-typa 
raaganta) 
SH 503310-4C-1 CAPUTS 

ca l,3,5-13iiadiaselidlna-a-eazbaKylio aoid, 5 - (phanylmathyl ) - , methyl eater, 
1,1-dieKida (9CI) (CA INDEir HANS) 



cHa-Ph 




o 



RH 503310-53-9 CAPUTS 

CH 1,3,5-Iliiadlazolidina-a-oaxbflKylic acid, 5-[3,5- 

bia(trl£luoroBathyl)|dianyll-, oaChyl aster. 1,1-dicKida (9CI) (CA INDST 




IT 503310-45-OE, S-Mathyl-l. 3, S-Thiadiazolidina-a-eazbcscylio aoid 
wthyl eater l.l-diaxide 503310-47-2F, 5- (1, 1-Dls»thylatlqrl) - 
1, 2,S-ThiadlaKolidine-3*oazbcKylic acid MChyl astar 1,1-diaxida 
503310-46-3S 503310-49-4S 503310-SO-7P 
503310-53-09 503310-54-16 503310-55-2P 
503310-57-49 503310-58-59 S03310-S1-0P 
503310-«2-lP 

BLi 8PH (Synthatlo prapaxation) 1 PBSP (Prapaxmtion) 



(preparAtion of nonayn. mlfcBidtta fron 4ailiio *lea> and Bvrgan-cypa 



503310-45-0 CinjOS 

l,a,5-11^*dl«solidin«-a-OM;bae(7lie aold, S'UACfarl- 
1,1-dicscidtt (9CI} (C& INDEV HttlB) 



503310 -47-a CAPUTS 

l,3,5<Thi«di«solidine-3-eaxb0Rylie «sld, S-d.l'divwthylatb/l)-, uBthyl 
••Mr, 1,1-diaxi^ (9CX} {CA XHDBJf lOMB) 



c-CHe 

A/ 



SN 503310-4B-3 CWUJS 

CV 2H-{l,2,5]ThiadiazoloC3,3-a]F7ridiiiie-3-e«rba)iylie ckcid, hutabifdro- , usthyl 
escer, 1,1 -dioxide, (3aB)- (SCI) (CA INDBIT HBME) 

Abaolute atereoc^eaistry. 




S03310-49-4 CAPUTS 

l,3,5-Thi«di«8olidine-3-caj±>oxylic acid, S-phaiBfl-, mchyl ••ter, 
l,l-dicKid0 (9CI) (CA INDESf NAME) 



\ 



BV $03310>50-7 CAPUTS 

CN l,3.5*TIiiadiazolidine-3-eazbaKylie ajeid, 5-(4-nicraphenyl) -. vetly^ eater, 
1,1-diflKlde (9CI} (CA INDBT NAME] 




503310-53-0 CAPUTS 

l.S.S-Tliiadiasolidine-S-eaxbaxylie aeid, 5-(3,4,S-triv 
nethyl eater, 1,1-diaxide (9CI) {CA ISDEV HBME) 




BN 503310-54-1 CAPUTS 

CH l,3,5-'niiadiazolidiiie-3-carbcscylic acid, 5- (l-uethyl«chyll -3-{ (1 - 

najtthaleiiylootyjwthyll-, uecfayl eater, l.l-diaxide, <3S)- (9CI) (CA 
imWC KAKB) 

Abaolute atereoehemiatry. 




BN 503310-55-3 CAPUTS 

or l,a,5-thiadi«zalidin«-a-eaxboKylio mold, 5,5 ' - (l,a-«chan«dlyl]bia-, 
diuathyl aater. 1,1, !• ,1 • -tetraoKlde (SCI) (CA XHOmf NAME) 



rote 

r 

r 



Ktr 503310-57-4 CAPUTS 

CH l,3,5-TliiadlaBolidina-3-cazbaKylla acid, uetliyl eater. 1,1-dlmide (9CI) 
(CA moat HAMB) 



SH 503310-59-5 CAPUTS 

CN l,a.5*tlii«diaaolidin«-3-eaxbaxylic acid, 4.4 -dlnechyl-, nethyl eater. 



1,1-dicKidB (SCI) (CA INDEV HAMS) 



\ 



BN 503310-ei-O CAPUTS 

CH l,3,5-11iiadla2olidln«-3-eaxbeKylio acid, 3-phaayl- 
l.l-dicKida, (3S]- (9CI) (CA ZHDEX NAME) 

Abaolute ateraochaniatry. 



KN 503310-C3-1 CAPUTS 

CH l,a,5-Thiadi«solidia«-3-eazbcKylio aoid, 3,4-dipli«Dyl-, wtbyl eater, 
l.l-dioKida, (3S,4S}- (9CJ) (CA INDEir HWE) 

Abaolute atereoahamiatry. 



BEPERENCE CCHTNT: 



THESE A&E 51 CITB) BEFStQICBS AVAILABLE FOB THIS 
BEC08D. ALL CXTATIOHS AVAILABLE IK THE SE FORMAT 



AHSHEK t OF 7 CAPUTS COPKBIGaT 3005 ACS en STH 



ACCESSICN KWBEB: 
DOCIMBHT BUMBBt! 
TITLE! 



AtJTEOB(S) ; 
CCRPOSATE SOURCE: 
SOOBCB: 



OOCamiT TYPE I 



1996il3«704 CAPUTS 
134:316803 

A zujvel 1 ^-v»thyloazb«pe&em ancibiociO/ S-4661. 
Syntheaia cmd atrueture-activity relationahipa of 
3- (5 -substituted pyrrol idin- 3 -yltliio) -1 P- 
ns thy 1 cazbcqieixenia 

Iso, Yaauyoahii Irie, Tadaahlf Nishino, Yutakai 

MotcJcawa, Kiyoslii; Hiahicanl, Yasuhiro 

Shionogi Bes. Lab., Shlonogi 6 Co., Ltd., Osaka, 553, 

Japan 

Journal of Antibiotics (199«), 49(3), 199-309 

COOEH: JANTAJt ISSH: 0031-0630 

Ji^an Antibiotiea Baaaarflh Aaaooiatien 



01 




U The synclwaia and biol. activity of (IS, 5S, 6S} -3- C OS, SS) •S-mbstitutml 
pyrrol i din -3 -7 1 thiol -1-hydroxyeCliyl] -l -ttathylearb«pen-3-em-3- 

cazboxylle Aoids I [B - 11H3, NBAc, Bl - C23), IlHCO-3 -pyVidirl, MHCOBBa, 
SBCOHHCHe, B3, MBC02lfe, Bl IX m O) , KSS02Me, BHS03CB2C(BIH3, KHSOSCHaCBaOH, 
IIBS0311H2, IiaS0aHBCHaCH30E, B3, B4 (& • 1 , 3)1 &r« dsacribed. Th«se 
eenpdm. cadiibit potent ant ibaet« rial activity againat a irida range of both 
<team-poa. and Oraa-nag. bacteria including Peaudaaonae aamgiiUMiA. Of 
theae new cartwpenwaa, (1R,SS, 6S) -3- [(3S,SS) -5- 
BlllfaIll0ylaminonethylpyrroIidin•3-ylchio] -6-( (IB) -l-hydrQ9gr*>^I} 
iaach7lca.zb^>en-a-«m-3-oazfaaiiylie aeid (S-4C61} ahoved the noac potent and 
well balanced activity and waa selected aa a candidate for further 
evaluation. 

IT 175846-38-5 

BL; BCT (Beactant] t BACT (Reaetant or reagont) 

(ayntheaia and etnicture'aetivity relatlenahipa of snbetitated 
(pyrrol idinyl thlo) - 1 p'nethyleazbapane&a) 

BH 175046-30-5 CAPUTS 

CS l,3,5-1hiadiazolidine-3-carbaKylic acid, (4-MthaKyplheiiyl)nethyl eater, 
1,1 -dioxide {9CI) (CA IJIDEir KAME) 




Oife 



IT 148017-59-8F 175846-23-8? 



BL: ECT (Beactant) j SPS {Synthetic prepenti en) j PHBP (Preparation) 1 BACT 

(Beactant or reagent) 

(syntheeia axid atrocture-aotivi ty relationahipe of eubatltated 
(pyrrol idinyl thio] - 1 $-pe thyl earbapeneme) 
BS 14B017-SP-B CAPvas 

CS l-AsabieycloO .3.0)hept-3-ene-2-carfooocylic acid, 4- (l-faydroocyechyl) -3- [ (!• 
( I (4-aethoxyph«nyl)iaethaxy]carbanyl] -5- ( (5- ( ({4- 

nethoxyphez^Dnechogty] cazboiyl] -1, l-diaxido-1,3, S-thiadiasolidin-S- 
yDnethyl] -3 -pyrrol idinyl) thioj •4-aethyl -7-axo-, (4-nethaKyphenyl)Bathyl 
eater, [4B- (3 (3S*, 5S*} ,4 a,Sp,Cp{B*)l ] • (9CI) (CA IHDEir 
BSMB) 

Abaolute atereocheaiatry. 




BH 17584«-33-B CAPLOS 

Ca l,a.5-Thiadiasolldine-2-oaibaKyIio aoid, 5-((l-(((4- 

MthcKypheayDnethoKy] cazboDyl] -4- ( ( tripheigrln»thy D thio) -3- 
pyrrolidinyllnatlgrll (4-vethoKyFhexvl)Mthyl eater, 1,1-diGKide, 
(3S*cis)- (9CI) (CA IIDEir KAMB) 

Abaolute stereochouatxy. 




LS ANSRHt 7 or 7 CAPIAS COPYBIOBT 3005 ACS on SIH 



IBVEBTaB(S) i 
PATEBT ASSIGNEE (S) : 
SOOBCS: 

DOCWENT TYPE! 
LANGUAGE: 

FAMILY ACC. NVM. COUNT: 
PATEHT INFQBMATION: 

PATSIT NO. 



1993:473435 CAPUTS 
119:73435 

Preparation of 3- (pyrrol idinyl thio) caxiN^wren 
antib&cceriala 

Kiahicani, Yaauhiroi Irie, Tadaahlf Hiahino, YUtak* 

Shionogi and Co, , Ltd. , Japan 

Ear. Pat. Appl., 5fi pp. 

CODENi EPXXDH 

Patent 

^gllBh 



KIND DATE 



EP 53B67a 
EP 538678 



AT. BE, CH, DE, 



US 5317016 
AU 9331090 
AU 652373 
PT 538678 
ES 3159377 
CA 3076430 
CA 3076430 
NO 9303256 
NO 301371 
CA 2303942 
CN 1071428 
CN 1033357 
KtJ 667443 
AU 9470307 
CH 1113333 
CN 1034571 
US 5703243 
GR 3036434 
PBICKITY APPUI. INFO. : 



OTEES SCVBCE(S} : 



19930334 
30010533 
UK, ES, FB, I 
19940531 
19930335 
19940818 
20010830 

aoonool 

19930331 

19971323 
19930222 
19971030 
20010213 
19930438 
199(0710 
19960331 
19941013 
19951313 
19970416 
19971330 
20011130 



MABPAT 119:72425 



APPUCATICN NO. 

EP 1993-307547 

I, G8, IE, IT, LI, 
US 1992-929961 
AU 1993-21090 

PT 1992-307547 
ES 1992-307547 
CA 1993-3076430 

NO 1992-3256 



AU 1994-70307 

CN 1995-104834 

US 1995-574863 
GS 3001-401385 
JP 1991-307973 
JP 1993>3S366 
US 1993-939961 
CA 1993-3076430 
US 1994-304(39 



LU, MC, NL, PT, 
19920014 
19930818 

19920818 
19930818 
19930819 



19950431 

19951219 
30010833 
A 19910830 
A 19930331 
A3 19930814 
A3 19930819 
Bl 19940301 



For diagratt(8), aee printed CA leaue. 

Title coopda. (Ii Bl - H, allcyli B3-B4 - H. (snbatituted) alkyli 
protecting gjeaapi S3B3, BaB4, B3B4 ■ acona to fom (wsatd.) (aubatltnted] 
cyclic groupai XI ■ E, protecting groap> X3 ■ H, protecting grmp. 
asmxmio, alkali- or alkaline earch wetal j Y3 - H, protecting group), were 
preparwi Thua, (IB, 5S, 6S) -6 - [ (IB) -1 -hydrwyethyl] -2 -oxo-1 -methyl -1- 
carb<^>enea-3 -earboxylic acid p-nethoj^benzyl ester In MeCn »aa stirred 
with (PhO)2P(0)Cl and (Me2CH)3NEt at -25* to room tes^raturei 
3-sulfan0ylamlnoiBethyl -1 -tert-butoxyea.cbonyl-4-mercaptGi7yrrolidine and 
(Me2CH)2NEt were added and the mixture waa atirred 22 h at rocn tenqperature to 
give 60* coupling product, which waa atirred with A1C13 in CE3C13/Metro3 to 
give title co^xiund II (B4 - B). I bAve 3-8 tinea the activity of iuipeneu 
or nercpenea againat pBeudenflnaB aeruginoaa. An injeetion fomil&tion 
containing II waa prepared for treating bladder infection caused by 
Staphylococoua aureua. 
148017-59-8P 

BL: BCT (Beactant) » SPN (Synthetic preparaticn.) > PEEP (Preparation)* BACT 
(Beactant or reagent) 

(preparation and deprotection of, in preparation of antilMeterial) 
148017-59-8 CAPUTS 

l-AKabicyclo(3.2.0]hept-2-ene-2-caztK3Xylic acid, C-(l-hydroKy«thyl) -3- f [1- 
t( (4-nethaxyphenyl)aathoxy]carbanyl] -5- [ (5- [ ((4- 



ttethaxyphenyl)nechaxy] eazbonyl] - 1 , l-dloxido-l , 2, 5 -thiadiazol idin-2- 
yDmethyl] -3-pyrxolidiiqrl] thiol -4-nethyl-7-aaco-, (4-vethc9iyphenyl)-methyl 
ester, [4R- [3 (3S*, SS*) ,4 <l,5p, 6p(B*)] ] - (9CI) (CA INDEX 



Absolute atereocheni atry . 




IT 148017-70-3 

BL: BCT (Beactant) 1 BACT (Bsactont or reagent) 

(reaction of, in praparmtlcn of pyrrol idixrlthiocarbcnapenen antibacterial) 
BH 148017-70-3 CAPUTS 

CN l,3,5-Thiadlaaolidinc-3-earbeacylio acid, 5-( [4-«srei^o-l- [((4- 
ne thoxyphenyl ) nethoxy) eazbonyl ) - 3 -pyrrol idinyl } vatl^l) - , 
(4-metho)qrFhMiyl)«thyl eater, 1,1-diaxide, (3S-eia)- (9C1) (CA INDEX 
NAME) 

Abaolute stereocheniatxy. 




» logoff 



LOOOm (Y) AT/BOLD I y 
COST IN V.S. POLLUtS 



EHTSy SESSIOH 

WLL ESTIMATED COST 35.48 196.70 



Discoran amouot's (fob ou&UFrxHa JtccouHTS) since vile total 

EOTHY SESSION 

CA SOBSOKIBEB ?SICB -5.11 -5.11 
SHI IBTEBiaTXOHU. LOOOVF IT 0B:S7:44 OH 35 JDL 2005 



